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(57) Abstract: 2-lrninopyrrolidine derivatives represented by the general formula (I) or sails thereof: (I) wherein B is a benzene or 
pyridine ring, or the like; R 101 to R 1W are each hydrogen, halogeno, alkyl, or the like; R 5 is hydrogen, Ci^ alkyi, d_6 alkoxy 
C l-6 alkyl, or the like; R 6 is hydrogen, Ci. 6 alkyl, Ci^alkyloxycarbonyl, or the like; Y 1 is a single bond, -CH*-, or the like; Y 2 is a 
single bond, -CO-, or the like; and Ar is hydrogen, a group represented by the general formula (II): (II) (wherein R !0 to R 14 are each 
hydrogen, C,^ alkyl, hydroxyl, C,_6 alkoxy, or the like, or R n and R 12 or R 12 and R 13 may be united to form a 5- to 8-membered 
heterocycle), or the like. 
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i s o-^nf/ul, n-r/^/l^ i s o -r/^vt^ s e c -7fvl^ 
ter t-^f;H, n— ^O-^vl^ 1, 1 - v 5 ^ fyl/^n fcVt^ 1, 2 — 
f;l//n tVu^s 2 , 2 - v 5 ^ f/V/a fcVl^ x 1 -o^/K^P tVl-S. 2 
— jr.^vvT'p fcVuS> n -^^rv'/l'S, 1 — * 2 -xf;i/^p tVl^S. 1 

-zc^/u— 2 - p« =f-;V~fxi f/l/l, l , l , 2 — hU p< f/l^T'n f/I/S, 1—7 
atvu7ntvu^ % 1 - 5vv7fvi^ 2 - ^ 1, l-v=^^ 

/l^^vl^ 1, 2 -v^9vK/?v!^ 2, 2-^^?;^^ 1, 3- 
v>p< 9vV7^vl^ s 2, 3 - Z?* ^^7^/Ug> 2-^^/1-7^/^ 2-^ 

b*U <£ Y) b < fi^ T/^^ ^^/u^ n -7p fcVi^ i s o — zfn 
Sv n— i s o — 7^-/Pg % s e c— ^ > ^^S> t e r t— ^f/i^S, 
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2—zfn<<=-A'&^ 2-^f-;Hx 3—zfT— 1 — < 

yr^;H^ 1 — ^dr-tr— l, 3 — -^t^S^t— /i"S> 1, 6 — ^3MJ- 

2-/n^/H, l -^f^I, 2-zff-=-/V^ 3-^-/1^ 3 
=f-?V— 1 —~fxi t°^^S> 1 -■X.y^/V— 2 7°P tf^/Vg, 2 -p< TVU— 3 — y 
Df=/l^ 1 — 1 -^^v-^^S, 1, 3 — ^*cy-lsi?s( W 

i^p^^vi^ i/^P^yf-;vS s v-^p^^v-yuS, v-^ p^.^yvug, v- 

^WfcWcisv^/flv^s rc 3 _ a ^a (gift) ta-^=/uSj <bf±, 3?^ 

^p^V— 1 — < /K v-^ p^p^;/— 3 — -f/K a -f'Tl/— 1 — f^K f 
^ vzfrls— 3 — fVK 1, 3 — xi~7# -Jzr.^— l — f/K is? n-O^cx 

— 1 — i /K o^vx^— 3 — -Y/K v'^ D^yfV- 4 — Y/K 1, 3 — 
v-^ a^^^i?^^— i — ^f/K i, 3 — u^sZV^ls— 2— ^f/K 1, 
3 — is? u^<>-^ i^n^ — 5 — W/K n^df-fei^— 1 — f/K n-^d^-fe 
3— -OK >^ n^drir 4 — -f/K 1, 3 — v 1 ^ tt^^-^-^aii^— 1 - 
-f/K 1, 3 — 2 — /K 1, 3 — i*^ a-'x^lf-^rO'— 

5 — OK 1, 4— n^^riJ-^m^— 3 — >f i, 4 — p^^f-^n: 
^— 1— V^n^yy-i-zfA', v^zf^-i/— 3 --OK p 
^Zf^rl/— 4— -f/K P-^^-r-^— 5 — -OK 1, 3 — v-^ p^^t 1 ^— 2 
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— </K 1, n^7"ry- 1 — T/K 1, 3 — a^7# v^V— 5 

--f/K 1, 3— S^o-VT^i^V-e— </K 1, 4-iX^P^^ p ^v f ^>' 

— 3 — </K 1, 4— w**-7jri?x.y— 2— -</K 1, 4 -2^ p^r/^v 5 

l-^f/U s 1, 4— D^^i?xy- 6— -Y/K 1, 3, 5— n 
•^7°^ hy^^-3 — f/K 1,3, h — r/K 1, 

3, 5— is? n^-rf^ h V sy- l -^/K 1, 3, S-v-^D^fpxy 

— v'^ p^-^t 1 ^— 1 -YA's ^nrf-^y^— 3 — f/K v-^c^- 
^T-^-4-^/K v-^ 5 1, 3— V^ot^^^xy- 
2— f/K 1, 3 -'^ d*^ ^S^xy- 1 -^A', 1, 3— u$r9 9*?zc. 
V-5->T/K 1, 3— — f/K 1. 4— S^Ta^-jr 
v 5 ^c>'-3->f/K 1, 4-v-^ P^-^i? S^sU^— 2 --f /K 1, 4-v-^n^" 

l — T/K 1, 4-^B^^iy-6- -</K 1, 4-v-^ 
p^^^jxv— 7 — T/K 1, 5-^nt^^i?xy-3 — f/K 1, 5 — 
v'^ p^-^ 2 — C/K 1,3, 5— v-^p^-^^ hy^V— 3-^T/K 

1, 3, 5 nlr? $ y v=^>- 2 — ivk 1, 3, s-v'^p^-^^m; 

^V-l-'l'/K 1, 3, 5-^ct^^MJxy-7 — f/K 1, 3, 6- 
^o^^M)xy-2 — T/K 1, 3, MJxy-i-^ 
/K 1, 3, 6 — 5^ P^h^^ MJ =c-ts- 5 — JVK 1, 3, 6-v-^P^-^i? 

/un3r^£r^U ^jgjfeSi: LTf±«9^.tf^ ^3rv-£, n-7n 

tf^fffis i s o -^n sec-^D^i/S s n-^hdr^S, i 

so-/f>^S, s e c-^N^^l, ter t-T'h^I, n i^^/W 

t^-^S, i s o Jyf-zUt^rv'S, s e c -^<yf /I't^rv'I, n-^y 

3r>"g N i s o — 'NJf-y^v'S, 1, 1 — *?*?-fls?xi fcVt^^v^ 1, 2 — 
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^v'Ss l , 1 , *f-;v-fv i/m, l , 1 , 2-YV * f-/uyu 

1 , 1 - vv< 5vl^ h 3r:Xg, 1 , 2 - ^-/V:/ h 3rv^ s 2 , 2 - 
^pt^vl^ h^i^ 2, 3-v f ^^V^^^drv'S> 1, 3 - v> 7 1 "J-J^-f^- 
/U^-^ri/^, 2-^c^vu:/ h=3ri/S x 1, 3 - i?* ?vK/ b v-g, 2-^^-/U 

^ri'^ 1 2— ^o-^-yi^-^v-^ ^ yzf&^<=.jU& 

2 - ^ f 1 - / d x; - /^dr VS, 3 - * 5vu— 1 -•7 P c2-<=./^ 
^v"^ 2 — p< ^-/V— 2 — /D^/l/^-^rv-l, 3-^f/l'-2-7 , B'<=;l/t 
=*r>^ 1 —Zf ! T~/l'*-*ri/^ 2—'7T=-A'Zt2f-is&^ 

OHg£|^7'cJ!l§C^ffl£;^U iff* L< tiCz-yTis/lsm 2 7bM7 <D% 
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5 tfuy^s, t'n^/n, t^v^/i^, hyr^u/n, 

sM^yyAS, -r^Ky/i^ ^y-f^Ry^£ v -fyK^^s, -yy 
= ;v3k ^ y A-as, ^ y y -f y^yy y y;>i N •? $ ? 

it—sum, dp/ y ^r-T-y y =;^ N i^vy y 
y -f ? ^y h y r^i, *j; ti^y^i, ry y 

=a3£„ 7xty hay ^/um^ ? xty=/ui, ^ ^y t° y ^ 
^y e y 5 y n f y y^/us, t-yyn^y ^=^s, ^ ; (ii) 

^y/7!)/H, ^fy^y/7 !)/H, (iv) 2ffl£ti©Mfc*JBK^£:^, 

7 7f^£, y^y ^rf-^/vSs t=¥t/!J/H, ^ywy^ 
y^-^f-yy/^s> twryy^s, ^7/o^tyu/i'i, y^^yf 

— m^tct±EM^<o5 7bmi 4 m^mwmmm&m*^ ? 0 m&m 
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U r sec -j £f4 2|R«SU£^*S££«:jSt!*U Tt-j t(43^ 



R 10 \ R s , R\ Y\ Y\ Ar<Dmmnmmfem<DtB<T'tb%-Z>K BMt L 
-Cfi-0"^^fc5V>(4l 'bKtta^N^tft^ 6l»iii^sg:j 
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L<, -<vt?^H*feiitfy spinas J: «3#4bv\ 5 fcBat£ LT^y 




C^eT/^/l^Sfctt^D^/gH^ R 1 0 1 > R 1 0 2 N R\ R\ Y\ 




*L<fiCR 101 ) Sr^L, WfiN*fcf±CR 102 ^b> Zf4N^fef4CR 10 
5 £r^U U, V F W, Z<Z>F fe 3 1^fe6VM4 2i@^NT*fe'9 ;R 10 \ R 1 0 2 , R 
105 , R s , R\ Y\ Y 2 fcJ;tJ«Ar f4^tb^BufB^tTO*^*i- 0 ] 

R 10 \ R 102 :ioJ;i>*R 103 £ ittt, **JJS^, ^n^jgFj^ C, 
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t> 1 ©I^Wf UV\ 

R 5 t tttt**Jgf % C 1 _ 6 T/l' : ¥/l'S*5=ttJ ? C 1 _ 6 T;l'=i^>'C 1 _ 6 

Y 1 fc LTttI»^*fctt- (CH a ) m - [5£«K mf±l73^3<Dg 
(i)Y 1 ^— CH 2 -, Y 2 ^-CO-T^5l^*, (ii) Y'fc^VY 2 ^ 
*fc. Art LTtt**!^**:^ 



[5^, R 10 , R 1 \ R 12 , R 13 i^J:t)fR 14 (4mriB^ai:TOtt^7iR^-J 

J&*Sv (i) (Y')J5-CH 2 - Y 2 tfS-CO-) ©»^«:A r asflWE— JRS: (II) 
■C«*3$ttS£-e&S::i:^*L<, (ii) (Y 1 ^ j;t>*Y 2 ^j^^)^^ t4 



R 



11 
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<ifiBEg&l$M" >C^ 6 T/P^r/um, t=¥yS, Tis^M, D jv 

£ 5 1 4 ^^^#^#^^1^ £> ft 5 if 3> b 5if*ft S iOft 
Cj.^^/H, C 1 _ 6 7i/^I, *;v^Jri//H, C 1 . 6 7;i'3 ^v^/ujf?^ 



R 11 




(IV) 



[5£<*\ R^feit^R^ftBulB^atl^Sa^r, R 15 f*(l)7f<mjl^^fctt(2) 
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R 11 

/n. .OR 15 




(V) 



R 11 




[5£4\ R lx *5J:^R 15 «^^-etLHfffB^ai:TO«^. R 1 7 *3j;t>*R 1 *l±m 

— *fcf4^s^o-c(i)7K^^*fcf±(2)HtriEg^p i ^b^msv^-fti^ 

1©S**U £bf-> R 1 1 <t R 1 5 N R 1 5 <t R 1 \ R 1 5 £ R 1 <\ S/cfi, R 1 7 

a* W fetus. 
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mm mx.ti-7 -yit^mmm. mmm, ^itfrmmm, *v<\&$mm&). mm 
mm wz.\*mmm, mmm, i&mmmm, v >mm, mmm, mmmmm & 
mu^i/mm (Mz-i-£mmm, hyy/^nmmm, mm. 
m, m^mm. y-^^m, ?^>mmm, mm^^^mm miLtx*?^ 

* i^mm. h v^/i^tjn >mm, # ^y r —^^^ >mm^) x t % y mm 
M%-t£Txs*7*?^mm, y^?$.^mmm. mm.T 5 >m. r/^v^mm 

m$iv<temmm. -y^ymm, hyy ^*nwtmm, mx~&% 0 

2-[2-(3,5—^-^3 y^vt^-4-fc: KP=¥v'-^^^/U)-2-^-=¥y-^^/U']-6-^ h 
=3r->-3-^r §; y -2, 3-^fc Fn-1H-- f y-f ^ R— /u-5-*^/Jf fA'T 5K;f 

y !7^;t-ag^ig:2-[2-(3, 5-v>-jR 3 y^/U-4-t: Kn#^-7 ^^yi^)-2-^-^y 
-j^U]-6-S?y ^~}V~7 5 7-3— T 5 /-2, 3-i? t Kn-lH— T y^ V 
tf^IM 5vVT 5 K;*flS**Rtt:l-(3, 5-3?-# 3 :/?vU-4-t: Fd^>-7^- 
/u-) -2- (7- n - W 5 7-5,6-^ h 4r v--l, 3- 1 K a -- T y-T ^ K— /HJ- 

AO 9 J is ; ^ity^mmm : 1- 3 y*<?-/U-4r y ^-3, 4- v> fc K n -2H-^< 
y/[l, 4]^-dr-^v J >'-6— ( , /I^)-2-(5, 6-^ h ^->-7-^/U^-ci-W ^ y_i >3 _c? 
t Ka-^y^fy K— /U-2— fA-)-a:^y V ; jfcffc;** !&*fi : 2-[2-(3-f! 3 ^*7U 

-4,5-^y h=3f.-y-^^^/w)-2-^-dry-ai^/u]-6-^ h ^ -y-3— r 5 y -2, 3-t> t 

Kh-ih-^ y^y K— ;U-5-#/U7$>m* =^^T $ K ; *^**ifeil[ : l-(3, 5-v>- 
^ 3 1 Kn^-y-7i — yu) -2- (5-ai f> df - ~>-7- 7 n - W 5 y -6- y 

2- [2- (3-^ 3 7f-/l/-4-t Kp ZcisS-J V7p /K=^i/-y ^=/V)-2-^-=3r y-ai^- 
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/l7J-6-ai Y5ri/-Z-' r $ 7-2, 3-v=k Fo-lH-y V -4 > K^/WS-^/Uaff^K^ ^ 
/l^T$ K;*ttiiS:6-[2-(8-^3/f/V-4-^f/W3,4-i/t Fn-2H--<yy 
[1, 4]^-^r-^v^>-6--r/l-)-2-^-=¥y-^^/^-3-^ J* $ y-6, K 

P-5H-k°n d [3, 4-b] k° 9 *Jl/-2-% /Wtfy^7 T/^T =• VlitOtA : 2-[2- (7-jR 3 

^w3-> ^yu-3H— <yyy 5 yu-5-> r^)-2-^-^y-^^]-6-^ h 3r 
-y-3-y 5 7-2, 3-y k K n -m-y y^fy F— /v-s-TJ/i^vifcy f/vr $ K; JUk 

7k SKfltlft : 2-[2-(3-M 3 ^f/W5-^f;l/7$;-4-t Kn^>-7i -2- 
^-dr y-rc ^u]-6-ai hdr^-3-^ 5 7-2,3— yk Fa-IH—T yy y F— /U-5-7J/V 

#yi^f/i/7? K ; JUtotafcifcjfi : 5-{2-^ 3 yf/M-[2-(2->^o7"p k7U 

-7-y 5: 7 -5, 7-i y k Kn-tfDD[3, 4-b] k° U /W) -Tir ^P] -6- (key 

-y y-i-y /i-) - y * y y} — ° y ^ y^ ; M)7 yv^- p ffimffi. : 5- {2-^ 3 -f 

-4-[2-(7-y/^n-l-y 5 /-5, 6-y7 h Kn-C yy y F— A--2- 

•I'y^-Ttf^-e^k'o y -yy-i-y/u)-^3L/=3r-y}-^<>-y vg?; h y y/i^ 

Pf^&:2-[2-(3-|f| 3 zff-tV-S-. i?7 f-/UT 5 7-4-7 h #y-y a:=/U)-2-^-^ 

y-ai^/^]-6-3i t- 3^y-3-y 5 7-2, 3-^t Fp-m-y y y y k— /u-s-Tj/i^y 

^7 ^V^T 5: K;^b7k^^:2-(l-{3-^ 3 ^f;W5-[2-(7-7^tn-l-^ ^ y 
-5,6-i y7 K^r-y-1,3— yk Kn-y yy ^F^-yV-2-y/V)-T-fe^-/Vj-2-7 h^-y 
-7s=;V}-f 0 y v'y-S-^/^Jf-v'J-ii; h y 7/^n^t:2-(l-{3-^ 3 
7 i f/I/-5-[2-(7-7/>^P-l-^ 5 7-5,6— y7 3-i y k Fn-y y^y F 

— A--2-y ;u)-T-£ J-aA -2-7 hdry-y^^/uj-kn y -yy-3-y^^-df v-)-g& 
It; h y y/^pf)E^^:i-(3-^3 y^vi-5— yy 9v w $: 7-4-7 h^y-y^^ 

A-)-2-(7-:7vU;3-p-l-y $ 7-5, 6-y7 h =¥y-l, 3— y k FP-y yy y K— )V-2- 
jju)-=z? 7 y;*-fb7K^iS:2-[2-(3-3g 3 y*^vU-5—y7 f;U7 5 7-4-7 h=¥ 
v-y 3z -/k) -2-^- y-zcf-M -6— y 7 5V^r 5 7 -3-y 5 7 -2, 3-y" k F p -1H- 

y yy y f— ^-5-77/1^ y^y ^vi^t 5 F;^b7}cfff^; : 6- [2- (3-31 3 y?vk 

-5- v>7 f/V7 $ 7 -4-7 h =3f 31 =/!✓) -2-^"^ y-^c^/^-3-m h 3r y-7-y 
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5 7 -6, 7-v> fc K B -5H- If n n [3, 4-b] fc° U S? V-2-# /W#>&y f-flST % K ; 
: 2- [2- (3-f? 3 ~?*$-)V-la-zE. ^^-4-7 h ^ ct— /U) y-ocf-fi, 

]-6-v J ^f;l'7 5 y-3— f 57-2,3-i^t: Ka-iH— f 7 -< y K— 
7 5 K;*fl27k*il4i[ : 2-[2-(3-|R 3 ^;L--5-x h 3riX-4-7 h ^v-^^ 

=^)-2-t^ y-x^/l/]-6-x h drv--3— T $7-2, Kb-IH— f 7-f > K— 
;W5-*^**yf^f;l/T5 K;*<ft;**S8ift : l-(3-H 3 /f^-5-x ^3^-4- 
y V**S-Z7zc=. /U)-2-(5, 6-v?jl h^v^-^/l^f-B-l— ( 5 3-^t Fa-f 
y-f ^ K— /^-W^-ct^y ^;ftflS**i6ai:6-[2-(3-Jg 3 

-4-7 I-^i/-:7:i— /V)-2-^dry-^^Viy]-3-.x. ^^-7-^ 5 7-6, 7-S*fc Ku 

-5H- f nn [3, 4-b] fc? P v ? ^-2-^7/V/^>'^7 f/i-T 5 K; 7^tn|^it : 
{3-^3 y^/W--5-[2-(7-^/V^-a-l-xf 57-5,6— ;7 7 h v-1, 3-i7fc Kb— f 7 

Tk^SliS : 4-{3-0 3 7f;W5-[2-(7-7/^l3-l-' f 5 7-5,6-^7 h^rV-1,3- 
i7t Kp-'C y-Y ^ K— />-2— - i'/w)-T-t^/u3-2-7 h=¥-i/-yai7=¥v'}-y^ci 

ai^/U)-2-^-^y-x;^/u]-6-i77 9 : -/VT 5 y-3— f 5 7-2, 3->>t Kn-lH-Y 7 
-f y K— /u-5-*/u^>igy ^/l-T 5 K;Jftfli7K*»* : 2-{2-[3-|R 3 
-5- (3-77 7 -y" B tf* 3f -4-7 h*r V- 7 ^ =./u] -2-^" 7 -^n fvV} -6- ^ 7 ^ 
/I'T 5 7 -3— < 5 7-2, 3-^t Kb-IH— f 7^ > K —^-5- # /WtJ? $ 
K; AflS*3|fBMfi:2-[2-(8-3f5 3 ^f;W4-77/^ f/W3, 4-v?t KB-2H-^<7y 
[l,4]t^t^y-6-^^)-2-t^y-x^]-6-x b^S/-3— < 5 7-2,3-^ t: K 
B-1H--T y ^ K — yu- 5-^7/^TKv^y f ^7 5 K; h y 7^o^iI : 
6-[2-(8-^ 3 7f/W4-77/ 7^W3,4-^fc Kb-2H— 7 [1, 4] ^If-v^ 
-6— f/V)-2-^-=^y-^^-yU]-3-^ ^5,-7-^ 5 y-6,7-^t K b -5H- 1° B B 
[3, 4-b~]¥V i?^-2-$/U7$l/m*? L sl'T $ K; h y 7;^n^it : {8-H 3 
/V-6-[2- (7-y /U^-B -1— T 5 7 -5, 6- v*7 h 3f v"-l, 3- 1 K b — f 7 -Y 7 K—/^ 
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y )V\ Y V ^/UjrngfmM.: 3 ^^/^-6-[2-(5, b =3rv'-7-7/^n-l- 

5: 7 -1, 3-i? t Kn-'f y^f" y K— /W2-- f /U) -Ti? ^/kl -2, t Kn-^y/ 

[l,4]^i?-^-4— f/W-T-fe h= h y/i^; h y : {8-^3 y*?vw 

5 -6-[2-(2-$^^ n^n 5 /-5,7-S?fc Ko-k'nn [3, 4-b] tf y y-6--l' 

/^)-7*-t^/u]-2,3-v !; t Ka-^y/[l, 4] t^t^y-W /H-7t h — h y/w 

h y 7 : 2- [2- (8-^ 3 ^f;H-V7y^ fvl"-3, K n -2H— < 

[1, 4]^-dr-y-v ? >'-6— f ;l/)-2-t^-y-xf f ;l^T $ 7-3— < $; / 

-2,3-^t kp-ih--y y^fy KwH-^/^y^^f^T^ K; h y y/i^-p@E 

10 : 2-[2-(3-^ 3 ^^;W5-i/7 7 7 h -y-4-y h =^>-y ^^^)-2-^-^y- 

ai^Vl/J-e-sL h 5 y-2, 3—yt: Ka-1H— f y-fV K— /P-tJ? >-g£ 

7 f-/U7 $ K; A-fb**iftift : 2- {2- [3-85 3 7f /W5-(3-V7/-7n /K^rv')-4- 
7 h^^-^^=yP]-2-^-^y-3i^/U}-6-^ lsdr^-3— T 5 /-2,3-S?t Kn-lH- 

-f y ^ y K-;W5-*/Pzl?yi^ 5vvT $ K;*-fk**»jft : l-(3-^ 3 y^/u-5- 

v 5 1 kb-/ r y-r y k— /ww ^)-^^ / ^;#t*b**»ifc:2-[2-(3-js 3 y^yv 

7-2,3-^ t Fd-ih— f y-r y K— /w5-#/i^>-@M f;v7 5: K;IMb**IMtt 

: l-(3-|3/f;H-^ h=3rtX-5-*/^y^- y /-y rc= /l/)-2-(7-y/M-p-l— r 

3 y^-^-4-^ hSrv'-5-*;l/7#!J ;-7i=/V)-2-(2-v'^p7 
p fcVv-7-^r 5/-5,7-yt K P - k° n p [3, 4-b] t° V v> y-6-y /V) -it ^ y ^ ; ^fc; 
Tkl^fi: {3-^ 3 y^/l/-5-[2-(5, J, d^>-7-y/l/;?J-p-l— < 5 y-1, 3-v> fc 

Kn-^ y^ y K-;u-2-^f;W-7tf ;v]-2-^ h^y-y =^y}-T-t? f=h 
25 y A'fb7K3KSI4ft : 4- {3-^ 3 [2- (5, h ^^-7-yyV^-p-W 

Sy-l,3-i?fc K n -/f y ^ y K-^-2--{ ^) -7 * f ^] -2- y h y 31 y =¥■ y 
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J-y^o = h ]) As;£;{tok$S8&L : 4-{3-^ 3 ;V-S-[2- # P ^P fcVU-7- 
^*y-5,7-i?fc Kn-b°a a [3, 4-b] try /U)-T-fe5vt/j-2-^ hdriX- 

-4-p< h'¥S/-7*=:A')-2-(5,6-^3i h5¥^-7-7yU*a-W $ y-1, 3-S?t Kn 

y^y K — — f' /v)-jn.y y v;^-fb7k^^4t:i-(3-^ 3 /^;w4-^ h=^y 

/ -7 ^=^sU)-2-(5,6-i?3L y^y-i--? jv^rxi-l—i 5: 7-1, 3-v^b: 
Kn-^y^y K— /v-2— f /u)-^y y ^;*-ft;7K^^^ : 6- [2- (3-|? 3 y^/i^-4- 
y h Sri/s-^esio? * y y-y oa=. / >u)-2-^-^-y-^^-^2-3-^- h $ y 

-6, 7-v^t KB-5H- tf n a [3, 4-b] fcf V V^-2-X /Utf y®£y f^7 5 K; 
^it:7 2-^ 3 ^^"/W4-[2-5-^ 5 y_ 6 _y ^,1^7 

3-^t Kb- < y-f >- K— f A/)-T*^-A']-7at=A' i^f 
/W^-ffczk^fgHt : *9fX>rV'7jlrls&. 2-H 3 /f/M-[2-(5-^f;P7 5/ 

5 y-6-y^yu*/^<^e^r/i^-i,3-^i: Fp- T y-r :/ K— /u-2~^ju)-t-^ 

-4-[2-(3-ac 5 y _ 2 - y jV/^^t sU-5, 7- i? t Ko-tfn a 

2- [2- (3-^ 3 ~7°f-)V-±-%/T J y h^rv'-5-v ? ;*9vl'T $ ;U)-2-t^y- 

^^/Kl-e-v^y y/ur 5 y -3-^ 5 y-2, 3-i^t Kp-ijw y-f y R— /u-5-#;v 

tf^ifcy f/1'7 $ K;*-fb**»jft : 2-[2-(3-m 3 :/?vU-4-y h^V-5-( t°P U 
r^)-yrc^^)-2-^-^y-3i^/v]-6-^ h^riX-3— T 5 /-2, 3-v>t: Kn 

-lH—r y-fy K*-/W5-*/wai?^»y ?vur 5 K;IMfc7K*»ifi:i-(3-JB 3 7?-/u 

-4-y h =3r is-G- ( M p y ^y-Kyl/)-7x= ^)-2-(5, h 3rv"-7-y /l^P 

-1— T 5 y-1, 3-5? is Kn-^y^y ^-2->f A/)-^9 J is 1 fkikfrmmiM. : 

2-[2-(3-f| 3 -y^W4-y hdr^-5-(f a y S^-WAO-^ais. /V)-2-^"dry- 
mgvi/]-6-^y f/V7 5 y-3->T $ y-2, 3-i^t Rp-IH— f y>fy K— ^-5-*;V 

K I *-fb**Kj|[ : 1- (3-|g 3 y^/U-4-y hdr^-5-(fc°P y v'V 
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-1— i su) - ~7 =- /U)-2- (2- V ? n ~? n t° J ^ y -5, 7- v 5 b Ko-k°n a 

[3, 4-b] fc° y f ;w)-x^yy; % W^mW^ : 1- (3-0 3 y^vV-4-y h dr -y 

-5-(t°ct y s? x-. 1 _^ / v-)-^ ;t -^)-2-(7-^/v^-a-i- < |' 5; y_ 5)6 _^ ^ ^ 

-1, 3—y t: Kn-^fy^y K-/W2-^;u)-x;? y ^;*^7K^^*t : 2- [2- (3-0 3 
y^vV-5— f y y a ^=^^-4-^ h ^ -2-3r*r V-=cf-}V\-%-OL 

-3-y $ y-2, 3-i>t: Kcr-iH— f yy >- K— /^-s-^/i^v^y ^yi-y 5 K;*-fb7k 

^®?*&:l-(3-0 3 < y/n^dr-y-4-^ h=^v'-yai^/U)-2-(5,6-v ; ^ 

h=3f- v'-7-^/l'^-D-l-^' 5 y-1, 3-£?fc: Fn-'f y-f ^ K— > f/u)-=.jr y 
^b7K^Hm:l-(3-0 3 y"^/V-5— T yya^df-^y-4-y h^^-^*-^)-2-(7- 

^/u^-n-i— f 5; y-5,6—yy K*y-i,3-yt Ka-^f yy y k— /W2— f/u)-^ 

* y ^;^4bzKif^i£ : 2- {8-0 3 y 5^-6- [2-5-^ f d^-i-^ 5 y-6-y. ^yl^ 
/Us<^rsf /U-l,3-i?K Kn-^ yy> F— ^-2-y /i^-T-fc-^vyM, 3-v> t Fa — < 
^y [l,4]^-=3r1?-v 5 y-4— T/H-y^^^V^ ^^yi^^-yvwit^ik : 2-{8-0 3 
y9yt--6-[2- (3-Ji f. df- S. y -2-y ^-/V^/Va?*^ 7-S? b Fn-fo 

n [3, 4-b] t°y i?V-6--f 7U)-T-t^-^]-2 1 3-v 5 t: K P -^y/ [1, 4] ^drf-v^ 
-4— f/W-^D/^yi m^/^^.-r/W'^^Jt : 2-[2-(3-=yy ^;U7 5 y-5— f y 
yp bVW4-y h *r v--y x =-/l')-2-^-^ y-ai^^]-6-3i df- -jy-3-^ 5; y -2, 3- 
v?b Ko-iH— T y-T ^ F— ^-5-*;u#y|f^fyV7 5 K;^fb7k^S:2-(5, 6- 

h =^v--7-^/^p-w 5; y-i, 3— y t Ko—r yy >- f— yv-2-y /i^)-i-(3- 
-yy ^yvy 5 y -5-y y y a tVMy h ^-y-^ ^ -^y y ^ ; ^-ft:**^^ 
: 2-[2-(3-0 3 y^/u-4-y. h df- v--5-y ^yvr 5 y ^=/p)-2-^-^y-^^^ 

]-6-ai hdrv--3— f 5 y -2, 3-i?t Ku-1H— f y-f > }? — /l>-5- % * fAs 
75 K ; Jfcfl2**SB!fc : 6- [2- (3-0 3 y^yws-y yy a 7^=^-4-/. hdry-yx 
—/I') -2-3r*r y-^^/U] -3-^ h df ->-7-y 5 y -6, 7- i? t Kb -5H- b" n n [3, 4-b] 
b° y S?^-2-;fr/M? J'BM 5 K; h y ^/l^ogJ^M : 2-[2-(3-0 3 ygyv 

-5-y y y p *?=^riy-4-y f> =^~y-7^— yu)-2-^-dr y-^^/^-e-v^y ^-/ut 5 y 
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-3— f 5 7-2, 3-i?t Ka-lH— f y^fy K— sl'S-XA'tf ^vur 5 K; f J) 7 
/l^pgfcilit : 2-(2-[3-I 3 ^-(^i/T;-^!) S^-l— i h*c 
m =-}V\-2-^r^r y-m^./u} -6-m h ^- 5 Kp-1H— < y>f 

yK^;H-^;^yS^f;i/7? RjUfbTk^?^; : l- (3-^ 3 zff-n^-A- 1 Kp 

>- K-/U--2-- ; ^\fktt&&Wti& : 2-{8-0 3 7*^-6- [2-5-:r. h^v' 

-l— < 5 / -6- yif-/ujlj/uy<-=e>f/u- i,3-^fc Kp-'T y-Y y K w -^2--Y/u]-7*-fer 

-2, 3->> fc Ko-^y/[l, 4]^-^ri^i? ^-4-^ M -2-^ P >^ ; jft 

^&:2-{8-^ 3 Zf=^/U-6-[2-(3-=c h *rSs-7-<4 $ y-2-y< f;^/W^^;V-5, 7- 
v?t Kn-tf p p [3,4-b] fc° y v?^-6-^/V)-T-fe^/>]-2, 3-i?fc Kp-^W 

i?y- 5v^T 5 / -4- [2- (6-3i Js =3^^x-l — f ^^/W^^/Wl, 3-v> fc K 

2-{2-[3-m 3 7^/M-> h^v-5-(2-^-^ry-^-=3r-y-i/JJ S?V-3->f ^)-7* = 
/U]-2-^-^r y-m^/l^-6-in f =¥iy-3— T 5 y-2, 3-^ fc Kp-IH-Y y >f >- K— ^ 
-5-*/U^y^^^/l-T$ K;*<fc**K* : Wtm 2-g3 7f;H-[2-(5,6-'yx 

1-7 ^~)V ^XT^fkikfrmmm. : gfc^ 2-fg 3 ^9vU-4-[2-(5-m h*c*/-l- 

$ y-e-y ^/isft/us^sf/u-i, 3-iyt: Kp-'f y-f ^ K—/v-2-f /u)-T-t^/u 

^^^A--;:feft;7fc*^lt:l-{3-M3 y^"/W5-[2-(5, h 3^-7- 

7;vto-K5y-U-i?k Ko-f y-f;y K— ;v)-T-^^M-2-^ J-3f 
iy-^ain/uj-fc^y ^^-4-^"^ ; %te,&m^i& : l-(3-^ 3 7*f;WB-S?^ 9vU 
T^y-4-y. h ^v'-7'^.^^)-2-(5-iii b=¥v'-7->'/U^-p-l--i' 5 y-6-y h^v" 
-1, 3-v=fc: KP-^y^y K— /y-2-^yV)-m^ y ^;*flalc*BMI[ : 2-{2-[3-fjS 3 

7f/v-5-(x^/v-^f;i,-7 $ y)-4-y h^'>-y *=yi/]-2-;i-'*-y-3L^A'}-6- 

ui h 5 y-2, 3— y fc: Kp-IH-Y V << If V—sV-S-jJ ;\sT$l/m.t 5=v^X $ 
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K;JMfc7K*lMI[ : 6-{2-[3-^3 Zf*f-J]s-5-(^7-j\s-*?-/U-T ? S)-4r* h3r-y- 
■7 3L=./\/~\-2-3-3c y A?} -3-=^ ( 5 J ~6, 7- t Kcr-5H-t°u n 

[3, 4-b] f!J ^^--E-^/l^^^^ $ K: h y ^/V^-o@^^*t: y ^ y^;P7 

2-m 3 :/5vV-4-[2-(5,6— ^J. h=¥->-7-7/^P-l—f §y-l,3-S?fc F 
5 n -^f y ^ y K-/1^2-f - 7 1 f /V] -6- i?^ f ^7 5 / - 7 1 =^ jc^^yu; 

*fk**»!fe:l-[3-»3 ^vU-5-(4-fc Kn^ri>-t 0 -<y ^^-1— f^)-4-^ h*- 
5/-7*=/U]-2-(B 1 6-S?at f^v^-y/lOiJ-a-l-y 5 7-1,3-^^ KP->f V-f V 
;W2-f/l/)-x^ / ^^^^^^^^-{a-tS-^ 3 y^/V-5-(4-t Kn *c*S- 

10 5 /-6, 7-v? fc Kn-5H-fc°o cr [3, 4-b] tT ]) Z?^-2-% sU7$^m* J-^T 5 K; hi) 

7}\s$r o gfcgfe&: 1- [3-JR 3 ^^W5- (4- k Ko^r %/- tT-< y 5* >--l— f /P) -4-y f- 
^r^-7 i-^]-2-(7-7^ta-l-^ 5 / -5, h =¥v"-l, 3-S?fc Fn-y yy 

y K— /W2-- T /V)-^* y y ; Hr-fbkaSiftift : l-(3-f& 3 ^^-5-^7! 5: / 

-4-k Kp#^-7s= /W-2-(5, 6-5** h^r-^-7-y/U^-cr-l—f § y-l,3-v?t K 

15 F— ^-2-> fM~^# y ^l^it^^m^. : 6-[2-(3-^ 3 ^vW5 i? 

-6, 7- v 5 fc Fp -5H- b° a d [3, 4-b] fcf y v 5 i/^-yj/l^V^y f-f^T $ K ; f y y/V 
JrnWmM. : 2-[2-(3-^ 3 ^f;U-5-v?^ f;V7 5 7 -4- 7 h^f-y ^=.;v)-2- 

t^y-x^]-6-s?y ^/^t 5 y-3-y 5 y-2, 3—yt Kn-iH— f y^y K— /V 

20 -b-UjUtflsm* ^^7 5 K; JlfcMHfttt: l-(3-SI 3 y?yW4-y h 3rv>-5-y ^ 

;V7 5 7-7x ^yl^) -2- (5, h 3r frit a -1-4 % J -\, 3— y fc Kn -y 

y -f y F — /V"-2 — f M -x ? J s ; ^kikfrm^M: 1- [3-^ 3 y*^vW5- (4- h Kn* 

y-t'^y t?y-i-y^)-4-y h*-y-y^— /v]-2-(5-^ h*y-7-^/v;e-n-i-y 
5 y-6-y h^v^-1,3— yt Fo-y yy y K^w2-^;u;lfk*^s : 2-(5,6- 
25 h*v--7-y^^-a-i-y 5 y-i, 3-^t Fn-y yy y f— /w2-y /u)-i-[3- 

i?^ W 5 ; -5-(l-7;l'tP-l-^ f;V-xf ;V)-4-^ Kdrv'-^ai— 
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y l/;$ktt t i£mW& : 1-C3-SI3 '/f;W5-{3-t \?u*ci/-\fu ]} i^-i— (;u)-4r- 
y ^^v'->'3l— /u-]-2-(5,6-v ; ^ h^v^-T-^/W^-n-W 5; /-l,,3-i?fc Fa-y 
y-fyK^/^-f/^-^^/y; h V : 2- [2- (3-0 3 

5 -2, t Fc -M-y y^y /us-X/i'tfi/Wt* f;u7 $ F; *fb7k^SI4l[ : 

2-[2-(3-0 3 •/f;l/-5-xf;i/7 5/-4-> h 3riy-y ^z^/U) -2-$r*r y-sc^/u 
]-6-m $ y-2,3-i^t Fn-lH-y yy V F^-^-5-^/^x}?^^^ 

T$ F ; *te7teHSM£ : l-(3-0 3 -7^/V-5-^ h=*>y-4-fc F a dr ^- 7 * 
)-2-(5, 6-i*x h df- v--7-y/U^-p-l-^f $ / -1, 3-S?fc Kn->f yy V F— 
10 /V) -31 ^ y y ; #Mfc7K*»IS[ : 2- [2- (3-0 3 ^f;l/-5-x h fc 

3i -yU) y-^^-/yj-6-ai 3^-3-^ ^ y-2,3— Fn-lH-y y<4 is F 

— /l^-5-#/M? >"^y 5vl-y $ F;Jl<ft:7tcXIfctt[ : xf/!/-*/l//^yi 2-0 3 y 
^v^-4- [2- (5, h =3riy-7-:7/iot-n-i— f $ y-i, 3-yt Fn-y yy ;x k— 

15 */W^ 5 2-0 3 h ^-y-4-[2-(5-m h ^-y-W 5 y-6-y* "f-As 

y^;*fl^*ifctt:: y ^ y^;v7ty^ 2-0 3 ^vu-e-o-syry-^n 

) -4- [2- (5, 6-^31 ( 5; y-l,3-$?fc Kn-/f yy > F-— A- 

-2-y yP) -T-fe ^-/l/]- 7 ^ c=.yl^ 3i^^/u;^.^ 7 fc*^^:l-(3-0 3 y^-yU-4-y h 
20 ^rv--5-t°-<7v ? >'-W/^-> r ^-=/t')-2-(5, 6-5*=- f 3r v^-y/LoJ-p-l-y $ y 

-1, 3-yt Kc-y yy ^ F^—^-2-y /V) -x^y 2i&Mi£L : 2-(2-{3-0 3 r/^- 

yw4-y h=¥-y-5-[(2-y b^is^^/^)-* j-jvr % y]-y at^/w^-d-^y-ai 
^-y>)-6—yy ^tut 5 y -3-y $ y-2, 3— y t Fn-m-y yy ^ k-;v-5-*^# 

yH^W5 F;*-fk**Bafe : l-[3-f 3^f;W5-(2-fc Kndfyx^j^ 

25 y )-4-y h^r-y-y 31 =yv] -2- (5,6-^31 h^ri^-y/t^n-i-y 5 y-i, 3— yt 

Kn-y yy >- F— ^-2-y y y l-{3-0 3 y^/W5-[ (2-t Fc 
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^-o-i—r 5 Kn-^y^fy ?V)-s-# y y, 2til : 

2-{2-[3-^ 3 :/^Vl'-5-(3,4-v ? t Kp ^y--k°n y v'V-l-y /y)-4-y J-=^y-:7 
^-/^^-^-^y-j-^/Uj-e-oi hdf-y-3-y S: /-2, 3-S^fc Kn-1H— f yy 1/ K 
— /y-5-#yy#;xiiy ^/iyr? K; h y : l-[3-^ 3 ^f/W5-(3- 

fc f^rv'-t'n!Jv i y-W;l')-4-^ J> /^]-2-(5, 6-v 5 

^ h ^^-7-7^^-0-1-^ 5; y-l,3-^t: Kn-f y y y Y—/U-2-^f ;V)-=c$ y 
hyyyV^-nf^^^: {3-fJ 3 [2- (5, h dey^-y/y^P-l- 

y §y-l,3-S?fc Kp-^ y K-;W2--f ;v)-T-tf /u]-2-^ h y- 7 » = ;V 
T 5 y }-T-fe b = h U ^; Jft-fb**^ft : l-(3-JR 3 y^/W4-fc 

y-Y y K— /v-2-y /u) -:x. & y f;4Mfc!t:l-{3-$6 3 y^u-5-[^^/v-(2-t Kp 
dri/xf/u)-7^ /]-4-y h^f- ->-7i= /W-2-(5,6-^oi h =3f- -y-7- 7 /U^r u -1- 
y 5 y-l,3-^t Kn-y yy y K— /y-2-y/y)-T-fer^vy;:&Mi£ : (4-{3-^3 y 

^/v-5-[2-5, 6— y^ h =¥-y-7-y/u^-n-i-y $ y-i, 3-y t Ka-y yy y 
-2-y/w)-r-fe^/w]-2-y h^-y-^^=/W-t: 0 ^7 v'y-K/^-rt h — mj 
^i^it^mmm. 2-(2-{3-f?l 3 y^yy-5- [ (2- 1 Kb ^'y^^/p)-y f^r 5: y 
]-4-y 7u}-2-^-=^y-^^-/v)-6— yy ^/i^t$ y-3-y 5: /-2,3-i? 

/W5-[(3 t: Kn ^v-7°n t»-^ f ;l^7 5 7 ]-4-^ hdr-y-7x-/P}-2-(5,6- 

i^oi h ^ry-7-y/^P-i-y s: y-i, 3-yt Ko-y yy > k— /y-2-y /y)-^ 

y 2:&^|& : l-{3-i3/f;H-[(2-t Ko ^zc^/p) -(2-^ h^y^^/y 
)-7 5/]-4 y N =Ary-y 3i~/y}-2-(5, h dry-7-y/U-^-t3-i-y 5 y 

-l, 3-yt Kn-y yy y Hwzy^-i^y; 21^^41: : l-[3-^ 3 y^/u 

-5- (3- fcKn* V--4- y h^f-yfopy y-i-y /y) -4- ^ h # f - 7x-^ 
]-2-(5, 6— -y^ > dr-y-7-7/y^-D-i-y 3 y-i, 3—yt Kn-y yy y k— /y-2-y 
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Z/; h U p l^il : 1- (3-7 ? / -5-f 3 /M-^ 

— /l^)-2-(5, h ^->-7-Z7/U^-X2-l-^f 5 / -I, t Fn-y V-Y >- K— 

-2— r /V)-^* 7 V^ftlTkif^lt : 2-[2-(3-SR 3 fcVPT 5 y 

-4-y h*r is- 7x^) -2-^" 3r y-ac^vl/] -6-^ h df ->-3—f 5 y -2, 3- v 5 1 Kn 

-iH-y yy >- F— /t^5-#/i^ V®?y 5vkt 5 K ; *fb7fc^^it : i-[3-(4-r-fe^ 

i/-7-^/u^-p-l-y * y-i,3-i>fc Kn-^ y y v F— f y y >- ; JWfc 

l-[3-^ 3 ^5vV-5-(3-fc Kn^y-4-^ h 3^y-fc 0 D ]) i^-l-y /V 

)-4-y h^i^-y^=/u]-2-(5,6-^^ s: y-i, 3-^yt f 

n-> r yy v F— /W2-y />;h V -? jvir u^fcmM. : l-[3-^ 3 y^vi- 

-5-(3, 4— y=y h =arV-t°t2 JJ ^v-i-^/v,)-^^ f, ^ =/l/|-2-(5, f- 

=^ix-7-"7/U^-a-l-y 5 y-1, 3-v>t: Kn-^f yy ^ K-/W2-^^)-x^/y;^ 
<b7k^H*t : (4-{3-^ 3 y^/W5-[2-(5, 6—y^ V^Zs-l-y jVfrv-l-^ ^ ; 

-1,3-^t Fo--f y^f y F-;w2-^^)-7tf ^]-2-^ h ^ -y- y ^ - 

2^^M:l-{3-^3 ^^-/H-5-[4-(2-t Kn+->7tf 
- fc^^ V- W /kl -4-y h i/-y oi -2- (5, h dr n 

-i-y sy -1,3-5*1: Fn-y yy ^ /w2-y /i^)-^^y ^;^tK^^^ : 

4-{3-^ 3 y^/W5-[2-(5, 6-5*3=. J> ^ y-1, 3— y fc Fcz-y 

y-f y k— /i^ i-2-y /v)-r-t^-/U']-2-y h3rv--y ^=-M-\?^<7*?z/-i-$> /i- 

if^Wi^^T 5 K;^fb7k*^: (4- {3-m 3 y^/V-5-[2-(5, 6-^^ h ^-y-7- 
7/^n-H5/-l,3-yt Kd-^C y-f y F-;P-2-^;v)-7tf ;t/]-2-y h ^ 

■y-^^=/^}-t°-<7v ; >--l-y/U D-g^^ai^Hn^-r/U-; 2 4i[^4i; : l-{3-|| 3 

y^/p-4-y b=¥iy-5-[4-(2 y h^i'-Tir^i^-i^^i^y-i-y/yi-yj:— ;v 
}-2-(5, 6—y 5 ^ h 5 y -1, 3-5? t Fo-y yy > K— zu-2-y 

l)-3iy y ^;^b7k^^^ : l-(4-{3-^ 3 7*f/W5-[2-(5, 6-S*c h 3^y-7-:7 
/l/to-W^y-l.S-v^t Kp-^ y K-/i/-2-^;i/)-7t^]-2-y h^cis 
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-y * -;v) -t°-<7 W /U) d y-? ^-l-^- ^ ; ^{fcTkUf : 1- [3-^ 3 ^ 
/l— 5-(3-^ h=¥v'-4-k Ko^v'-fo y i^V-l-^r^)-4-^ h3ri/-!7 ^n/u 
]-2-(5,6-v ? ^ h^ri/-7-^/W-^-n-W $ Kn-'f y^iX K— A"-2— f 

M; ^/U^- n (3, 5-^-^3 y 5^/1-4- 1 KDdf-i/-7xn 

/^)-2-(7— f 5 y-2-y Kcz-fn a [3,4-b] hTjJ 

7 ^;^^iS:l-(3, 5-i?-m 3 ^f/H-k Kn ^^-^^ -/u)-2-(3-oi h 5~y-7- 

4 5 / -2, 4- v 5 y t Kn-tf an [3, 4-b] fcf y *J >--6-J M -x. ? J y ; 
M4k7kmM& : 2- [2- (3, 3 y^/W4-t Kadrv'-^ ; c=/l')-2-^-^ y-rc 
9vl/)-6-^ h^r->-3-^ 5 y-2,3-i?t Kn-IH-^T y-f ^ /I— 5-^7/^^ T 

5 Rj^bTkSf^^ : 2- [2- (8-^ 3 y^/U-4-y ^^-3,4-iyk FO-2H— <^y 
[1,4] $-*<-V-i? >-6-' f /U)-2-$-3ry-^^/U]-6-*. b*c->-3-^ 5 y -2, 3-S^k K 

^ 3 y^/w-t Ko^ix-7^=/i-)-2-^-=¥y-^^/i']-3-^ h^rv--?-^ 5: y 

-6, 7-v>b Fn-5H- t°a p [3, 4-b] fc° y v>:/-2-;*7/M?^p< ^•/I'T 5: R;^Mi£ : 

1- (3, 5-i?-m 3 y'^-/W4-fc Kn dry-7 -2- 5 7 -5, 7-i? 
fc Fn-fc'op[3, 4-b] fcf y ^-6--Y ;V) ? y ^ ; ^ bTk^^^ : 2- (2-:x y n 7° 
o fcf/V-7— Y 5 y -5, 7- 1 Fo-t°BP [3, 4-b] fc° V v? >--6--^ /l-)-^ 
)-l-(3,5-i^-B 3 -y^-^-4-t Kn^C/--7;c^^)-ai^y >-;^tK^^^ : 

2- [2-(8-^3 7^yW3-t d^y -3,4- v>fc Kn-2H--<^y [1, 4];*-3 r -y-^>-6--f 
)-2-^-^ry-^^^]-6-3i hdf-v--3-^ 5 /-2, Kn-lH—f y-f >- 

f^7 $ K;^fb7(<^^ : i-(3-^ 3 y^-^ 1-5— r yyp tvux 5 
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^mrnhz^fc^^v^mmmmr $ 5— ^xC(ai-c), (ai-co-^ 

<i^SfcA> 

^#^&3V^i^^PD^##ifiigtT ^ i?l/X'$>Z>ik&m (Al-c) , (Al-c') 
(*df— A A-l) 

R5 R5 O R,' O 

(A1-a) (A1-b) (Al-c) 

5dJ ° r 2& 522 ° r 2& X=Br or C1 X5=C1 " Bl ~' CF3C02_ X1 ' =N or CRT, X2' =N or CR2' , 

X3=N or CR3, X4=N or CR4 X3' =N or CR3' , X4' =N or CR4' 

X5' =C1- Br-, CF3C02- 

*^.dr— Afi, ^tfB«ci-^^-e-a-^Lfc(Al-a)*5j:tJ<(Al-b)^e), (Al-c) 
^7jk-t 0 Rl, R2, R3, R4, R5 jo J; t>* Rl', R2', R3', R4', R5'fc£$gitl£ B glfeXWI&fem-f 

On 

itm, ^#»(Ai-a) t (Ai-b)co* y^t-fes, TO^Sr. v> 

x v mux* t>tommffi-£x*<Dm t ¥& : m$ii- z> r ^ ic «t k> (ai- c ) %#s ^ £ t^x^ 

60 S'Jiifci: LT, 7h7k Fo77^^fMM7? (Al-a)ic 

fomik-r h v v^&ftmz&tLWL, (Ai-b) ^m^z^i-iTK^TRm^tz r t 

= £ (Al-c) Sr#5 r i: 5„ 
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^1?#5 0 (Al-c) tCTk^S^M <b LT/SV^CT 1 h7 t K» f7=^I, * V 
(Al-c') r £ ^-e# 3„ £ b K (Al-c) a5*^^#yl^^v'/H^# : «^<i; 

££>f^ (Ai-c)tfS#^jtf^v^K£Wi-4§'a\ IHt7;vn^#Tt*i^7/v 

(Ai-c)^i/r /m^-tm^. Mjk'Mq&ftTx-jjjvisi/m^*^**)-^ 

<£>^m&fT^ (Al-c') £r#5 r i tfST*£ 5 0 

(^.dr— AA-2) 




Ar 




R5 O 



Br 



(A1-c) 



(A2-a) 



(A2-b) 
X6=CH2 or N 



X5=CI-,Br-,CF3C02- 
R5=H 
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t?*>3„ (A2-a)*T?a>fc*>$tL5fl;^'lfeo-&"fifet±x a£&ifc B J6> fe H fc:* L 

-To X1,X2, X3*3«fct*X4 }i N .X^— A A-l CD XI, X2, X3 *Jj:t^X4 <fc |^ D^^^r^ 

^^7 5; VcD^-CfeS^-g-^fi, 1, 8-i?Tif tfv'^ a [5. 4. 0] £ ^x#-7-:r.;/CD 
(^.dr— A A-3) 



2M-dr— .Mi, fl^#(Al-c)0-f $7lS:§It^^-CS)5 0 5^ Ar f iff 3fc 
3S 1 T^LfcSSU) X~m&*l 3 fc£*4&fc:*Stf 5 Ar Dj£*Sr*i-.Xl, X2, X3, X4 
^it^RS li. ^-^r^-A A-l O X1,X2,X3,X4 *5 j;t^R5 t P C^^^r^i-,, R fig 




(A1 -C) 




(A3-b) 

R'=R or CH20C(0)R6 
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h (A3-a) rifciD (A3-b) r. <t 

(^.^r— A A-4) 

°V Ar Br' Ar H' Ar — °y kr 

X X=CI or Br 
(A4-a) (A4-b) (A4-c) (A1-b) 

&X ^— A fi % (A4-a) „ (A4-b) * fc (4 <A4-c) ^ „ * 3?-' — A A-l O (Al-b) "C: 

X® 1 i LTIi, mn<D (A4-a) , (A4-b) * fc fit (A4-c) ^ffc-f 5 KTO 3 

( 1 ) (A4-a) &»1i0fcjgjHt#&T\ n <7* WfcfSH-C&S L (Al-b) £ 
i^5-e§r^ 0 Si^ b< {4(A4-a)$rT- h7t Kn7 7> c t' h y =.?-jUT 5 V#ffi~r\ 
h y 7;v*p^ ^ 3 zf'T'/Ui?* f-)V%/ y yU, N-^P^^ ^ W 
5 R£fcte N-^ p p>^->^ $ Kt-It^tilitsr i: tc<fc oT(Al-b) & 

•K fh7 7*^7y^!?A MJ7*n5 KX"(A4-a) £r*0;3l bT (Al~b) 

(2) (A4-b)0"7*P $ V(D$Lm^ MWiMEk^ Stille X y "7 V y^m&m^X 

$^{$r> h y ^fvU- ( 1 h y?—iv) X. h 9 hV7=. =.jU& 

J* 7 7^!>A, 7y f fci? £ A T? (A4-b) L^fvl' tf tv^£- 

N-^'p^^^v'W 5 KSfcttlf-* p p^^ «>W 5 KtvNP^W^ 
* 5 c: £ «t *9 (Al-b) %#-5 0 ^fc N xf/nf-/i/x^f;i'^ (A4-b) co^p 5 K 

It(A4-a) tfBrtBT?*)*. 
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(3) (A4- C ) $rareoft*jft»K /i^fxmmm, ? v ^yvr i^Mmm 

T*(A4-c) ^^3Sb(Al-b) £#3 0 

K3t?fe a©^^aa-i© m (Ai-a) -e b $ n 5 s> 5 v > fa-g-^ 

O^r— A B) 




X4:N or CR4 



IS1I±n '>Ty36**Ai--5RJ©-C«>«. (B-a) i^TWbf-ilr^f 
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iiti X> (B-b) ^5iiiSTf|:5. 



^■fe (B-b)_k<7> 



Sfl-Cttt 5 r i K J: 9 »«7 5 i?y (Al-a) r i #1? 1 5. 

B-l ^b^-^-A B-15 OV^tb^CD^jfefcJ; O^fSii fcf#5 0 



HO 



HO 



(B1-a) 



in RjP 



R5X 

pC=Br,l] Rs 0 




(B1-b) 




(B1-c) 



2fc^^«-At± % ^/^n^-T 1 ^— /uf^flco— jRW£-J*ifct?*>*. R5f4i 
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$*5iitJ:») (Bl-b) 5. 

JUKSrffrB * ^rS^-fetc «£ «? (Bl-c) 

£ £> *c (Bl-c) Ji, «T©;frfeTr/i'^v£©&&aST^*B^ifc*. 

i^^c—J* B-2) 




(B1-c) (B2-a) (B2-b) 



dr— A fi, S^fc 5 itS^tf7;UtP #^=i — /U^^ft: (B2-b) <D&f$m 

(DmtTfr 5 = £ A Sr* Jfta* 6, &fi-effU8 ^-ar^ri:(cj;!? (B2-a) Sr^Sitas 

Xg; 2 f±, T/U^/HbO^^trfe 19 , * ^r— A B-l It 1 t ra«<0^jfefcfl§V ^ 
(B2-b) ^#5 r. £ dST*t So 

£ b (B2-a) fc*SIS©JS7cWI»**S Wfli"T?*> 5- 
(*3f— AB-3) 
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(B3~a) 



(B3-b) ( B 3-€) 



;s3 A 



CN 



R s O' 



CN 



(B3-d) 



a 



N -S0 2 CF 3 
S0 2 CF 3 < B3 - e > 



^=Sr— -fc.fi (B3-a)^b (B3-d) Sr-a-^i-^^^T-fe 5 0 5^ R5 fig^^ttTV^ 



181 ^^r—^B-l <Djj 5 (B3~a) T" £> £> t> £ ft <5 fc&%)<DT 
/V^r/^SrJ^5fei-S^^fe-C*fe D, ^^r-AB-2Xil &KMK4>;&&clC £ 9 (B3-b) 

3Etfci-«;5"ifc-e*>5. v 5 ^ p p ^ * ^©flfjSE^ h y ^gvur $ y ^i^m 

\^hV ^JVT % ^ 9vU7 5 / tT y S^<5^:£<ffc(B3-e) %jpm w 
ir^i 9 (B3-c) £#5 ^fc^t*§5o 

V?!?Ai?^D7^ R&JB^Sa^ ^7a:=;l/7t^7>fy7D/-!y^©2lEe 
(*3r— 3, B-4) 



MeO 




111 



MeO' ' Br 
(B4-a) 




(B4-b) 



X^2 



Br R7X r o 
[X=Br,l] 




(B4-c) 
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5£ff R7 teW^ift-CV^ 1 *) J^T/i^/wg, SlttfcT^^-^3£Sr*i-o 

Igl f*. J&T^/Wb^SresfcS. (B4-a) C D * * ^O^^tf »c 

njwb* vm*wm rtia^ (B4-b) £#5 rimsc 

(B4-c) r £ *s-?# S 0 

(X*c— A B-4') 




III 



HO" ^ "Br 
(B4-b) Br 



R 

A^Br 




10 



15 



^^r— Afc£. m^T^— /U^^(B4-d)*5 J;t*(B4-e) Sr^i-S^t?fc 



§2 J4 (B4-d) <£> R ^7-7U^r/U^-=arv'^^^^7V£<D#-^O^S:ji&T'fe 9 , 

MfcXZ^— y^/HtmcJ: 9 (B4-e) £#5 ^ b&X*$Z> 0 
(^^r— A B-5) 



20 




(B5-a) 



(B5-b) 



R8 oH 




(B5-c) 



(B5-d) 



;fc;s.3r— Af4. C. C. Leznoff et. al. , Can. J. Chera. , 72, 1990(1994) }C|Bft$^T 
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(*3r— A B-6) 
CN 



CN 



111 




HO-^^^CN RiO^RS 

(B6-a) Br (B6-b) (B6-c) 

R11X[X=Br,l] 

(B6-d) 

^■&X-$)2> 0 ^tf 1 R ttT/l/^r/l'S, R9*5«fcTJ?R10 f±7fc^M^ Rlft£*VtVvCfc 

MV\X^3vWb£iJ<!: lttt-/n^x^fMfflV^i 0 (B6-b) £r#5 

X*S2fi x ^XT/l'CDMTt.RfcX'fo&o (B6-b)[R=Et or Me]©fh7t Kp7 

^^^I'JKJfrT-e**^*^*^ ^^ASr^$-ft5i ifcJ: 9 (B6-c) 

X^Bfi, T/V3r/WbKlJ:5^— X/KD-a-^^&XfoSo fF7tFP77y 

^/wn^-Y K*RlS$"S:5r.i:K:J:»3 (B6-d) 5. 
A B-7) 
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CN R12X[X=Br,l] 
OH OR 12 
(B7-a) (B7-b) 



O^f— A B-8) 




(B8-b) rf>, 

CN 



CI-HCI 



iii 




(B8-a) 



#*dF— A«\ 4-t°y /Vff^(B8-a)£^J$^3^T'fc3 0 

h y r> A^^<^>#^^^ (B8-b) ^Anf^atjJfDT^ i i: ± X) (B8-a) & 

A B-9) 



CIO,S 



Br 



AX 



°- o 



R3' — R13R14NH ru Jl^-L 

(B9-a) (B9-b) 




Ig2 



Br [ X=Sr,l] R -° 
(B9-c) (B9-d) 




CICLS. . 



Br 



R.O^^Sr 



(B9-f) 
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$t^TV^-C 1 b J: l^TVl' R13 joJ;T>*R14 te7.K??f DjC^ 



SftT^TfcJ^T/U^^&aH-,, *fc s R13.R14 f± N £ — HHESItSrJIftftLt' 
V^Tt J;V\, R15 figi&£;h,TV>Tt>±^T/P=¥A'S£^i- 0 

$«ri[a 13 (B9-b) ^rtm§ t 

£fc> (B9-a) JZl&^T R3 aST7l^ dp i/g-Cfc 5 (B9-f) <D-£/£fi.£ATtf> «fc 5 t-fT 
X*S 3 teBS&W^n ^fbXfc I? ^ A B-l It 2 t ^O^-feX^fT 5 



MeQ 2 C 




(B10-a) 



Ig 1 Me °2 C 




Br X®2 Me °2 C 



(B10-b) 




(B10-C) 




(B10-d) 



184 R 16 . 



CN 



R16R17NH 



O 



CN 



R17 



CN 



(B10-e) 



*y»»;fr/V#dMJ-$ K^#(B10-e)*fctt«7VW(B10-c) 
<D$^itfe-efe5 D 5£<f R16 *3J;TJ«R17 fiTK^M^, g&£frTVv-Ct>«fcV^7t'3 i 



^S*SEi-o R16.R17 (±N t— il:*oti^L-C^Tfc «fcV\ 
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5„^^f/v*;^7 5 KSSflE^a SMfcD ^!7^&f£/B ^ i: J: «? (BlO-d) 

}C7 5^«rSJfc$*5:frtis. 3) h V zLf-frT ? Viv'xf/l'VTy *7*^- 
(^df— A B-ll) 




(B11-d) (B11-e) 

7|s:^dr— T-y ^#^(BH-b)*3«t^(Bll-c)0^^-^feSc 
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J;V^T^=i^rv'S^, R18 ^^Xf- R19 fig$k£ tbTV^T^ ^^T/U^-jU^ fftft 

t> (BH-b) S:#5ri:^t5 0 

$ itrfc^L Tyu^/WN ^ ^ KSrSJK***^tefcJ: »3 (Bll-c) £#5 £ t tf*-e# So 

* „ (Bll-a) M 3o "C N R3 i57;i/=r ^v/g©i-^(i, C. C. Leznoff 
et. al. , Can. J. Chera. , 73, 435(1995) lfc1BM<Dj5fe-T*&& "SH&ti: (Bll-d) ^r^V^^T 

1^3{i, = hn^SralTnbT-y ^SrftS^SrcfcS. 7^3-;i'ii4' N 
^kT^^^^t&^o^TJ-ttt&SriB^AnlftaaEi-sr. ifcJ: 0 (Bll-e) £ 

(.X3r— A B-12) 
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III 



R2CL l 2 21 



C0 2 R 21 R 21°2 C if I 



(B12-a) R20 (B12-b) 

(B12-I) 

?°2 R 21 C0 2 R 6 

R22vJ 2 6 



R 21 0 2 C 




112 



R, 



R23 

(B12-b) or (B12-c) 2 || A 



CN 



CN 



CN 



R22X n 
CN [X=Br,l] 

(B12-b)[R20=H] (B12-C) 



CN 



Ig4 



R25 



R 24 0 2 C 



(B12-d)[R23=R20 or R22] 

R25 

^s^y- CN X516 ^CN 

R23l ^CN 
(B12-f) LN (B12-g) 



* HO * C R23 




R23 



R 24 0 2 C 



(B12-e) 




CN 1315 



R25X 
CN [X=Br,l] 



R27 R26 

Tg 7 ^-N 
(B12-d)or(B12-g) * R28 




R27R28NH O 

(B12-h)[R26=H or R25] 

R20 (iTk^i^^ Kifc$;ixTV^Tt> «fcv^T/i'3rA'2£s T^=dF-^aESr*-?-„ R21 

&<fct^R24 f±T/^/^ s R22 *5j;TJ«R25 teg£&£ titv^x t> J; V^TA'^fVl'^ES: 
m~to R23 f*R20 &5V>(iR22 £r s R26 f**iSfJK-?£> 5 V^i R25 ^i", R27 *5<fc 

IS l tts (Bl2-a) ©^fo S^-r p yix^f^lt^i: X <£>^fe 



-e 5 0 (B12-I) 1? „ R20 & 7K 



=f- (O W> -a f4 s M. P. Roze et. el. , 



Zh. Org. Khim, 28, 827 (1992) JCfSit £ *t~C V ^ 5 * R20 JK-^J^CD 



m^XT-*^&§8£.£lt1t^ 0Bl2-a)*^**S*j*fcJ:»? (Bi2-b)£#5 
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^tm5„ R20=H %mT^3r^(DmA1)^mX°&Z> 0 
Kfc £ * (Bl2-c) ^SrimSo 

Ig4li, ^X7-Mk<DfrfeX»h6 0 R24 ?VK£>i§-g\ T± b ~ bV /l-*3 

4^*^^s(Bi2-f)*j«tt)«(Bi2-h)co-a-fife^prtg-efe§ 0 

XH5f±, (B12-e)[R24=tBu]— ©T/P^/Wb^^^-efe!?, _hlBX5g 2 <t m& 
(Djjmz. J: 19 (B12-f) £r#3 n i: ^T*£ £ 0 

^(rr^bfc h V 7/^DWfl:Mt»t5:itJ; «3 (Bi2-g)&#3£ 

(B12-d)*J«ttK(B12-g)(^T5 KfbW^^T-fe >9 dp— A B-10 IS 
4 ©2F£feJC#£WB12-h) rims, 
(^.^— AB-13) 
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(B13-a) 
R29 

HO 



Br 



(B13-b) 



H 



Br 



.Br 



(B13-d) ^ Br 



(B13-C) 



Br 



Br R29MgX 
[X=Br,l] 



IMA 



R30 

Ax 



CN 



R30 
13-f) 



(B1 



CN 



JC^ll 6 




R30 



(B13-b) R Q 

fX=Br.l] 




(B13-g) 



(B13-h) 



*^.dr— (B13-a)^6>(B13-e), (B13-g):fc J; t>*(B13h) 

-So R29 *5J:i>*R3l l-zmi&£foT^Xt> £^T^*;um, R30 fiTk^Jl^t 

i 

b < f4 R29 & N R }4{&$fcT/t'dr^S£r^-r o 



X3M2 Swern mit^M^X (B13-c) - <t ifiX% S 0 

- J r—^mm&m^£Zb\z£ t? (Bl3-d)£#sr <h^-e£So 

^ wT# bH/c (B13-b) & 5 (B13-d) te, 4 ^*5V^T^ — A B X^ 1 

(o&fr&mm^- h y^(Bi3-e)-t»-rs- <t^T*£s 0 $b^ N 



IS 5 fi, Swern ^-ffc^ £ 57K^SO^^JST'(B13-f) £#S ^ <t #S-e# £ 0 
X*l6fi s *^^^/^cD^©^fe-C&5o Honer-Emraons S/£fcSV^4 
WittigK^^r^T^-i^J; t? (B13-g)^#5^<b^x^§ o (B13-e) J; V) T 

/u=i3r iym^i^^(D^m^ ~*smx h z> 0 

(B13-h) <H#S ^ t So 
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D. Wohrle et. al. , Synthesis, 194(1993) , R.D.George et. al. , 
J. Heterocyclic. Chem. , 32, 495 (1995) fc|B4!c£>;£'$£fc<5 V^fi^ df— A B-14 IwiH" 



^f— A B-14) 




(B14-a) (B14-b) (B14-C) 




(B14-d) (B-b) 

Rl, R2, R3 $5 i. & R4 H\ ^ dp-— A B tZlIB*©^ © RHtt?*>5 0 

It^iiti \> (Bi4-b)^r#5r itf5-C£3 0 

I®2f±, ^yP#df-1)-$ K^O^^^-}feT-fc«3 s AB-10X©4(iiE^ 

©^■jfe t J; "9 (Bi4-c) Sr#<5 ~ <t &X°% 5„ 

$tfc7;^- A4ftK*f'ilIJR3Blt-t : « i <b^J; t> (B14-d) l:#5rt^T#5 G 

^•f^ritri "9 (B-b) tfc & i i ^t#5 0 

(^.dr—A B-15) 
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(B15-a) (B15-b) 



Atts (Bl5-a) Sr l ItTv 5 ^ h V /Wfcf^t, h V 7 frJru * fvi^S 

m&mm# (Bi5-b) &&j$-tz>j3mxhz> 0 

Itlit ->7;S©fA*ftt^5 0 (B15-a)tf)v^9vwivPAT:=: K»l: 

<mmmc> 

(X=^— AC) 




X1=N or CR1 ,X2=N or CR2, 
X3=N or CR3,X4=N or CR4 

mmmA**-— aa-i ^(Ai-a)^^^^^ r Y^myt^mx 

JLUll-Z, (C-a) ©7 KS©l5c i 4 C 5 7 5; y0^iS^ia5»7?^ 

v^^fe-Trfe^J^To-ii^o^^j; 19 (Ai-a)^#^r <b^pj^-efe5c 1) 
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5 v 5 ^ (Al-a) ^#5;^S-C#5 D 

<*HiifcD> 

(^=3p— A D) 




R4 Br R4 N 3 

(D-d) (D -e) 



^ jgj&£;ftTV^t> J^T/i^/i-S, BjftSttTV^Xfc iv^wa^s^X^ a 
t^TV^T t> <t V^T 5 y 2££r3S"f~ 0 R4 te7kH?J!E^> ^p^/S, KifeSftTV 

Hill, fil:fliai4R6*l*^n-=E-fbR*S-cS>?>s ^#-AB-lH2ii«©* 
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N-7"n*iti<^ 5 K<fc <b k^iqfl&M-t-Si t t-J: (D-d) £#5 i 

— A D-l A D-4 ©^fe&JHV^^jfc'HrlB-CfcS,, 



[X=Br, I] ,x e^ 
(D1-a) (D1-b) 

A fc£ N (Dl-a) X*hbfr£tl%'7^S — WIIE 
^5£l?fe5 0 5£<f» R1,R2 *5J;T>*R6 f± % *=3r— A D \Z.mWL<D h (O t mmX'hZ> B 

iSiii, (Di-a)oTA"ap-Mb©36rtfe-e*)D > a b-i isi t W&<dJs 

V) (Dl-b) 
(^.^r — A D-2) 
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(D2-f) (D2-g) 

f^-ftUa ^'fb^^/L'^Hf&^-^S^^icj; 19 (D2-c) ^t5iitf"C#5. 
£fc, (D2-c) ±97=5 ^ttW^O-frjEjitRrtt-CfcS. 

3 - hP {b^^feT-fc "9 s C C. Leznoff et. al. , Can. J. Chem. , 73, 435 
(1995) KHB$<£>#$£l£t£V> (D2-d) £ £ ^T*# 5 G 
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IS4i»b 6 jn^bfc, (D2-f) # <fct*(D2-g) <D&f$fett, X$—J» B-ll 

(D-c) T?£> b t> £ *L3<ffc-g^-e Rl ^T^=i ^JE©:©^^ - hU /l^ 
(^df-— i>, D-3) 




(D3-a) (D3-b) (D3-c) 

'ft;-^-^ (D3-a) tt N ^ ^p" — is. D (D*-?fe-^-^^T'# 5 (D-c) [R1=H] Tfc b :fc> £*L5<fb 

Ig ltts 7 ^ J — /Vtt*Sfc360*AS*&T?!fe So (D3-a) h?t Ko7? 

$ blz: N yttifi»-fb**7K«:ffiv>Sit'fkRJ«i:4:fT5 iifci U (D3-b) £:# 

<Dft&\Z$£^ (D3-c) £#5 ri^-e§5 0 
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Xg_l 

NaOR9 




Mite. i^>-2#:^ ^T^=«=¥^S<D^A^-fe-efe5o MtST^n 



0 E- 2 (C^r-f-^jfe }C J: »9 ff 5 ^ <b ^ 7? # 5 0 
<M3£&E> 



(*df.— A E) 



(E-a) 

X3=N or CR3 
X4=N or CR4 




R2 



OPG 



*»• 




R2 



12 





(E-b) 



(E-c) 



1^4 



R2« 



X 3\ 



R5 PG Protecting Group 



(E-d) — (E-e) 
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ftifeSftTV^Tfc •fc^TVl^/l'S, WfcTJV*^^ flMftSfrl/CVvf 
g# $ Jit v ^ T fc J; V ^ /W*^ -f' £ V > X t> «fc V t3HH£tKXfltA£ % 

T iV^T/v^f^ M*fe^n-CV^T1> J;V^T/u^WT$ y *-rt/*=/uJt % 7J 

2 T S> F'fkCD^'^-efe <3 , A. S. Thompson et. al. , J. Org. Chera. , 58, 5886 
(1993) fclfEigc <D^m, fcSV^fi^ an <D?£Mtp h 5 sf;i/7 5 y** 

#Ss, VN-f tL*>Sr3B^i-5 r £ |c J: t) (E-c) £#-5 r t &X*% S„ 
^BDia^S#»*©ifli64:^v^K^i-«r tttJ: 5 (E-d) £#5 £. b&X>% 

1*14 te. ->'7yS^iAt5^t'fc5. W.K.Fife, J. Org. Chem. , 48,1375 

(1983) fclB*fc<B*#*rififl§i-S rf:tJ;5 (E-e) «r#« £ i: «„ 
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(El-f), 7;i/3 ^S(El-j) ©iA t BTSB-efeS. 

•7 * — $ J*zfn-?4 K*5«fc Xfff-;W f- V -A J: K) ii Lfc-Y y KSrffiV^S 
WittigKfSfcfc 0 (El-d) 4r»*r. t*s-e#5o 

IS4(±, (El-d)^^t Kn^r^HbO^T-fe-So Tir h ^ 
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^S©S^, ^DD^y|©|I^ h jj if/1.7 § ±VS?^ f /U7§ 

5 (El-f)*#5rfc3JSt?#« 0 (El-f)fi> ^ =Sr - A B Ufclg 2 ^ b 4 

111 tm&<D&mz£ 0 (Ei-h)^sr £z)s-et5„ $e>fc % (ei-w «t t/^ 

/S^-*5^<bfcJ: 9 (El-I) 
<Mit&E-2> 

(^=3r— A E-2) 



15 




*^*-Afi, l^y ^>-^fls:(E2-d)*3«fctJ«(E2-f)©^&-e*)S 0 ^4> R2, R3 
^^VME2-b) tfS-C#3 0 
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I@3te N T^K-fbro^-fe-efc^, ^df-— i> E XII 2 <7>^£&c^ (E2-d) 

£fc, R4=H (E2-a) U .Xdr*— A C M&V^T^ (C-a) 

y ?iK^l**5ri:|!:±t) (E2-e)«r-g-j&T?£5„ £7fc N (E2-e)« N ^^-^ 
E-2 2 , 3 (D^jfeK:^ (E2-f) ~-zg < * £ ^T*# 5„ 

^dp— A E*5j;t>*E-2 <£>"£T\ — fl^T?* $ tiZ&'P ^frf*^ 
AE-3 ^feE-21 K7ik-tJjmx-g-J$-fZ) R2, R3 CD 2 g&^fls:©^ 

(E3-a)cD^-/uyp< * w-> 3 ^SrfUffi-TS'6'tBai3fASJte*fflv^-CfT5 t 

<t ^ t? $ £ „ - C -e> (E3-a) t? *> P> t> £ *I, 6 t L T (E3-c) g> (E3-e) Srjg 

ttl^tlteX *—J>E-4 5, E-6 mS-f^Fifete: «fc t> 5„ 

(^.dr—A E-3) 




(E3-c) OPG (E3-d) OPG (E3-e) OPG 



(^^— A E-4) 
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III 



(E4-a) 



OPG 



(E4-b) ip G 




(E4-c) 



OPG 




R7R9NH 



(E4-d) 



OPG 



&X*r— ^tis 2 - g& t" ]) -J (E3-c) , (E3-d), (E3-e) *5 «t (E4-d) <£> 

£ D R7, R8 SoJ;T>*R9 {±7K^jm^ N ©t&^frTV^-Ck «fc V>T^^ 

IS 1 fi> J. W. Ellingboeet. al. , J. Med. Chem. , 37, p542 (1994) KllBfltflJ^ifeT^' 
J&Lfc(E4-a)<^P^g£*/U$^g^^i-5^^Xfc5 0 7^7t Ynyy 

$ K&f*UB£*3£i:fc:J: t> (E4-b) r i 5 C 

Rjft&frV^ (E4-c) - t *STf# 5 C 

(E4-d)£#5r i*!-p#5 0 (E4-d) <Z5 5 *> R9=H (E3-c) Sr* U *fc(E4-d) 



•5-©t)©tt^^'-AE©(E-a)©l 



(^.dr-A E-5) 



! CI \ 1 / I S 



R10' 



C0 2 R 



R10 



(E5-a) 

R10=H or CI 




(E5-b) OH 




R10 



(E5-c) OPG 



^^.dr— Ate, 2 - ^ n n )f y y^ifr (E5-c) ©-g-^fet^ 5 „ 5£t£ R fiffi 
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Jim 1 fi , lfiffi.(D re ^ T >V (E5-a) © jfTcg/fc 1^5 7;^ & 5 . 



«tf>j6rifcK:fl£WE5-c) 5 0 (E5-c)CD 5 *> R10=H (E3-d) & 



^^:(E5-c)-?r<Dt>CO{i^dr^-A E <£> (E-a) 1 



&k isXM&m a 



(^dr—A E-6) 



CI 



N 



N 



C0 2 R 



NaOR8 



(E5-a)[R10=H] 



(E6-b) 



CO z R 




(E6-c) OH 




PG: Protecting Group 
(E3-e) OPG 

Xylite, T/u=i^-ym(DmA^^X'h *) . ^.=3r— A D-4 X^l ilH^^bT 
(E6-b) 3r#5 r. £ *ST?# 5„ 



O^t^^V^ (E3-e) £#5 r i J55-C# So (E3-e) ^f— A E © (E-a) 



(E3-a) Jw*5ttSx S^rS R3 (D&XX&i&SXT^-t, 
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ODG 



10 



15 




ODG 



(E3-a) OPG 




(E7-b) OPG 





R11X R^O 



(E7-c) OPG [ x " Br .'] (E7-d) OPG 



(E7-b) 



xm4 




ODG. 



R12MgX V^^^\ 
[X=CLBr] I I 



ie^e 6 



ODG^/N^ 



(E7-e) OPGorNaBH4 OH (EM) 



R13X 

6pg t x=Br - , l 



OR.- , OPG 
13 (E7-g) 



ODG^ ^N. 



(E7-b) 




O OPG 
(E7-h) 



nnr M R14R15NH 

O OPG 



OPG 



(E7-I) 



(E7-J) 
PG: Protecting Group 

.Mi x (E3-a) ©t/vy y ^*fc&#JJBi-5K&XilM*&5ftlJB L/t£-j* 

*-i?fc5 0 5^4" Rii *5«tt>*Rl3 ,i N g&^nTV^fc J^T/W^SSt, R12J2 
7k*IB-? s {Sif&T^/w^ R14.R15 n^mm.^-. W-WtZtiX^Xi* J^Tyu^ 

9l#iK#T^*yttifi^l27k***«4:^v>Ttt<fc;i-SrtfcJ:5 (E7-c) 
l tf^&K:^ (E7-d) r. t ^x-t 5 D 

X@4{4, ^/^$/WS©3fA*"ifetf*>5. (E7-b)Kl;!tf L^O'CT^^/l^/l^ 
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7 5 K*>5V^ N-*^5^*^7*y ^4r^**5r.t JcJ: 5 (E7-e) £r#5 

ii5 T^^WbfcSVNttSlTcRfSH: i 87^/3- ME7-f) <D^/&&refc 

v>(E7-g)Sr*«> 5 a. *7t % R13 l:felS^LTff7tKnif7=;v 

(THP)S%^Ai-S^ N ^nn^^ LT p- J* /Wat 

r. <b fc: i !? (E7-g) [R13=THP] £r#5 - £ *sx*# s„ $ 6>te, A/U^^A^ai^y/U 

IS 7 f±> 31 3 :/ h dfv'^^t^^SOiA^T'fcS, (E7-b) fctt L-70TC"? 
S?SS 3 ^f-^Jti— b Srflsffl t lei 19 (E7-h) «r#S vl t ^T'f5 0 

KXftHLIt h y 7;^ p S^i L tl-C^ t £ Y) (E7-I) 
(E7- j) 5 £ t as -C # 5 . 

(E3-b)-Cfefet>^tt5^^"C0DGa5^ Kt?*>* (E8-a) fi, .A E-8 

(*=^— A E-8) 
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IS l 
^ 



(E8-a) 



OPG 




If£2 

R3 - ^ > R16R17NH 
(E8-b) O p G 



R16 O 

R17 Y ^ 



R3 



(E8-c) OPG 



(EB-b) 



Ar2SnBu3 




(E8-d) OPG 



(E8-b) 



Ig4 



N^CN 




Ig5 

>. 




(E8-e) OPG 
R18 

Eg 6 



(E8-f) OPG 




(E8-b) 

or — 

(E4-a) "Ni" R3 

R18MgX (E8 _ g) opQ 

PG: Protecting Group 

^d?-— (E8-c), (E8-d), (E8-f)*3 J:t>*(E8-g)0-^^^-efe5„ R3 
«U ^=Sr— J*(E3-b)fcm^.<Dh<Dkmi%T*3bZ> 0 R16, R17 *3 J; rj* R18 



^TV^Tti «fcV*SMfc7Vl"¥/l'S4\ *fc R16, R17 



(E8-b) &rf#5 r £ &X*% 5 0 
I*M3{±, Stille 5^xn^#^<D#A?£T*fc6 0 ^'7^|)ASl!l 
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1*14 13, ^*-AEIg4 <b^ro— h y/WkT'fc>9 (E8-e) <M#5 ^1 £ 

!7 AO#^LTir f> ~ h y ^M^APia^-r 5 r <!: ^ J; 19 (E8-f) r £ tf* 

X*16f4, T;ls3rJl"(k<Dj7'&;X*h2> 0 (E8-a)fc3V^4(E4-a:R3=H) h 7 t K 

moft&TKy V ~ J r-^m*fcmis*±Z>ZLbfc£. t» (E8-g) £r#5 ^ t as-et 

)V\=.y*T)V (II) jJ$#J* L-V^, 1, (v^7^^/V*X^^ 7 ) 7°n^^^ 

(E9-a) f2 (E7-g) "T? & bt>£irbZ>\k&%d<D $ % R13 ^ JHP SO^©, fcSV^fct 
(E7-g)[R13=THP] — A E-8 fcTjk Lfc#«^KJS3rfro;fc'ffc<£<& ffi'* 

(^^r— A E-9) 
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NH 2 OPG NHA OPG 

(E9-d) (E9-e) PG:Protecting Group 



B-ll iZ.m$&<Di><OtmS&X*hZ> B Rl2te**— J*E-7 temffi<D h <D b fflmx* fo Z> 0 
R18'(i R18, Ar2, Tkff?^^ W&£tlT^T *> X V^T/Ua MM^tlX^X 
& ±l^T5; Sm&^i-t- (R18,Ar2 l±X*—J> E-8 f£fE*fcO h<D b |PItt) 0 

IS 1 tt^ &M&<Di%m&X&& THP 2£l&*-f32f£fe-C£>3 0 fl*$£*<D^£ 

(E9-b) ^ <b ^T'# 5 D 

£ r> (E9-c) r b &x*% 5„ 

b \C i «? (E9-d) £#3 £ <t ^T*# 5 0 

(E9-e) Sr#5^i^T*#So 

(^df—A E-10) 
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R7- 




Ill 



(E10-a) 



OPG 




(E10-b) 



OPG 



PG: Protecting Group 



Att x (ElO-b) © fe £ o 5fcsp R3 *5ctTJ?R7 tt s ;*df-*-A E-3 

t-ia«40 t> © £ ran-?* 3» 




9^0 



R19 



R19 



(E11-a) R4 OPG 



R20X 
[X=Br,l] 




(E11-b) 



OPG 



R19 




III 3 R19 



(E11-C) 



R4 OPG 



R3 
(E11-d) 




R4 OPG 



PG: Protecting Group 
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3in fftSBi"©^^— ae-12 t*i-**-e^j*pr«6^ N (Ei2-d)fr5VH4 

(E12-f)»Cffi^^5(Ell-a)©7kitS*T/U^/Uft:"t-5*-jfe-T?*)l?, ^ df-' — A B-6 

<Ell-c)4r#«£ fc*t*e*« 0 

(.Xdf— A E-12) 




(El2-e) (E11-a) 

PG: Protecting Group 

<Bt><E>£lRUfc"T?*5". R19 fi;*3f— A E-ll fcfBitO&O <t ^«rc*>« 0 

ism, (Ei2- a )ok°y *j^±mmm*<DWtfc&jfc-ebv, ^^-AEOIg 
3 1 mm&Jyfeiz i o (Ei2-b> £#5 - <t ^x-t § 0 

X@ 2 jo J; 3 H te^K^; £/E £ ^ f=-/w*^©*ifta£©*AKJtS©^FifeT? 
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(E12-b)£&t7KH^ , K 120 140°C-eAPSi-5r t JcJ: 9 Tirx— h 
m^.~m^^^f^tk fctWKtS^^ti t» (Ei2-e) Sr^S r. tz)St?# 

■So 

«K ^ y = /iHBSHSrfMi $*(Bl2-f) Sr#5 n i *„ 

(*3r— A E-13) 




(E13-d) (E13-e) (E^.f) 

PG.Protecting Group 



#^3^- Afi s (E12-a)T?*$ix«'fb^©^fetfjfo5 0 5£«f>R4 fit**^ 

0^fefz:^v> N (El3-b)&#5£ 5„ 



78 



WO 02/085855 



PCT/JP02/03961 



*fc N (Ei2-a) iz&\,^x R3 ^T^^^^&xh^^ria^ &>T<D J: b iz&lfc 

Ig3te N rf?|£<Dfc5V^;J: Y.Morisawa et al. , J. Med. Chem. , 17, 1235(1974) fc 
SS^O^T?-^^ Lfc (E13-d) ©7 * y — /u147K^^031K^)T;w=3ryWfc^^fe 

KiS/S^^S^i^J: 9 (El3-e)^#5r btfX%5 B 

m^m^n? rims, 

dr— A E-14) 




5kO£*U/BU (E14-b), (E14-c)*5it>*(E14-e)(D-a'^fe-efo§ 0 5$nf> R3*SJ;T>* 
R4 J4J*^— A E ^E^^^Wil^aT-feS, R22 Ji-X df-— A E-13 R19 
tWimt>l'<i$7kmmi L $:%:ir 0 R23 *3«tt)« R24 f*7]<^^ N fi&£;ftTl>Tfc 



79 



WO 02/085855 PCT/JP02/03961 

5: t\z i o (Ei4-c)Sr#sr. i*s-e$s. 

E-12 *5ctt>* E-ll ic* Lfc (Ell-c) Sr#«— ig©^ifei: RMUlc IT (E14-d) Sr^S 

(E14-e)*r#5ii:*S-?#S. 

•Hfc,*^— A E O(E-a) fcSVMi^dr—A E-2 <£> (E2-b) "C fe £> £ H 5 -fb£^ 
CO 51b* R2 JrtZW&&-?3bZ>m&}-i, A E-15 £3«fcT>*E-16 

15 AE-15) 




(E15-c) (E15-d) (E15 . e) 



PG: Protecting Group 

^dr— AW\ (E15-e)0-g"fifefe-e*)S 0 S4> R3 *3 it/ R4 f4**«- A E KiBifc 
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<D-b(DkmMX*tbZ>o R25 *S J; V R26 r±*5RJJR^ HtV^t t> «t VTVMr 

y n— ;U(DM&MM'P'*7 V>^^*jV7*l/mf&Wk(Ofc$E\£^ Dean-Stark SIS 
SrfljVvCTkSrK** biP^31gfci-5 r. b •? (E15-a) Sr#« £ t &X*% 5„ 

Xi|l 2 *5 =fc T>* 3 »4 % ^^AE©I13, 4 i:^O^^T'fe«3 (E15-c)£#5 

fciOlfc-t-S rfcici!) (Ei5-d) - <t ^ s T-# § c 

X@5{± > it^t^J&Trfc <^ Wittig Honer-Emmons &.}&%:ff\,^ 

(E15-e) £r#3 r. <t a*T?fr 5 0 



(Xdf-— A E-16) 




PGProtecting Group 

R28 33 «t R29 fitakifcJK^ B^^tlTV^T^ J;V>T/^=3r/wS^-r o 
XHl ft, *H£&RjS&©#ifcT?*> Y) „ Wittig W± Honer-Emmons 

fTV^(l6E-a) Sr#S £ t #S-e# 3„„ 

ftu #«TS i^ifci^&ftUB£*5£ £fc.fc t> (E16-b) &#5££tfS-?#5 0 

O^r— A E-17) 
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R30MgX 

^ISk ^Nk [X=Cl,Br] N 

Br^^CO^ Br-^^, Br^^ R30' A ^S 

(E17-a) (E17-b) OH (E17 . C) OPG (E17-d) OPG 

* 

PGrProtecting Group 

P >g$&#: (El 7-d) (D&f&feX* h Z> o 5£ 4» R30 lift ^frTV^Tki^T /l^/U 

Sltitt^Tk*^*^*^ h y £Afc:J: 5 JSTD-t" S i i lc «t 9 (El7-b) 

us 2 te, tK^^St^ y yuKTfiiflii-s^ife-e*) >? ^ * a e-i oii 5 <t 

IBHUc^SrjSfeJc ct 1? (E17-c) <Sr#<5 r. «t <5„ 

6 (c^Lfct°y v'^tDafi— OT/u*/i'iKJ»AfclHI=ai©^SsfcJc t> (E17-d)&# 
(^.^r— A E-18) 




W BE (E4-a) ^ b fc° y i?=r>A^f;l/^drVW h»*#*r-frj*f 5*i6*T? 
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(El8-a) £#5 r £ 5o 

WEi8-c) Sr#s rtms. 

(^.^r— A E-19) 




(E19-a) (E19-b) 3 



#;*3F— .M4 S f9v 5 Vfl^(E19-b)O-^^-efc5 0 

II 1 f4 s I. Iovel et. al. , Oppi Briefs, 23, 188 (1991) I'lEfc -C-g-fifc U7c 
(E19-a)<£T^ K-fbO^-^-C 5 *) 9 > J^.^ 1 — A D 1*1 4 tCflB#©3fr8flEfEV* (E19-b) 

(Xdr— A E-20) 




(E20-a) (E20-b) (E20-c) 



IS. 1 lis J.Adachi et. al. , J. Org. Chem. , 37, 221 (1972) ("IBtfeOJ^tfeTr-cj^ b 

fc(B20^)©aE*JDS-¥-*:*fcjt3B^fcife^bi-S^^*)5. , ^t^yz 

flftifca JJ ?i^<fc 9§&fb£fTWE20-b) 
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PP CDXS 1 T?IBtt Ufc Rl t mMX~&Z> 0 55tf* R26 fi s $lj£&: MO tf^H Lfc R6 
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(*3r— .A PR-5) 

Xouk Ml lo v fl. 3»2 JIT* Ii3 

°T JUL NH J O^HH Oy^NA 0 

EtOOC^COOEt Et0flc ^ Etooc . 

(PR5-a) (PR5-b) (PR5-c) (PR5-d) 

V g27 o XJP 7 Me ^X^ 27 jomr 

~ qJCXtf . - o/X 
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<®Bt& ps> 



116 



WO 02/085855 



PCT/JP02/03961 




<^imi-ef2«bfc Rl tmMX'&Zo ^ R28 33 XX* R30 f± % fiiitSfc MO -Cj£<S 
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5 D 

I&2fifc^#KPS-b)£rv J y h^x^y^3 7*^y-;^ ^3^fs^.> 

y^^s ^ r y &\z.m&& fttLit-frM (PS-c) ^#511X^5. 
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its «{b-^^j(ps-e) st^^^pr =ap — apr-1 ©ig 1 1 mwcmm Lt, 
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$^it^ CA f^*5V^T^T^-t-^=Sr— A CA-1, 2, 3 fi, 77 ^ =i — 7U^^#:<7}— 

20 «r£fifcife4rasi-. 

(.X3f— A CA-1) 
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II 



ri -r m i 

OH ^ 



R1 



(CAl-a) 



114 



(CAl-b) 



o R1 

~ ^Co^o 

(CAl-c) 



R1 



OH 
CHO 



(CAl-d) 



R1 X^5 

ffV°R2 — 

Br^NjHO Br 



RI 

ffV 0 R2 



R1 



(CAl-e) 



(CAl-f) 



ffV°-R2 

(CAl-g) 
R1 

jCc°' R4 

Br^^O 
(CAl-h) 

Rl f4 % giat&PPOXgl "CffiilLfc Rl fc^lffeS. R2,R3 *5ctt5 
R4 fi^itfe MO X-fem L fc R6 *3 «fc R7 i: £> -5 

IS 1 tt-ffc-a-* (CAl-a) <D7kWtm h^ri/* ^MtT Z> X&X* 5 D 5? fvV 

p y K(MOM-Cl) r £ T'(CA1- b ) &*l£ 0 

x@ 2 fi (cai- b ) <d * v*^* ^^m^m^mm^mm ^it** v v 
x^/i- 5 jvm Sr^A-t- 3 jjmx* h z> „ s^^/i^— tv^^e* jicj&t (cAi-b) 

A' 5 /Wb# (CAl-c) l:#5„ 

/ -/nja^ia-e (cai-c) a* 4:^16 $ * 5 ,i ® kssis tf. ufc^b7k#fc «t 



fi 4 t* (cAi-d) ©Tki^s^ffl^ © 



3© R7^A£P!«©^ifcteJ; 0fc<^(CAl-e) 
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(CAl-e) SrM* fcteMM. Lt^ ? n/io^^S#^^#^ £*fc^ift§g Lfc^- 



XSL6 FiTfcxdf- — A CA-1 <73Xg 4 i: 
#KCAl-g) 



fiR2 &&m&<D&W&tt£'3X^Z>-m&<DW:® : mR4: — O^^ifeT'fc 



asit^ mo 0x^2 <txm3©jg^a«tn]#^bT^#j(cAi-h)^#5 0 

CA-1 T*#e>ttfc^^(CAl-g)*3j:T^(CAl-h)fi, Sgit&A t^^^V^ 



=¥ — A CA-2) 



R1 



0 



R2 



Br'^^OH 
(CAl-f) 



R1 



OH 
OH 




9 



R1 



(CA2-a) 



«£0 



(CA2-b) 



R4 



Srife PP ©It 1 T?flB« L-fc Rl 4: H3 jfc-?*> 5. ^<t» R2 *5 i R4 MO 
bfc R6 *5 J; T>* R7 <b EHg-Cfc 5. 

IS9 fi#^- ;V<DTJ\s*cMt\Z. <t l? ^$*S*-&o (CA2-a) * fvl^fc 

Xm&VJr^-y- (CA2-b) Sr^b^So (CA2-a) i Tir h ^&5SMb y > 

df~ A CA-2 Xnhfrtcik&m (CA2-b) B\ A \£ft^Mdk @ Wffc^fe-- 
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(X*— A CA-3) 



a 



OH 
OH 



0 



Mil 



(CA3-a) 



(CA3-b) 



o. 



12 



R5 



Br 



OH 



(CA3-c) 



R6 

(CA3-d) 



^dp— A CA-3 *r^-;U2 



£ V R6 fiMit&c MO Tjca L fc R6 *5 =fc Xfi R7 k mmxh 5 . 

UMl Ofi^7 7"=i— /KCA3-a)SrJ!^3fS(-<b Lt^^A CA-1 ©Ii4 i^©^ 
&T*(CA3- b ) ^^5ItT**5o 

IS1 1 te(CA3-b)fc:*3r— A CA-1 <DT.U3 k l^<^&T\g&S£#fc& 

v <£> 9 & W i;/DAfUc (CA3- c ) 5 igx- & 5 . 

* dr-A CA-3 X~n<btvtc (CA3-d) (ififjgrj£ A ©^ifete^o T*j» S W-fb^lb^ 

<wkmmco> 



CO OX^f' — A CO-1, CO-2, CO-3, CO-4, CO-5, CO-6, CO-7, CO-8 $5 «fc IF CO-9 



(X^r— A CO-1) 



R1 



OH 

R2 



(C01-a) 



1 R1 

- ifY H 

°Y^"R2 
(C01-b) 




(COl-c) 



* dp- A CO-1 O^tfRl^fiMitjfePPOXmi^lB^LfcRl «b(^ttT*fe5 
R3 ttUfefe MO ~e^a $ ^tJt R6 33 J: R7 k ^iTfc 5 0 
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mm*?, Mfcr A* hums— ^x^©/u-t^ii#^t> r-t 

fvi^oy K£-70t;a»fcM-Cf£JB£ii:3£.£K:.fc«j (coi-b) £#.5,, 

i. ^f^A7Ulf«^ »->>)i», 7K*-ft:^hy 

*T-o*D^#T-Cf^ffi^-a:5r £|c.fc tJ (C01-c) £#5 0 
h y ^jvt 5 yfilS#|ETv #i7V;^ n y K\ ^jv?*-^? a y k> 
SM*ftHl **5v>-ma»*3«»ii-« r £ }c J: "? (coi-c) £#3. 

yif^JB$*5rt^i!j (coi-c)^#^ c 

^:^^r— A CO-1 TW6>ttfc<b-g-«|(C01-b)*5«k^(C01-c) tt^SiitifeA 
^ S fctffc"^*^ t ^tL5 0 * fcfi (C01-a) 3r$S5t£fc A <D**c—J* A-4 <£> (A4-c) 

(^df— A CO- 2) 




(C02-a) (C02-b) X=C1, Br, I 

Rl fiSfatfe PP ©IS 1 -eiBtt Lfc Rl t HW?& S„ R2 tt§SI3fijfe MO T'^a $ ft 
fc R6 *J ±0* R7 «b rajfc-Cfc S„ R3 tt4H13!r*ai*«i-. 
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«T*ffMB £-fr(C02-b) £#-5 0 
(X3r— A CO- 3) 

irV°R2 _ fV 0 R2 rrV°R2 . irV°R,' 

R3 X R4 N R5 R4 M R5 

(C03-a) (C03-b) (C03-c) (C03-d) 

A CO-3 f± % ^y^7 $ ^f|3HJe©— jRtt-g-ffcifcS:*-*-. 5£*> Rl, 
R3 WJKtife PP ©IS 1 T"IE^ L/c Rl t mmX'hZ* R2, R2'f*Mitjfe MO -C}£|fc& 
ftfc R6 joiUfR7 R4,R5 fi^df— A BO-3 (ClS^CO R2 il^^Trfc 

3„ £7t R4.R5 t±— tli/£oXi^MLTV^-C^ «fcV\ X £tf4Mi 

XSl Ktr#A^-5^T?*>5 0 *^y*— A\ m^y— 

£*(C03-b) £r#-5„ 

x@ 2 f*r $ y 5. 

@T 5 i'SrffMB £*(C03-c) ^#5 0 

2. ^f/P7t/^7^ K^^K y ?A N Tkm^-7- h V 

#^ETs #S7 5yi^$^5ri(ri 9 (C03-c)£r#£ o 

3 . X #;icR£«>f§£\ h/Wn ^iEt^ 1, 8-^7- if tT n [5, 4, 0] >7 >-/-7- 

-fe^O^S#^ETx S*:7;il=7Mo** il/UTv 5 KSrffUB K#&#fcm. 
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is&bftmZitZZ-kfoJ: «9 (C03-c) £#5„ 

is 3 it. R2 & R2 ^7^m^<D^m^<om^k<o 



itfe MO ©Ig 2 tl!3 ©ii^S<bl^#{C bT^#j(C03-d) 

A CO-3 -e#bttfc<b-a-%(C03-c)*3 it^(C03-d) fi,S^2fc A {C^V 



(^.ar— A CO- 4) 



R1 



Br 




R2 



R3 



(C03-a) 



Rt 

fV°R2 

Br'^V^ 
R3 

(C04-b) 



Ig2 



Br 



R1 

rfV°R2 



R3 



R1 

Br" k * s *V"R4 
R3 



(C04-c) 



(C04-d) 



J; R2'teMm& MO £ ttfc R6 4o J; t>* R7 t mmx$>% 0 R3 fiTklff JSC^ N fg 



-frSV^-ftb^O^-fe^j; 19 (C04-b)£*#5 



•fvK rh7t Ka77 
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mo ©it 2 h it 3 (D^m^Mt mm\z- vxit&m (co4-d) 

;$C.X3r — A CO-4 T?# b thtiik&m (C04-b) , (C04-c) *3 £ (C04-d) tt s lgjt£fc A 
=*r— A CO-5) 

^ Br'^ Br^^R2 Br^^R2 

(CAl-a) (C05-a) (C05-b) (C05-c) 

^dr— A CO-5 fis^ 7 y — ^^77 J^JS&fUiB bfc^^y— /^*3«tt>*^^ 
/ v'ftSUte^— ^-a-^&$r*-r o Rl fiiS^Si PP ©Ig 1 -CfBS bfc Rl 
t^^X'feSo R2fi7K^m^. gm^^TV^Xt> J^T/P^r/I^ g4&£*LT^ 
T <fc V^fcT /U=¥/^S$r^i- D R3 fiMig^ MO £ ttfc R6 $3 J; R7 t m 

5 K £f£/B£-fr3 0 ^<D2@<DV^-ftb^cO^^J; 9 (C05-a)^#§*:^ 

X@2f4^ y — ^vu^ 7 7 h £#Jffl l,tcTsl'3rMk?>Jj& : T~$>%„ H. katsuki 
et al., Synthesis 603 (1999) (D&feiZ <k 9 , ^<>-if>\ S?^ P P^ l^gf&fp s 

xX^W^hy^i — h##T> *i7;i/*/^ iyu— h &i¥m ril: 

J; t> (C05-b)#5 o 

<Z> R7 ^A^irl^^S* LT^^?(C05-c) £#5 0 

*^.^r— A CO-5 -e#^tLfcfb^fe(C05-b)*5J:tJ«(C05-c)f4 v MitfeA fclf£V>* 

(j*^— A CO-6) 
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RI R1 Rt R1 ^ 

X^O.XlIl A,,0^IS2 ^OH Ig3 Ar°R3 X^4 jfV°R3 

^ " ^COCR, Br-^COOR: Br^COOR, " Br^S 

1 2 °R4 

(CAl-b) (C06-a) (C06~b) (C06-c) (C06-d) 

^^sr*-t- 0 ri itmmm pp ©xm T-iB«Lfc ri tmmx*}hz>o R2 

{^^£;iXTV>T^«I^7VI'3r/l'^ R3 & R4 f*i?5t^ MO "C)£^£;ft,fc R6 
5 idXXf R7 il^^T*fc5 D 

(CAl-b)^ h 7 ^ f l^yv?7 $ ^#4 T n-^^/ls}) J»xmmi,fc&, 

T>v3c)WD—i$.%— V SrfEJB £i£(C06-a) £r#5 0 

ffi^witi^ (C06-b) 

IS 3 fi7k^Si£«* ©ff j^S R3 ^^A-f-S^iT'fe So ®tit£feM0©X;fl3 

113 kfflmttmz <fc «? (coe-d) 3r#5„ 

^r— A CO-6 X'&bfotzfc&m (C06-b) , (C06-c) *5 J; tJ* (C06-d) tt s UlMfe A 
20 (Xdr— ACO-7) 
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10 



15 



Br 



R1 




(CAl-e) 






(C07-a) 



It3 



(C07-b) 



R1 



Br 



XM5 



R1 



GOORg 



R2 

COOR, 
(C07-c) 



(C07-d) 



LfcRl b¥\m-V&Z> 0 R2 *3«fcrj«R3 f±^it^MO X^m^fltc R6 *3iTJ«R7 i |^ 

Iilli Wittig S^^^<^-< Kntfu— v^a VKJ&K: J: 57kg?£c>^A;£- 

(C07-a)£#5 o 

X^2(±7K®?StCgmS R3 *»At5XSTfi!>5. SSitSi MO ©X^3C7) R7 

y * y -/k y —/w^HE * ^#*ifflfcjc*i* tfffl^f (co7-c) 

XH4 f4^-fbCC^"^"Cfc5o Mangzho Zhao et al. , Tetrahedron Lett. 39,5323 

» 

(1998) tcC4ftO:Arffefc£ V>tt Ryoji Noyori et al. , J. Am. Chetn. Soc. , 119, 12386 
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(1997) &&m<Dj5&&mm vxfc&m&oi-c) 



75 K 



=3r— A CO-7 -C# £> tlfcfc-B-ys (C07-a) , (C07-b) , (C07-c) *5 <t (C07-d) J4 % 



(^.df-— A CO-8) 



w XH 1 




Rt 



R1 



Or 



■R3 



R2 




n 



(C08-a) 



(C08-b) 



R2 R3 

(C08-c) 



R1 

J R2 R3 
(C08-d) 




4 R1 



Br 



XH 
Br 



(C08-e) 



1 R1 
Br^^Br 112 

(C08-f) 



Xfi4 




R2R3 

(C08-g) 



X=0,S 
n=l,2 



^ — A CO-8 {4, 2,3v?kKo'<y/77^i^ 2,3^1: Kn^y^f 



Rl <tl^^-e$>5o R2 *5J:TJSR3 fiTk^JH^. 



Ig 1 &7kM&<DT;U3r J rU4k<DjjW;T°fo% 0 J. M. Janusz et al. , J. Med. Chera. 41, 
1112 (1998)<D^^^^V\ -^f;l/*/UA7 5 K> Ti? h — h V ^Xt£T1z 

fv-l/^h £-3:T (C08-b) 

X@2f±^7^*5 ±W^-7^^5r^i- §^-C^5 0 J. M. Janusz st 
al., J.Med. Chem. 41, 1112(1998) (Dftfeh 5 -^^^v-^^^pTJ Ff 210t: 

T*ftm (C08-c) 3r#-5 0 
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^^^W $ Kifffi$t5r 9 (C08-e):fcJ;T>*(C08- g )£r#;5 o 

Stt^^^atfeiW^i^iatSr^i-S^jfe^fcSo J. Schwaltz et 
al. , J. Org. Chem. 59, 940(1994) ©^SfctCfEV^ N v 5 ^ f^Tt h75 KjgfiSE'K 

^-&S^if-«t >? (C08-g) &#5„ 
#;*=5r— A CO-8 T-#fenfc^-g"#»(C08-d)4o J;t>*(C08-g) tt.i^it?fe A tcfl^* 

A C0-9) 

^ws^ Igl R2R3 x3g2 R2R3 R2 R3 

QPCOOR , -L-fe 1 Q^COOR, fY^CH O ^ 3 QpC- C 00R 4 

Br Br Br Br 

(C09-a) (C09-b) (C09-c) (C09-d) 

CO-9 f4 N *^^?^»R*(|eO— «W^jSfe**i". Rl, R2, R3 

KSSfjHE'K * U !7 3 ^ h 3r>> h\ TK^b^r- f. y »7 MT^^/Wn 
7 f h\ * K bi/U-^ (C09-b) &#6o 

n^A/N^f K7-T Kt^§-e-(C09-c)Sr#«„ 
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*^^r— A CO-9 -C#fettfcfb-a-^(C09-b)*5«}:t/(C09-ci)(±^3tj* A l^^V^ 

zih-a-m (i) iS7y-^itt#e>ti5^, nwa©fls** (i) 

^) £:/fiV^r £lc«fc 9*f8gU ¥g|i-Sr £tfS-C#5 0 
BuiEst (I) T?**?**L5*3BMofl;^**fcf4-t©iftl4, f^cfnyty 

fle©t£tt3W fay t*y © PARI MsflW*£#3W) , (ii) JM^KAHMMftk 
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ttsmu mm. mm?L m&m. w&mm. *y±/i>m, ^w^m, Fn-f 
m. rnxm, msm, mmm. immm. mm, £*#k tmm. 

m, mmm. mnm, %&m, m&ffi&m-*?, & xx*&m\z. x. q sizim* ?ub 
m, mifemm. H-mmm®, pHmmm, vsmm. ^m^m^t'^m-r?>- 

mmi\&mx3bz> a 

m (2) mw)'< 7741/, ^tv?^, mm'* 774 >-m<Dm\ifcm •, o) §: v * 



140 



WO 02/085855 



PCT/JP02/03961 



yT^U/i'i, ^vu^^>'tr=./ujjf y „ # y^^vi^y =1— /k tK y t"— 

'•V— /Ufcif<ZHftiIR7Vl' = — /V- ; (10)^y irU >\ If U^y 3— /K 
PtVy^!)3-/K y/Hf /ulzZo&ffiTsi'^— ?v ; (11) %/ 

$ = ?A#^©£S«# ; (13)«fSH*&if*S*>«*e>^5 0 

f^TKy yZ—jisTfr^— *1 fcT= A'ai— 5vk ^^/Hr/i'P— aifvw-fe/i, 
p— ^ 77^7^A S fy^b, J /sfy#, tKnt^nl? 

tfVzfu fc'vy^jj 3— • /Ky^^v^^^:^ • :/p y^zKy -e— % * fsu* 

frnh&*k #§gB^ m$m, m&m. m$m$kwt£¥*nx.it®., nm^** 
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mmnk mmtm, &mm, *«ranx.-c, ftmz&vmmk-rzo mmwm 

yy;l^<-h8 0,t Kn^xf^tA'ti- * N 77 hTT=*A % h 7 # V 1* 5fcs 

Jiiiw^, ^y^afe, iffigttik y^fitscis. t/u=*-/hb n ^iBTA'a- 
pHmm?L ffi&fcffls *is—bM. ffimmmm. m&m. wmm&mn-tz 

litMtsiftti, ii^i^^m fWDT^^s^ 

i§3^ ^A^^-S-fil 0 fefci9^P^-^t?^3 0 ju g*V^tl 0 0 0m g> 
L<f±100Mg L500mg, £h tffs L<fil00jug ft^ L 1 0 0 
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mgSr, &&&J§-X~ffil &V^b3 000^ g/k g, £?3;lx<8:3&V^Ll 0 0 

< MMfrl l > 

2- [2- (3, 5—^-^3^^/^ 4-b Kp =3ry'-7x-^)-2-^-^ y-xf ;V]-6-x 



2 NH. HBr 

OCX 



N-\ 
0 




(1^1) 5-^ P ^fr-2- 1: Knjf; v--4- 7 f-^fl: 




2-fc Kb*^-4-^ f^yy^ y ^ 7-> s> K (24. 54g, 161. 29mmol) £7 ^ / — 
(300ml) lO&#¥U -20t:(C^4(JUfc o * ^(26. 03g) ^ J ~/K50ml) 

?Sr^^y— /KlOOml) MLT^L, * (40ml) trip 7L fc„ tffffl Lfc*£,f|&r 
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^y-/v-7kT*5fe^Lfc 0 feM,&fo£>1tX&,mL, MIEtel^J (24. 8g) £: & 
<b LT#fc„ 
^-NMRCCDCIS) 5 (ppm) 
2. 37 (3H, s), 6. 85 (1H, s), 7. 98 (1H, s) 
CDg 2) 5-^P^E--2-3i hdrV-4-^^/^m#^ 



5-^ci^-2-t drv>- 4 _^ ^vw<^yv 5/^ 7i/*y K (9. 35g) £rv>^ 
;UA7AKi^l^!)!>A(14g), «fc 5^^/K8ml) ^rld^Px, 50° C 

tcT3^^#ufc 0 ^^^/i>-e%^u7k, $&m-&m7kicxmfti^ mTkmm 

s<^y^4 h£#f Co &f&m&&^# / — 100ml) U 5N-7k^k-^ h y 

!>A(20nil)«r*fl^l N 30 ^Dff&itgfc 5N-i^^(25ral) ADx.^'fP g£^c5vU- 

Tttttl L fc„ *§*iS£i£-^ ^ v- f & -C^iM U «Si®, U Mf2{k-a-^ (10. 4g) 

'H-NMRCCDCIS) 6 (ppm) 

56 (3H, t, J=6. 8Hz) , 2. 45 (3H, s) , 4. 31 (2H, q, J=6. 8Hz) , 6. 91 (1H, s) , 8. 31 (1H, s) 
(It3) Nl, 4-*J* f;U-5-yP^-2-x h ^jy^iy^T ^ K 



0 
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0 




(80m) UtK^T^ h y ^JUT 5 V (3. 5ml) „ ^ n n ^ffccc^/^G. 4ml) ^Ap 

& 1 BSrHHttf* bfcm, 40%^ J-JVT % V7k^(3. 5ml) SrftF^.fc. KJ&iftSr 1 B#fS 

#>(5. 08g) £r &&J$£i ^ LT#fc. 
(X©4) Nl. ^-/U-5—>T 7 -2-J. T> ^j/^yX7 $ K 



0 




10 Nl,4-^pt f/U-5-^n^-2-x h drv-^O-XT 5 K (200g) £r:/n tf^-^i f. y su 
(1. 51) U mmWmnT, ^T Wt:-7" h y !7A(72g), ± 5fc#l(l4gK <t 

F7^b!)7x ^ 7 4 7 *J & A (42g) v X 5 fl$NAiaft83£ Ufc 0 

fc(15.4g) 0 ^©iitlr^L, ftfirfWfcJc-CiJfe^Lfco ^Jg«r*McflMN^* 

/I^-egfe# bfc (77. 64g) 0 ffttiiBM (93. 04g) & fife®** <b LT#fc 0 
^-NMR (CDC1 3) 6 (ppm) 

1. 56 (3H, t, J=7. 2Hz) , 2. 57 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 6. 86 (1H, s) , 7. 93 (1H, br) , 
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8. 04 (1H, s) 

(X=g5) m 3 z/f-su N-(5-v-7/-2-x h %-j/-4-^ fMyy^;l/)-N-^ gvu 

5 Nl, f ;V-5-i/J 7 -2-x f ^-^yX7 $ K (92g) £Ti? h = h V /Kll) 

\zmm L» = /f-^5?* — h (LlOg) . v 5 ^ ^/UT 5: / t° U v 5 ^ (2. 6g) 

x.mm.Kxi&&mwvfta &mm* 9o°cfctomis zmmmw^ti. jgE^v-; 

^7 — — f (llOg) S:5SanU 50lCk:TJl**»#Ufc. M*T?SWfrL#rHJ bfc^ 
10 - : ^V-SMfc^/l') "T?«f«U »IBfli**(81. lg) £r66@#£ 

^-NMRCCDCIS) 5 (ppm) 

23 (9H, s) , 1. 39 (3H, t, J=7. 2Hz) , 2. 55 (3H, s) , 3. 29 (3H, s) , 4. 04 (2H, q, J=7. 2Hz) , 6. 7 
2(1H, s),7. 58 (1H, s) 

15 (X©6) g 3 ;V N-[4-(^P^&y ^^)_5-^ r y-2-ji F=fr->^<^^ 



0 




3 r/'fTU N- (5- v"T y -2-^ h *f-i/-4r* fA^yy-f /V) -N-^ ^/l^ — ^ ^ 
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M 79.6g)&E3«[fliK3(flc«#bT> f tf^>r y^n=. /K4. lg) ^r*Dx.M 

l H-NMR(CDC13) 5 (ppm) 

22 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 1. 56 (9H, s) , 3. 30 (3H, s) , 4. 09 (2H, q, J=7. 2Hz) , 4. 6 
0 (2H, s) , 6. 96 (1H, s) , 7. 60 (1H, s) 
(1^7) Nl-^ (^p ^ ^ f -5-i/7 7 -2-x h 3^ v^^XT $ K 



^ 3 -ff-As N- [4- o ^- y 5vU) 7 -2-at }^ df- v~< V y"-f -N- ^ ^/W* 
-/>V 'f h (39. 9g)£rv^ P P> (300ml) fc:*gfl?U M> y flsJru ^-f^rls 
(50ml) SraP^t^ajC-C 30 frMW Lfc SJ&*i£&}g$g L^IS^v' !) 3}?)V-Z> 7 
or 7 ^ - (»i :n^f T?f*J| UfltiBfcfrttUg. 77g) 

1 H-NMR(CDC13) 5 (ppm) 

1. 54 (3H, t, J=7. 2Hz) , 3. 02 (3H, d, J=4. 8Hz) , 4. 26 (2H, q, J=7. 2Hz) , 4. 59 (2H, s) , 7. 19 
(1H, s),8. 53 (1H, s) 




Br 
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5-^n^-2-^ h ^vWO'^'f 7 7 T is y K (10. 4g) £r h /U^ ^ 

(100ml) x Sfcifc^/K20ml) fcljgflp U ^^fM^AT^ K $ 
— /K75ml) ^U;i N 8^F^DHftal?5SLfCo ^^^^r*fl^x lN-i£^ s ^fn^S 

H^/^^-r/v#:(i2.27g)^rilfe^-'i'/ut LT#fc 0 rfu \?&~ 

V y U ^m#S^T, Wt-t- M)!)A (3. 82g) „ ct 5 itm (740mg) „ 

7 1 h7=^ h y 7=^~Jl-7^77^ ^^9^^A(2.25g) > Sr*)X8^^IlflS^ 

^rixy % >f fV-ti 7 w Y7*77j — (^Min-^^-^-^-W^M^f-^) 
U anBflS-g-* (9. 57g)&&fi@#:t LT#fe 0 
^-NlflKCDClS) (ppm) 

1. 47 (3H, t, J=6. 8Hz) , 1. 57 (9H, s) , 2. 53 (3H, s) , 4. 12 (2H, q, J=6. 8Hz) , 6. 79 (1H, s) , 7 
.95(1H, s) 
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M 3 Zf^-lV J -2~3L h v--4-p« ^jV^y-J^— h (8. 91g) £rG3lt<fb£ijgf 

tf<j?U> N-^P^-^v'W $ K(6.6g) % -Oy-r/^— ^-=ariXK(400mg)^|I 

3 5-v-T 7 -2-^ h =3r v--4-^ ?vW<^;/ai<- b (WM) <Dm&m 8. 80g £r 

l H-NMR (CDC 13) 5 (ppm) 

1. 50(3H, t, J=7. 2Hz), 1. 58(9H, s),4. 18(2H, q, J=7. 2Hz), 4. 58 (2H, s), 7. 05(1H, s), 7 
. 98 (1H, s) 

(IS i o ) ^(T^K^f/^-s-^ry-z-x K^ix^^y^— i> 



4-(^ci^-p{^/U)-5-v'T/-2-^ f^^^^y^ — h (2.20g)|&^ 
70%)) f^*;l^A7 5 K(25ml) U T^b^ M> ?-M2. lg) %MtL, 

50° CKT30^J$Lfc o g^^^HC-C#f?L. TKT'gfc^ M^mm^?*^ 
!>Atm itiis aiiHI L^fEfcl^ (1. 913g) ^#fc 0 
'H-NMR(CDC13) 5 (ppm) 

1. 49 (3H, t, J=6. 8Hz) , 1. 56 (9H, s) , 4. 18 (2H, q, J=6. 8Hz) , 4. 62 (2H, s) , 7. 04 (1H, s) , 8 
.01(1H, s) 

(III 1) 4-(7^K^f/^)-5-'>'77-2-x h*S"<^y>( TiSv K 
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HO 




M 3 Zf^/U 4- (T ^vl^) -5—>T y -2-^. f df >>/rc— h (1. 923g) £ 

^ u V2 ^ $ ^(12ral) ts 7k?£T> h y ^/^omm(3ml) %Mx.ti 0 

^-NMRCCDCIS) 5 (ppm) 

64 (3H, t, J=6. 8Hz) , 4. 47 (2H, q, J=6. 8Hz) , 4. 74 (2H, s) , 7. 23 (1H, s) , 8. 46 (1H, s) 
(IS 1 2 ) Nl-y 5vW4- (T K-yt ^/V) -5—>T / -2-J- h ^'^yX7 $ K 



4-(7v ? K^9^/l^)-5-i h^£-"<VyV ;y ^ TV's/ K&S?* *7U*/U 
AT 5 K(20ml) l-^Jl? L, *?frT 2M-^ f/>7 5 ^ f<7t Kn7 7 
(4.2ml), *J^J-)Vy *?,-7 * ; i/7-f - h (1.28ml). hUxf/l/7 5V 
(1.27ml)<lr*D^fc 0 MtCTlfc^^LBEfc^^/l'*^ * s ttftteJfcfcfCTffi 

#ufc«, mmmzmykmst^ mm, Wktfe ^mmit^-m (93i mg ) 

Nl-y 9^^-4-(^n^ ^^-/i^) -5- v- 7*y-2-3i h^r^-O-XT^ ^vPxfr/P 
AT^ K (100ml) fc$8fl¥LT$*fe;-*-h 1) l7A(6g)SrJnx.M^Ti^^K#Ufc 0 S: 

URaafb-a-ft (15. 5 g ) ^#fc 0 
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l H-NMR(CDC13) 5 (ppm) 

58 (3H, t, J=6. 8Hz) , 3. 02 (3H, d, J=4. 8Hz) , 4. 32 (2H, q, J=7. 2Hz) , 4. 67 (2H, s) , 7. 10 (1 
H, s), 7. 74 (1H, br), 8. 55 (1H, s) 
(Ml 3) m-yt^;U-3-T $ ^dr^_i H -5-^ K— /^/Mj^^T 

5 K 



Nl-^ f/W4-(7i^ f/l/)-5-v'7;-2-x h ^i/XyX/ 5 p (931 rag ) Sr^ h 
7t Ka^7^(l0ml) t^^b 28%T^^E--T7(c(2ml) > MJ =^^-)Vy ±X -7 ^ y 
(0.4ml)SrJll^Ux./t o 50° C fZlT 15 Lfc„ flfffi Ufcft*%||iHkb 

(365mg)#fc 0 

X H-NMR (DMSO-d6) 5 (ppm) 

38 (3H, t, J=6. 8Hz) , 2. 79 (3H, d, J=4. 8Hz) , 4. 18 (2H, q, J=6. 8Hz) , 4. 41 (2H, s) , 7. 27 (1 
H, s), 8. 07 (1H, br),8. 12 (1H, s) 

(HMKM 1 : fUlg) 

^ 3 ~7=f-)V 4, 5-v?^7/-2-x h^r^yyx^- f. (440mg) a a ^ ^ ^ 

(3ml) , h y 7^*-nII«<3ml) U g& 6 tmMW bfc D L, 

^7/l^^^^#:(350mg) &&fe@#:<t LT#fc, r©t)^^^;^/l/A7$ K 
<3ml) L h D ^7 5 ^(O.lmlh *J>^J-;V7* * 7 * J %/T =. f. 

(0. 11ml) ,2N-^ 5yfh7tf'077 ^i^IWii?atTMj$ 
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4— (t&M : n-^*c-9-l/-mm^ri tii L, 7*5 F#: (64mg 38%)) £r# 

feW-com^m (17mg) tr#fc 0 r (O t. © £^ * y —;v (3ml) L 3, 5-x?-M 3 :/ 

4-fc KB*j/7*t^B 5 K(30mg) SrJUx. 30 3MM»JBiffiLfc„ RJ© 

*#S—>V) ftlL, g #Hb^#J (12mg (HX^S 7%) ) , 

N5-y 5^-3-T 5: y -6-^ h 3=- v"-lH-5--f y^yh , -;i'*;^^^7 5 K 

(389mg) t 3, 3 y^/U 4-fc KD=5r^7iti/;^n 5: KSr^ y —/Mr: 

^77«f- (*£$£ : Sixf/u-y^/- ;1 ,)-eiiL, Sl$te"^$j(614mg(liX#5 
65.7Jfc))Sr#fc„ 

X H-NMR (DMS0-d 6 ) 5 (ppra) 

1. 39 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 2. 83 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 8 
4 (2H, s) , 5. 48 (2H, s) , 7. 54 (1H, s) , 7. 77 (2H, s) , 8. 20 (1H, q, J=4. 8Hz), 8. 55 (1H, s), 9 
. 13(lH,br),9. 82 (1H, br) 
MS : m/e (ESI) 480. 3 (MH+) 
< MMM 2 > 

2- [2- (3. 5—^-1% 3 -7=5- ;V 4-fc Kg 3^-7 ^=/U)-2-^-^r y-^5vH-6-S?* f 
/uT$y-3-^ $y-2. 3-i^fc Kn-m-^r y^f y K-;W5-^;i^^>j^ ^7 $; 



152 



WO 02/085855 



PCT/JP02/03961 




0 




\-*=J-)V 2-7?/rl^7^l"-F (8. OOg, 41. lnmol)$r£?p< ^-/UtSs/U&T 5 K 
(80ml)^fi?U m7k$zm% V V 2* (6.25g,45. lmmol) % ^lsi?;Vzf u^r J Y 

t 

(4. 12ml, 43. lmmol) TtmMTQ 15. 5 B#^JS# Lfc„ iiPJtf) h U ^^/l^T 5 

-ft £ its Jt^bfCo ili^^^^[lI#(O^Sr2[Hl^t9 3lU ^l2-fk;^(8. 21g) 
'H-NMRCCDCIS) 5 (ppm) 

3. 89 (3H, s) , 5. 34 (2H, s) , 5. 81 (2H, s) , 7. 28 (1H, dd, J=l. 6, 8. 4Hz) , 7. 32-7. 46 (6H, m) 
,7. 90(lH,d, J=8. 4Hz) 

(I® 2) 4-^V^ l-p<^^ 2-(^f;l/7$/)fl^7^1/-h 
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0 




4— <^iS/U °1->V 2-T 500mg, 1. 75mmol) £r=^2ml tC* 

M U 37%*/l^ V >-(0. 44ml, 5. 26mmol) ZMx. 15 frMmmffi L.fc 0 7jC*^r^Ilx.@^ 

m U flfEfcl^fe (I37mg) ^Itfejft^ <t LT#fc c (J&Jfi 25%) 

^-NMIUCDCIS) 6 (ppm) 

95 (6H, s) , 3. 94 (3H, s) , 5. 38 (2H, s) , 

7. 32-7. 48 (5H, tn) , 7. 57 (1H, d, J=8. 0Hz) , 7. 70 (1H, d, J=8. 0Hz) , 7. 75 (1H, s) 



0 




4-^>-^ l-*fvk 2-(iSj^T ^ S)^rU-7 ? h (l. 66g, 5. 3mmol) 

K P 7 7 > (30ml) U 20%7k^'ft:^9^^A^(0.20g)^Bx. N ^ 

T /u~7 t &'&tz. a Z.H&'r hyu Rn y ^(15ml) \zMM L- h U^^/i'T'S: 
^ (0.81ml, 5. SmmoD^Px.Tk^ i^DB^xf;k (0. 55ml, 5. Smmol) & 
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itftZmi- h y ?A (0. 44g, 11. 6mmol)&7]c 5ml (Cftft UfcfcOiHSTU 30 

rn^mm-^ >>• ^i.T^iLfe„ ^bett*^^©* u 

fee #l3^-a-fe(1.02g)Sr^fe^^i: LT#fc„ 92%) 
^-NMRCCDCIS) 5 (ppm) 

2. 93 (6H, s) , 3. 91 (3H, s) , 4. 70 (2H, s) , 6. 89 (1H, m) , 7. 11 (1H, m) , 7. 70 (1H, d, J=8. 0Hz 

) 



0 




* ^ ;V 2-(^^f;U7 5 7)-4-(t Kn^i/^f;i/)^y>/x - f 
(1. 023g, 4. 9mmol) f~ l^(15ml) <t ^ ^ / — /I- (6ml) <£>j®-£^jgUc^? L N 

^i^/vv- 17 A (2 g ) ^r^d^^ U 

h]) ^ J-;VT^=£~t7 MJt , dv^K(2. I00g, 5. 4mmol) Sr^S-^o^D 
(1. 179g) £r &&mfck LX#yt 0 (Ifc^ 84%) 
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1 H-NMR(CDC13) 5 (ppm) 

92 (6H, s) , 3. 91 (3H, s) , 4. 71 (2H, s) , 7. 22 (1H, m) , 7. 86 (1H, s) 

(X^5) m-^^-;V-B--fn^:-2-{^^=r;VT^ y)-4-(fc Ko^->^f/U)^y 
XT $ K 



(1. 179g, 4. lmmol) h7k Kp77^ (10ml) i: ^ ^ / —/U (10ml) 0?SK-fri8jj|ftc 

i8fl?U l Mfeyfcmiki- b V ? -Mci&RO. 8ml, 9. 8mmol) Srjbp*., 4 RSNMilifKtitfflE 

b — (20ml) N 2.0M-^^f ;U7 5 y-7 h7t Kn7 7>it 

(4. lml, 8. 2mmol) > 1-fc: Kb ^i/^yX MJ 7 ;A — /I'd. llg, 8. 2mmol) N n 
^v^#/M?vM' 5 K(1.69g, 8. 2mmol)$r|li^nxL^MT*20 B#W^^L7c 0 

^^i^V-p^^/U) fcTttSiU ^fBte^4&(1.222g)&&6@te£ LT#fc D 
(IR^ 100%) 

1 H-NMR(CDC13) 5 (ppm) 

2. 76 (6H, s) , 3. 02 (3H, d, J=4. 4Hz) , 4. 71 (2H, s) , 7. 41 (1H, s) , 8. 29 (1H, s) 
(186) Nl-^^/W5- ^n^--4-({ri-(M3^7U)-l, 1-^7 '±1* 
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\ M ^\^V/0-TBDPS 



Nl-^ ^/P-5-^a*-2-(^^ f-A'T 5 J )-4-(t Fndri/^f;V)xyX7? 
(1. 64g, 5. 71mmol) ^-/U^/UJ^T 5 K(20ml) t^fl? U Tk^nT-Y 5 /U 

(0. 47 g, 6. 9mraol) „ & 3 ^^/U? p cz i?7a=;l/^7>(l. 78ml, 6. 9mraol) <lrAtFXL, 

mm&iy}) Xf/Ujj? 1*? a-r h^77^- (^$t ;n-^^-?-^-@^ 

^9vv) tt»iU «ia^^(2.60g)Sr^?fi^i: LT#fc„ OR* 87%) 
'H-NMR (CDC 13) 6 (ppm) 

1. 14 (9H, s) , 2. 82 (6H, s) , 3. 02 (3H, s) , 4. 79 (2H, s) , 7. 35-7. 48 (7H, m) , 7. 64-7. 75 (5H 
,m),8. 37 (1H, s) 

(XS7) Ni-p< gvw^; ( { [i- m 3 y^/p) -l, \-^2. s Eik^ 'J yul a-frj/} * g 



^-Z-^W?/)^^? K(2.60g,5.0mraol)^v ? ^5 L /U^/PAT5 K 
(10ml) U '>7yftl- IH(0.58g,6.5mmol)SrAD^ 180^-^ 5 B#^# L 

fc„ KJ&Sfcfc: 5XV7yfbth y ^A7K»(20ml)SrSDx|*^^^T*ttWLfe o 



0 
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^^-mwt^T^) Kxmm u a. 9i g > &mit£.flw& t LTtt. 

mm 8i%) 

'H-NMRCCDCIS) 5 (ppm) 

1. 14 (9H, s) , 2. 87 (6H, s) , 3. 02 (3H, s) , 4. 95 (2H, s) , 7. 34-7. 51 (7H, m) , 7. 60-7. 74 (4H 
,m), 7. 88(lH,ra), 8. 11 (1H, s) 

(IS8) Nl-^ ^-5-v'7y-2-(v ! ^ f-/l/7 $ y)-4-(fc KP#->-^f;V)^y 
XT $ K 



9vP-4- ( { [1- (M 3 ^^VV) -1, \-*J~7 -;V*/ ]) f\/\ * *?-M-5-*yT 

S-2-(i?* f;U7 $ ;)^VX7 § K(1.91g,4. lmmol) h 7 b Kn77V 
(10ml) U g^(0. 64ml, 11.2mmol) N 1. 0M-7 j/ftf b 7 n-/f /l/7y^ ^ 

*A(5.4ml,5.4mmol)£r*n;i, MLT? 2 f%MMW Ufc 0 SlSJR^ii^ETTR^Ib, 
89%) 

'H-NMRCCDCIS) 5 (ppm) 

2. 87 (6H, s) , 3. 02 (3H, d, J=5. 2Hz) , 4. 89 (2H, s) , 7. 28 (1H, s) , 7. 66 (1H, m) , 8. 09 (1H, s 
) 

(X*S9) Nl-> f/M- (T ^ K * gvuj -5— >T / -2- ^ ^;>7 $ 7 )xyx'7 
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5 K 



0 




Nl- ^ f ;W-5-i/7 / -2- ( ^ f /V7 $ 7 ) -4- ( t Kn^iX^^^yXT^ K 
(849mg, 3.6ramol) %r=T h 7 t Kp77^ (20ml) L, 1, bf v'^ n 

[5, 4, 0] !7 1/ (0. 77ml, 5. lmmol) x ^7i = /l/7t77t!)/l'7v ? K 

(1. lml, 5. lmmoD^rAP^, MT»15fflI#Lfc„ SJ^MSr^JBETT^iiijg U 

*f §!* U (755mg) ^Mfeifft* £ LX#fc„ 80%) 

^-NMRCCDCIS) 8 (ppm) 

2. 94 (6H, s) , 3. 03 (3H, s) , 4. 61 (2H, s) , 7. 18 (1H, s) , 7. 53 (1H, m), 8. 12 (1H, s) 
(Jim 1 0 ) N5-;* 5vW6-(v^ ^/UT ^ / )-3-^ $ S -5-4 y^VK!) S^fr/UaK 




(755mg, 2. 9mmol) ^ / — )V 50ml ^*g#¥ U lOJJ/^v'^^^i (50%^7*;,Fb) 

(0.2g)Sr*Px. N M«JE-C30^tt«5c*ffofc 0 fth&£ratgij& % «JEETT?»Jfc 
L.aM^^^^/P^P^^b$*fc 0 nttfciKR L4MBfc-fr4fe (283mg) 
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l H-NMR (DMS0-d 6 ) 8 (ppm) 

2. 77 (6H, s) , 2. 80 (3H, d, J=4. 8Hz) , 4. 42 (2H, s) , 7. 20 (1H, s) , 7. 94 (1H, s) , 8. 58 (1H, in 
) 

(150mgK 3, 5-i?-$fr 3 ^^"^ 4-fc Kd ^^7x^/^0 5 K(212mg) £ v 5 ^ 

& y # <7*/V;*7 7A^avh^77^- (^g£ : ^-gjslfcx. ^/u) £ Tift 

U g mt&m (I14mg) Srgfcgtfelg* £ Utftfc. (JR* 31%) 
^-NMR (DMSO-dg) 5 (ppm) 

1. 44 (18H, s) , 2. 80 (3H, d, J=4. 4Hz) , 2. 94 (6H, s) , 4. 75 (2H, s) , 5. 46 (2H, s) , 7. 17 (1H, 
s) , 7. 79 (2H, s) , 8. 05 (1H, s) , 8. 10 (1H, s) , 8. 37 (1H, m) , 8. 94 (1H, s) , 9. 54 (1H, s) 
< ggffiftl 3 > 

l-(3.5-SMB3^-/V 4-t KP»V-7i=4/)-2-(7-7^tP-K S ;-6.6- 
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M-(30g, 0. 234mol) f/V*;l/A7$ K(400ml) fC$g$? U Jk^jfJ^ 3 £ 

fc*7vt'(32Bl,0.515nol)„ V ^3,(80. 7g, 0. 515mol) trtotL, 18 B# 

^M#L7t 0 tK (500ml) St^Px., v ? ^^ 1 /l'Ji— 7-/U(400ralX2)-ett(±J % #fc»-frfc^T 

HJi ^ISfB^^Tk (400ml) -csfcHK &*raife^*S'*A^rej!fcflU mj£TT*Mm 

£©5fe U «lBfc<£4fc (8fcJS6*fc#: 34g, 93%) £#fc D 
^-NMRftDClS) 5 (ppm) 
3. 86 (3H, s) , 3. 92 (3H, s) , 6. 65-6. 98 (3H, m) 
(TM2) l,2-i?zfv ^E-3- 7 /l^ P -4, 5- * H£ y~< y-gy 



4-7/^a-5, 6-v^ h ^->-lH-3— T y-T ^ K— yV7 5 ^(34g, 0. 218mol) g-fttt 
(100ml) fomm U mm-)- b V t? A (35. 8g, O. 437mol) 7fcM#T> 5 

^(22.6ml,0.4B8inol)OW»(100nil)*ttSr45^ra^*fr«fTLfc o iTi, 

fi)c#?Sr^^/^ — ^/I^(400ml)^^^fb > |&fP^-f' Kn-jM^r^f h^- b y r>A 
(200ml), mxmmitmWL (200ml), IBfa^^ (200ml) Mlkm 

65. 4g, 95. 6%) Sr^fc ^COS^^fi^ttJ^Ji^tM^-r^fflV^Co 

l H-NMR(CDC13) 5 (ppm) 

3. 85 (3H, s) , 3. 90 (3H, s) , 6. 99 (1H, s) 
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(IS3) 3-7/^^-4,5-^^ Y2ci/7& n - h V /u 




F 



CN 




CN 



l,2-i?^a*-3-7/U*n-4,6-^ h *i"< ^if is (40g, 0. 127mol) Sri** ?vM* 
K(300ml)fc*#PU ^i&8l#T\ CuCN(34.1g,0.381mol)S-Jp^ % 150<C 
-C 4 fl$|ff L /t„ U v-T Wt^ MJ^A (44g) OtK (600ml) ^SrfltJx., 

10 a-IKHtfliLfcfft* S^^^^(500mlX3)-Cttai, -8"*>*fc^raUiSrfiSJ 

cfe^TK (500ml) T?*^ M Wt^^ ^/ AT^jii^ff Tt'f llri* 

-C*t$! USRflBfls-frflfe ( 12. 0g, 46%) &#fc 0 

'H-NMR (CDC13) 8 (ppm) 
3. 99 (3H, s) , 4. 06 (3H, s) , 7. 05 (1H, s) 
(M4) 4-7/U;j-p-5. 6-v^ h dr->-lH-3--Y y-Y ^ K— $ 



3- 7 tf- B -4, 5- v 5 /• |>3r^:7^ D^h y /I^ (450mg, 2. 18mmol) £r ^ y — ,u 
(50ml)«gfl?U RfbS&fo. lg)&Jn*.fc 0 »ffl»JET^*5V^3 HMShtt^KI 

(»I : ^ : * *V —JV : 2 7 %T V^T7j<= 3 : 1 : 0. l)fcT«f 

§3 LSUBflS-frtt @ ft: 200mg, 43%) £#fc„ 
^-NMR (DMS0-d 6 ) 6 (ppm) 
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10 



15 



3. 76 (3H, s) , 3. 83 (3H, s) , 4. 38 (2H, s) , 7. 08 (1H, s) 

(mmm 3 : t^it) 

4-^/^13-5,6-^^ h df-f-lH-3— f y^f> 5 ^(50rag) % 3,5-^-^3:/ 

9vl^ 4-fc KD^^7xt^/^n$ K(93mg)£S^5vK7;ivW.£,T5 K(7ral)fc 
«fl¥ bMLT? 15 B#P«m^ LfCo SSsjSESrftfcEEB*^. »fc«r NAM ^ y % ?>v*> A 

76mg ^fMi^LT#fc D 
^-NMR (DMS0-d 6 ) 5 (ppra) 

1. 41 (18H, s) , 3. 86 (3H, s) , 3. 95 (3H, s) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 36 (1H, s) 
7. 75 (2H, s) 
< 4 > 

l-(3,5-y-j3/^ 4-t: KP^^-7a=/l/)-2-(5-x h^->-7-7/^P-l- 



f NH. HBr 




(X3S1) 3, P ^-6-^c- K jp v--2- P7a7 — /U- 




1, 2-^7* o *£-3-7jU*v-4, 5-v 5 ^ h^^^^>(5g, 14. 5ml) n a p< ^ 

^(70ml) tcj&tf U *J&»S*T, JfifcTVl^ = !7 A (3. 9g, 29. 3mmol) ^H^.fe D 
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i&T? 2 mm 30 ftffiW Lfcf^ lN^(70ml) ^Px.g^^^/K70ml X2) "Cttttk 

^•tffc^lJl &lfrfo^;i&7K (50ml) T*ifei£ x MtR^^ ^ t7 A ^ 

^dr^V-^rc^/^) ^T^M Vmt&it^ (4. 31g, 94%) 
'H-NMRCCDCIS) 5 (ppm) 

1. 45 (3H, t, J=7. OHz) , 4. 10 (2H, q, J=7. OHz) , 5. 49 (1H, s) , 6. 95 (1H, s) 
(112) 1,2-^/p^-5-x Z ?k*B -4-^ h=frv^<^if > 



3, 4-v^ a ^-6-oi h =3^ ^-2-^ ;vir n y ^ / — (3. 8g, 12mmol) fri?p» J-/Vfc;\s 
A T 5 K (30ml) L „ 3 Sfft^f-^d. 5ml, 24mmol), ^ gg # D !> A 

(3. 3g,24mmol)^D^ N Mt' 18 Hflljf Lfc, *(80ml) **Px. % 

x/^(60mix2)i?ttttl, ^^-frfc^r^|jg^lMSJ^:ii:7K(80mi)T-i$fc#, mititmrr? 

— mm : n-^^-^-mm^f-^) i-xmm LWMit-B-m a. 83 g , 46. 7%) 

•H-NMRCCDCIS) 6 (ppm) 

1. 45 (3H, t, J=7. OHz) , 3. 90 (3H, s) , 4.. 05 (2H, q, J=7. OHz) , 6. 99 (1H, s) 



F 





mm 3 ©is 3 1 mm<Djjmx~k$L u mu^t^^nt^ 
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'H-NMRCCDCIS) 5 (ppm) 

1. 51 (3H, t, J=6. 7Hz) , 4. 05 (3H, s) , 4. 16 (2H, q, J=6. 7Hz) , 7. 05 (1H, s) 



^-NMRCCDCIS) 5 (ppm) 

1. 34 (3H, t, J=6. 7Hz) , 3. 76 (3H, s) , 4. 08 (2H, q, J=6. 7Hz) , 4. 37 (2H, s) , 7. 04 (1H, s) 
'H-NMR (DMS0-d6) 5 (ppm) 

1. 34-146 (21H, m) , 3. 87 (3H, s) , 4. 22 (2H, q, J=7. OHz) , 4. 77 (2H, s) , 5. 47 (2H, s) 
7. 34 (1H, s) , 7. 75 (2H, s) , 9. 03 (1H, brs) , 
< MMffl 5 > 

(8-S3^f;u 6-F2-(5. 6-^Ji Y^-y-l-y )Virn-\-^ $ 7-1,3-^t: Kp-^ y 
^ > K— ^-/f/^-T'&f ;i/]-2. 3-$?fc K p-^:^:/ [1.41 ^-4->f /H- 



(XSl) l-[8-(j3 ^7vV)-3.4-S?fc KP-2H-l,4-^>X^-ari)-^>-fi-^ 



F N 
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l-[3-(tert- ~f <f- /U)-4- t K o -5- — h n 7 i - ^ ]-l- on ^ y > 

(8. Og, 33. 7mmol) ©i>^ f /I'^/l'AT ? K (200ml) & |c ^ 16 # V V A 
(4. 65g, 33. 7mmol) N 1, 2-v ? 7 , D*x^ >- (31. 7 g) 166. 6mmol) trtiU^ ^MT? 12 B$ 



tCT^L l-[4-(2-^ta* 



}^ -3- (tert-^/U)-5-n h n 7 ^—;V]-l-3c# / ^ 8. lg 



*-fb-^»(8. lg,23. 5ranol)© h/l'cc^ (300ml) 10V«7^*A&3f (200mg) 
1H-NMR(CDC13) 5 (ppm) 

1. 38 (9H, s) 2. 52 (3H, s) 3. 46 (2H, t, J=6. 8Hz) 4. 31 (2H, t, J=6. 8Hz) 7. 12 (1H, d, J=2. OH 
z)7. 34 (1H, d, J=2. 0Hz) 

2 ) [6-7t^8-(« 3 4-S?fc Rp-2H-1. 4-^<yXt»ti;> 

-4— < M * gyW; y-T^ K 
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1- [8- (tert-^^yu) -3,4-^1: KP-2H-1, 4— <^X^-^i^-^^-6— f/U]-l-cn^ y 
^ (6. Og, 25. 5ramol) ©v'^ f /^/^T 5 K (100ml) ^^(C^®f^7 U £ X 
(3. 6g, 26mmol) N ^P^Ttf^ h V /I-' (15. 4g, 128. 6mmol) Sr^Px. 90°CC 6 B#^^ 

n-^|>^:7^ — : ir^*t>jS|if^) ^TJfflfS* UiC^-M 6.9g 

1H-NMR (CDC13) 5 (ppra) 

1. 39 (9H, s) 2. 56 (3H, s) 3. 42 (2H, t, J=6. 8Hz) 4. 24 (2H, s) 4. 41 (2H, d, J=7. 8Hz) 7. 29 (1 
H, d, J=2. 0Hz) 7. 48 (1H, d, J=2. 0Hz) 

(M 3 ) [6-(2-7'p ; e7tf;U)-8-(i37 , f^)-3,4-^l: KP-2H-1.4-^yX 



[6-Ti? 5VW8- (tert-^/k) -3, 4-v 5 b K n -2H-1, l-^l/X^-^W V-4— f 7l/| 
^ ^vl/ v^T = K (0. 5g, 1. 8ramol) <D*t h 7 t KP77y (50ml) ^^CtK^T h U 
^fvKT 5 ^(0. 76ml, 5. 5mmol) x M 3 ^^/Vv 5 ^ f;I/-> y 7k h y * f 1/ 

*/V7**— h (0. 73g, 5. 5mmol) X.mi&X* 30 ^ffilffi^Lfc^ N-^o^-^^ 
v- W 5 K(0. 49g, 2. 7mmol) ^P^lM^ 30 ^jt^LfCo ^tl^^xf;!,^ 
75P^ISfP^it7K-eSfc#-L, Wa^^*i7k^-x' ; 7'^>'->A-e^Lfc 0 
ff®*^, ISIrv'IJ 75^7j7 Ai!' n-7 f^7 7^- (*&$£: n-^^f->-f^ 

^^-7U) ^Tm^L^iB^fe 3iomg &&m&m#h \,xntz. a 

1H-NMR(CDC13) 5 (ppm) 
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1. 39 (9H, s) 3. 42 (2H, t, J=6. 8Hz) 4. 24 (2H, s) 4. 40 (2H, s) 4. 43 (2H, t, J=6. 8Hz) 7. 32 (1 

H, d, J=2. 0Hz) 7. 53 (1H, d, J=2. 0Hz) 

1H-NMR (DMS0-d6) 5 (ppm) 

I. 29(3H, t, J=7Hz), 1.33-1. 42 (12H, ra), 3. 30-3. 40 (2H, m) , 

4. 1 1 (2H, q, J=7Hz) , 4. 21 (2H, q, J=7Hz) , 4. 40 (2H, m) , 4. 66 (2H, s) , 4. 80 (2H, s) , 

5. 45 (2H, s), 7. 33 (1H, s), 7. 40-7. 42 (2H, m) , 9. 03 (1H, br. s) , 9. 34 (1H, br. s) 
MS : m/e (ESI) 509. 3 (MH+) 

< HJfc^iJ 6 > 

1- (3-gf 3 5-i gvI^T $ 7-4-^ h^jy-^^^/P)-2- (5,6-^ h 

-7-:7/M-g-W 5; /-l, 3-^fc: Kc-i'y^y K— /W2->f /u) j 




N- 

(II 1 ) l-[3-(l3^^)-5-(v ; ^f;U7 $ 7)-4-y K ^r^r^^/H-l-^-? 




1- [3-T 5 y -5- (f& 3 -4- y h -l-jQ ^ y (6g, 21mmol) <D v? 
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* ?-;V-fc,VJ*T 5 K(50ml)*g*KK$ife;fr V t? -k (8. 5g, 62ramol) N 3 Plttf-A' 
(8. 8g, 62mraol) Sr^Pxi N 13 BftWSH* Lfc„ S&ttfcBfclfct^Vl'Srfln*.* 7k N 

5vv) ^T^L^lE^fe 1.9g &#^feWfe<b LTWc 0 
1H-NMR(CDC13) 6 (ppm) 

1. 40 (9H, s) 2. 58 (3H, s) 2. 83 (6H, s) 3. 88 (3H, s) 7. 47 (1H, s) 7. 59 (1H, s) 




l-[3-{tert-7 f 9 1 ^)-5-(v'^ ^;U7 5 /)-4-^ h ^ y 

(1. 9g, 7. 63mmol)COT- h 7 t Rp 7 5? >- (50ml) ^^^tK^T h !Jxf;l,75 is 
(3. 2ml, 22. 9mmol) „ M 3 -f^/Vi?* ^/V^y V/^hV 7 frit v * $ y^/k7t^- 
M3. 02g, 11.4mmol)S'APxi^l.-e 30 ^^»^bfc^ N u ? %/ ^ 5 J? 
(2. 7g, 15. 2mmol) *Mx. 35 30 &fflft# L7c„ RJ&ftfclBsifct^vl'&Xiqa.i&fMfc 

xmmvmmt^ 2. 2 g %&&mfct br#fc 0 

1H-NMR(CDC13) 6 (ppm) 

1. 40 (9H, s) 2. 80 (6H, s) 3. 89 (3H, s) 4. 42 (2H, s) 7. 49 (1H, s) 7. 60 (1H, s) 
(HflfcM 6 : mmTM) 
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1H-NMR (DMS0-d6) 5 (ppm) 

29 (3H, t, J=7. 2Hz) 1. 37 (9H, s) 1. 39 (3H, t, J=7. 2Hz) 2. 74 (6H, s) 3. 82 (3H, s) 4. 14 (2H, 
q, J=7. 2Hz) 4. 21 (2H, q, J=7. 2Hz)4. 77 (2H, s) 5. 46 (2H, s) 7. 32 (1H, s) 7. 45 (1H, d, J=2. 
0Hz) 7. 53 (1H, d, J=2. OHz) 
MS:m/e(ESI)486. 2(MH+) 
< MMM 7 > 

mm 



3-7 JVJr ujjfzi —)V (1200g) %tK^T-^^ ^y^-A 75 F (2500ml) 




(X^l) 1, 2-: f ^=c >^jy-3-^/U^-p^<V-g> 
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'H-NMR (CDC13) 5 (ppm) 

1. 35 (3H, t, J=7. 0Hz) , 1. 43 (3H, t, J=7. OHz) , 4. 07 (2H, q, J=7. OHz) , 4. 12 (2H, q, J=7. 0 
Hz) 6. 65-6. 95 (3H, m) 



F 




1,2-i^n h^r->'-3-7/l'^-n^<>'-^X269g)^ (2000ml) (Df^^fc^^bg^^^- h 
U !7A(294.5g) %Mz.tc 0 150ml W g^Zl^fi? L :/ n 5; >- (178ml) ^tK^T^* 
tiTLfco ^?fi-r— Hfc^Lf^ 70°CT 14 0fF H mi$Lfc o SJfo$j&7k7Mc& 

^^v^^T'ij^m, MlB^%(480g)^tife»^H < b LT#fc 0 
^-NMRCCDCIS) 5 (ppm) 

1. 35 (3H, t, J=7. OHz) , 1. 43 (3H, t, J=7. OHz) , 4. 04 (2H, q, J=7. OHz) , 4. 1 1 (2H, q, J=7. 0 
Hz) 6. 98 (1H, s) 

(IS 3 ) 4. 5-^Ji h^r->-3-^/l^^-p tt=. h V ;V 




1, 2-i?7'v*:-4 ) 5—^01 hdrix-3-^ / v^-n^<^-€>'(480g) ^^^^7^/1/^7 
$ K (1400ml) li'MM L-i/T Wb0(345g) 150°CT' 3 B#^^ Ufc 0 Rj&m 
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▼ h •? << - mm : n-^^^-mm^^) ^xmm i^mm^m (5i3 g ) 

'H-NMRCCDCIS) 5 (ppm) 

1. 38 (3H, t, J=7. 0Hz) , 1. 50 (3H, t, J=7. 0Hz) , 4. 16 (2H, q, J=7. 0Hz) , 4. 27 (2H, q, J=7. 0 
Hz) 7. 04 (1H, s) 

(1*1 4 ) 5, h ^riy-4-y/U^-u-m-3~4 V is HWUT 5 > 



4, h^^-3-^^^- a:7 ^ cz - j, y ,v(io3g) Srlfclfcic^vwa:* y — /W^ 

^y-/K600ml-600ml-300ml)tC^L^bfi^(8g)^An^. 3k**C8E7\ M"? 

(21g) Sr^tfelS* i LT#7t 0 
'H-NMR (DMS0-d 6 ) 5 (ppm) 

1. 23 (3H, t, J=7. 0Hz) , 1. 33 (3H, t, J=7. 0Hz) , 4. 01 (2H, q, J=7. 0Hz) , 4. 08 (2H, q, J=7. 0 
Hz) 4. 37 (2H, s) , 6. 0 (2H, brs) , 7. 05 (1H, s) 
COS 5) l-[3-(j3/f/l/)-4-t: KP^r'>^ji^/k1-l-^^ 



ifc^T^ ~ A (488 g) ilfrffc^V^ (1.8 DoMt^T -601C-C4fe 
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ifcTir^vW (287 g) &Mz.fc B 2-^§ 3 -ff-flsy * J — /V ( 500 g) -70°C/!>>b 
-50°CT^nx 1.5 timfrV 0°C*T'#^$^fc o SJtSS-^»S:**K:arttBfe^ 

\z.* * /Kii) i&lfe;*; y 300 g ) ^ipigfit 2 n#fflJfc#Lfc 0 

i£*£L£: 0 «^t^^^^*»^Cfc»**«3«U*Bft:'d* (352 g)& & 
Mf-NMR (CDC13) 5 (ppra) 

1.41(3H,s), 2.55(3H, s), 6. 73 (1H, d, J=8Hz) , 7. 72 (1H, dd, J=2, 8Hz) , 
7. 95 (1H, d, J=2Hz) 

(X^6) l-[3-(m 3 ^vt^) -4- Kp dry--5-^ q ^7^^^]-i-ji^ y >^ 




69%fg^8354g) > 7k (11) % Jfrffc^ ^ (21) ©jS^fC^T lOTCj^b 15°C 
t? l-[3-(l3^)-4-t Kndr->7x=;V]-l-x;S?yy (739 g) &to*_-ft 0 
V^f-jV^—Tfr (31), &7kli&(28 mD^Bxfc^, 5 &j£jftlfc<8: 10°C^b 

i5°c-eiD^fc 0 s^s^otts- i.6i*ma»i*SHasT?#mtt, smcwc^^ 

'H-NMR^DCIS) 6 (ppm) 

1.44(3H, s), 2.60(3H, s), 8. 23 (1H, d, J=2Hz) , 8. 61 (1H, d, J=2Hz), 11.92(1H, s) 
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(XS7) i-[3-t s: y-s-m 3 -77- A,) -i- * h **yy ai I y 




l-[3-(l3^V)-4-^ h^r->-5--hP7x^M-x;?/y (850g) N ^tT 
l/^-pJ* (723 gh ^9/ — /K41), 7k (11) (365 g) ft 70<C 

>v<Dm&m* teat?* 9 w h ic i bfc 0 «jRo««uiftmAtt*(cj: o 

tUft^SiJ LaUBffc-frtt (362g) ft fife^ <b LT#fc 0 

l H-NMR(CDC13) 5 (ppm) 

1.40(3H,s), 2. 54 (3H, s), 3. 76 (2H, br. s) , 3. 83 (3H, s), 7. 26 (1H, d, J=2Hz), 
7. 39(lH,d, J=2Hz), 

(IS 8 )l-[3-(^3^/U)-4-^ h 3^-5-^/^:7;*- 'J 7 7i-^-l-xj> / y> 




1-C3-T 5 y -5- (^ 3 :7*^vU-)-4-/> h ^rls-y * y ^, ( 180g) £ ^y ^- 

;U7t^A7 5 K(800Bl)tC*#PL^o*3i— (125ml) p !7^(225gh 
3 Pfltf- h 1) ^ A (12. 2g) ft*Dx. 80°CT? 48 B$R|JJttt Lfc 0 SJtfiWft*a*T»^I 
^ ^-TVt'ft 31 APx.7KT'3lHl^#bfc 0 Wa®ft«i7fc^^^4^^A-e^M 
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'H-NMIUCDCIS) S (ppm) 

1. 40 (9H, s) 2. 56 (3H, s) 3. 08 (4H, t, J=4. 4Hz) 3. 89 (4H, t, J=4. 4Hz) 3. 98 (3H, s) 
48 (1H, d, J=2. 0Hz) 7. 65 (1H, d, J=2. 0Hz) 
(119) 2-yp^-l-[3-(f 3/f;^)-4-^ h 3^-5-^-^:7*- !]77x^ 




h 7 t Kn77^ (600ml) L**T\ h P ^tVT § V (110ml), £ 3 

Tvus^ V >v h y * * h (75ml) &mT Lfc D 

tRWTT' 30 #mW&, N-^n*x^v-W5 K(70g) tabnfcfc,, SSt?" 

30 ftMW&^—'r^ 21 Mx7KT'2mj5fe#-b^ 0 5fi-««Sr#l7fC«l»-T^^r7 

jK : n-^drl^-g^^/k) fcTlflK UMBfc£-*B (33. 7g) Sr^fe^ £ LT 
1 H-NMR(CDC13) 5 (ppm) 

1. 39 (9H, s) 3. 08 (4H, t, J=4. 8Hz) 3. 89 (4H, t, J=4. 8Hz) 3. 99 (3H, s) 4. 40 (2H, s) 7, 51 (1 
H, s)7. 68 (1H, s) 

5, 6- S? h dp- >--4- r7 ^ ^- D -l#-3- -fy^VK- /I'T?^ (20g), 2- ^ d 
-1- [3- (M 3 ^fvW) -4- p< }> v--5-*;k7 tll/7i =/l/|-l-;c * y > (34. 2g ) 
&v ? ^f^7t/^7 5 K (300ml) »C»#UMt? 48 «FB0«^Lfc o M&MJE 
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m^sux«mft b-c @ mt&m (4o g ) % e^^Mi t lt*# fc D 

'H-NMR (DMS0-d 6 ) 5 (ppm) 

1. 29 (3H, t, J=6. 8Hz) 1. 36 (9H, s) 1. 39 (3H, t, J=6. 8Hz) ) 2. 95~3. 12 (4H, m) 3. 75~3. 84 ( 
4H, m) 3. 94 (3H, s) 4. 12 (2H, q) 4. 20 (2H, q, J=6. 8Hz) 4. 78 (2H, s) 5. 46 (2H, s) 7. 33 (1H, s 
)7. 49 (1H, s)7. 59 (1H, s) 

MS:m/e(ESI)528. 2(MH+) 



l-[3-(Jg 3 ^/P)-4-^ h dri/-5-^7d-!) y 7 ^n^-l-x;? y ^ (9. 5g ) £ 

T^h^t Kn77^ (60mi) icmm u7k^T> y ^j-j^t $ >- d3mi) „ m 3 

f y y 7;^n ^ ^ y/^7 1^> - h (9. 8ml) ISTLf; t Rj£ 
$£ : £r7k^F _ FT:' 30 ftiOtWIzk^ N-7pp^7v'W5 K 5. 3g fcJn*./t 0 IxJfe 

«Sr 30 7VW21) MxtXT- 2 HJgfc?£ Lfc„ ^TtftJV *afck*fflfe-e 7* 

^-■MfeA^/U) (CTii LtlfE^-a-fe (4. 87g) $r&3tg,i|$ft t lT#fc„ 
^-NMRfcDClS) 6 (ppm) 

1. 39 (9H, s) 3. 06~3. 14 (4H, m) 3. 86~3. 94 (4H, m) 3. 99 (3H, s) 4. 66 (2H, s) 7. 26 (1H, s) 7. 
49 (1H, s) 7. 64 (1H, s) 
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;7Aoj-g-W $ y-i, Kn-w' y^f > K— /W2-Y/^)-ji^ y 




-1- [3- 3 y^yu) -4-y h ^ -^-5-^.^:7 t!);7i -i-;c ^ y ^ (4. s g ) £■ 
v>y f;U7^;^7 5 K(l5ml) ^#PLMT? 48 B#Ff^#bfc D «£8£JEE©* 

J^X-Wfr LT g Mt&t®) (2. 56g) £ &fejSj!h§, <t LX#7c 0 
'H-NMR (DMS0-d 6 ) 5 (ppm) 

1. 29 (3H, t, J=6. 8Hz) 1. 36 (9H, s) 1. 39 (3H, t, J=6. 8Hz) ) 2. 95~3. 04 (4H, m) 3. 77~3. 85 ( 
4H, m) 3. 94 (3H, s) 4. 1 1 (2H, q) 4. 20 (2H, q, J=6. 8Hz) 4. 77 (2H, s) 5. 46 (2H, s) 7. 32 (1H, s 
)7. 49 (1H, s)7. 59 (1H, s) 

<H1M8> 

l-[3-35 3 r/^/P 5-(4-h KP^r->-^^-7y-H;U)-4-^ h^jy-^ji^ 

/i/]-2-(5.6-s?j. h^r-^-7-^/u^-g-W $ y-i, 3-^b Ka-^y-fy K-/U-2- 
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NH.HBr 




(181) 4-"7 P ^-2- (ft 3 ^gvU) 7x/ -/U 




2- (SI 3 y^/l-) 7x y — /K489g) £>Ti? N^MJ /^(4000ml)»»fc3jC^T N-^ 

p^e-^^v-W^ K(580g) &&*KLjlBx.Z> 0 20°C^T-e4^^bfc^. k& 



'H-NMR(CDC13) 6 (ppm) 

1. 20 (9H, s) 6. 55 (1H, d, J=8. 4Hz) 7. 15 (1H, dd, J=8. 4Hz, 2. 0Hz) 7. 34 (1H, d, J=2. 0Hz) 
(Xfl2) 4--7"p^-2-(^ 3 ^/V)-6-— hP7x; — 
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4-^u^e-2-(m 3 Zff-/U) -7^ J — /U(485g) <^^>- (3000ml) ^&z:}k?£T^ 
(2000ml) ^D^7K-egfeT#-L7t 0 £$KJS Sr*l*fitl6"r^ ^T'lfcM U 

^-NMRCCDCIS) 5 (ppm) 

1. 40 (9H, s)7. 64 (1H, d, J=2. 4Hz)8. 14 (1H, d, J=2. 4Hz) 11. 47 (1H, s) 



(M3 ^^/P) -6-= M7i/ — (600g) O v?^ ^JV? *;VJ± T 5 
K (6000ml) mmiZfcm* V ?A(453g), H ffc* ^/Kl64ml) Mil 50°C"C4B# 
Fn^#Lfc 0 Kfomzxi— y-yu (6000ml) &1)II?LfcX° 3 HJ£fc?#- Lfc 0 ^JlSr&E;*: 
WEB***?" f A X'^;^ ^^JE©*i~ 5 *1?^|2^-^^ (569g) 

1 H-NMR(CDC13) S (ppm) 

1. 39 (9H, s) 3. 80 (3H, s) 7. 61 (1H, d, J=2. 4Hz) 7. 76 (1H, d, J=2. 4Hz) 
(114) 5-^' P ^E~3- ^3 -2-* V *ri/7 =-V ^ 
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a =e-2- (M3 7*?-/P) -6-- hP7x — ;V * xl—^tjV (20. 6g) <D * Z S 

it'&x\c-mx-KL 0 2.m^mmmm, R^m*^?^ hmm^o mmzmmm 
^ $ j*x~ifcm£i. mm&mmmiz ua^^ t i^xm^t^ ae. 65 g > %m&m 

^-NMRtCDClS) 5 (ppm) 

1. 35 (9H, s) 3. 68 (2H, bs) 3. 76 (3H, s) 6. 78 (1H, d, J=2. OHz) 6. 81 (1H, d, 1=2. OHz) 
(X^5) l-[5-^u^r-3-m3zf^-^)-2-?t- h^r'>7^=/l^]-4-fc°^<y i^y ^ 




5-7 n*r-Z-(M 3 7*^/^-2- * h^v/T^y ^ (22g, 85mmol) (Omt * 9^ l- V 
(170ml) „ MX* 37%7is/UM,T/U^ t KtK^ (7. 6ml, 94mmol) $3 <fc Z>*^tK^ 

^^v-^A(43g)^ifi»xiiM-e 4h.mwi>tz 0 v&m^xmmx^ 

/UiyV ^^-dr-»-l,3-^^^^V(l6. 2ml, 92. 3mmol) %1}\}>tti 0 £fef£ N 1. OM 

Et2AlCl-Hex.^^(94ml,94mmol) &*$>o < !JlTU#^fcilf 

£> 12h.J!#Lfc 0 KJ&i&t-T^ 7k#T Et20 T?*3R U 7k(16ml)£^o< |? 

U MX£b^2h.}i#L/Co ^^MJEM*m, fbyt Ko^7^(170ml) 

?r*Pxi$ b^7K7<^T IN m.m^.Wmx PH %l lh. 8t#Lfc 0 7RX#^^, 

NaHC03 )^*^*nxL N *ifc«:iftaH4fc L, gm^^/t'trttW U brine Xgfc# bfc„ 

m& Na2co3 x&mm, «£MJ±©*U a^Sr^y^^/^^A^a-^ 
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'H-NMR (CDC13) 8 (ppm) 

1. 35 (9H, s) , 2. 54-2. 70 (4H, m) , 3. 25-3. 42 (4H, m) , 3. 97 (3H, s) , 6. 99 (1H, d, J=2. 4Hz) 
,7. 14 (1H, d,J=2. 4Hz). 

5 (IS 6 )l-[5-yP^-3-(l3^/U)-2-^ h^^7a:=:/Ul-4-e^U t?7 — )V 




l-[5-^n *t-3-(m 3 ^^-yl^)-2-^ h 3=- 7 ;n = jU ]-4- fc° ^< ]) *J y is 
(2. Og, 5. 9mmol) CD J- # / (12ml) -m.it * 9~ V ^ (12ml) ^-g^g^t^ ?K^T 
NaBH4 (0. 23g, 6. lmmol) Sr*Pxfc 0 K^T^.7jct?#-^ L^^^^tttt} bfc„ 
10 Brine -Cgfc^ s ^Tk^^^^^^T"^ L. ^2rMff@*Lfc 0 

^MtMt&voa. 3 g ) *ntz. 0 

'H-NMIUCDCIS) 5 (ppm) 

1. 34 (9H, s) , 1. 66-1. 82 (2H, m) , 1. 96-2. 13 (2H, ra) , 2. 62-2. 79 (2H, m) , 3. 25-3. 43 (2H, 
15 m),3. 74-3. 87 (lH.m), 3.89 (3H, s), 6.97 (lH,s), 7.07 (lH,s). 

(X$S7) 2-/P^-l-[3-(f3^f/U)-5-(4-t: Kpjf-i/bVy^;)-4-^ h*- 
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li^lT, 1- [5-zfu *r-3- (M 3 zff-M -2-^ h 3^>:7 ^ -4- ]) / — 
/U(L3g,3.8mmol), h U 7^/Kl-^ f 3r V bf^/U) tin (1. 5g, 4. 2mmol) , T h 9 *r 
X h V -7 * - ^ * X -7 4 is />• 7 i? r> a (440mg, 0. 38mmol) jo «t T>* 
CsF(l.27g, 8. 4mmol)(D 1, 4-^dr1)-^(8ml)^£r 100 £T* 2. 5h. }£#Lfc 0 S/& 
#t-T#s ^ja^-e^SfJL, Et20 l?#fRU -tr^-r h^V^T^%^i§bfc 0 
^$£&MJ£©*U #btbTW*#:tr^ h9 t Kn 7 7 ^(8ral)-H20(0. 8ml) 
*fl¥U *»TN-^o*^^i/W5 K(0.75g,4.2mmol)*Jp*. % IrH&T? 15min. 
M# bfc 0 g&fP NaHC03 2k*«*5 «t XmWt^^m^k, W$g® «r#*t U brine 

ft^fc (748mg, 51%) SrSfcHtfeiftJtftl&i Ltftfc. 
X H-NMR(CDC13) 5 (ppm) 

1. 39 (9H, s) , 1. 68-1. 85 (2H, m) , 1. 98-2. 12 (2H, m) , 2. 68-2. 84 (2H, m) , 3. 29-3. 47 (2H, 
m),3. 77-3. 90(lH,m), 3.99<3H,s), 4. 40(2H,s), 7. 54 (1H, d, J=2. 0Hz), 
7.66QH, d, J=2. 0Hz) 

(mmm 8 : mm-Jim 

h *r^-4-7 < 74 1/ K— ;VT 5 V (38mg, 0. 16mmol) *5 J; t>* 
2-^a*-l-[3-(|3^)-5-(4-t Kn df^f^y v?y)- 4 _^ h^^^^- 
;V\-\-^7 y >-(68mg, 0. 18mmol) <£>i^ 5 K (2ml) $?$£&-^iS.T? 62h. 

9 7 4 - ( j&fg : ifrf * ^ V- ^ 7 7 —/l') T3»M L g (57mg) 

7t;U7r^ solid i LT#fc 0 

X H-NMR (DMS0-d6) 6 (ppm) 

1. 29 (3H, t, J=6. 8Hz), 1. 36 (9H, s) , 1. 40 (3H, t, J=6. 8Hz), 1. 54-1. 68 (2H, m) , 1. 84-1. 
96 (2H, m), 2. 65-2. 78 (2H, ra), 3. 17-3. 42 (2H, m), 3. 58-3. 67 (1H, m), 3. 94 (3H, s), 4. 11 
(2H, q, J=6. 8Hz), 4. 21 (2H, q, J=6. 8Hz), 4. 73 (1H, d, J=3. 2Hz), 4. 78 (2H, s), 5. 47 (2H, 
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s) , 7. 34 (1H, s) , 7. 51 (1H, s) , 7. 56 (1H, s) , 8. 95-9. 11 (1H, m) , 9. 18-9. 36 (1H, brs) . 
<MMW9> 




N 

/ 




Br 



*foWltfb7Vl'3 = r>-k (21g) £^t^ ^ (300 mL) t» UkfllT, JJtJ^ Lfctf* 

*y-/u(24.5g)SrJB*.fc„ fiDSRfcltT? l B#rojft#8U *7k SrJjJ x , gfcgfct 
True J; t> ttffi Lfc„ til ^iSfp^itTk ic X 9 m&&M7klfcm'??*->p2»iz. 

- mm : n-^^rf-^-^ac^) [ttflS! UHIB^fe 23. 9 g *m&.%0b L 
1 H-NMR (CDC1 3 ) 

8: 2.28(3H, s), 6.98(2H, d, J=10Hz), 7. 49 (2H, d, J=10Hz) 
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COM2) i-(5-^n^E-2-fa ]jaJ^2-ELBMzlz^y ^ 



oh o 




Br 



T-^'r— V (23. 9g) tm7kmtT/^^ — ( 30g ) <DU&W>*: 

120-140*0 X' 20 ftmmWVtc, S^-^fe^r 60-800^ T^*Pb7K7RM^. 

21 g#fe„ 
l H-NMR (CDC1 3 ) 

5: 2.6K3H, s), 6.89(1H, d, J=8Hz), 7. 55(lH, dd, J=8, 2Hz), 7. 83(1H, d, 
J=2Hz), 12. 32 (1H, s) 
(113) 1- (5-y u *r-2- 1: Kp^t y--3-~ Fp7i^) ^ / >- 



mmm umimmm nmKDm^^mwT mrnm bo^l^xd i-(5-^a^e-2- 

m 17. 4 g Srj££J£iH <fc LT#/t 0 

'H-NMR (CDCI3) 

5: 2. 75 (3H, s), 8. 13 (1H, d, J=2Hz), 8. 32 (1H, d, J=2Hz), 12. 90 (1H, s) 
(X^4) l-(5-^P^E-2-p< h*ri/-3-=- h P 7x=/P)-l-J:^ 7 y 



OH O 




Br 
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Br 



l-(5-^n^-2-t Kn^iX-3--hD7x^l/)-l-x^yy(i7.4 g ) % 

ttffe(12. 7s), fcm#V V M13. 8g) RXfiT ± Yl/ 200 mL <DiB&&& 15 BfP^P 

Ull2^t> 16. 2 g SrSt6»^«Jt L-C#fc D 

ty-NMR (CDC1 3 ) 

5: 2.65(3H, s), 3.95(3H, s), 7.91(1H, d, J=2Hz), 8.05(1H, d, J=2Hz) 
(X*M 5 ) l-(3-T $ y-5-^P^E-2-^ h»V7a=^)-l-Jj' 7 V 




Br 



l-(5-^n^E-2-^ fp7x^)-l-x;?y ^(16. 2g) N 20 mL % 

* * y — a* 60 mL ©a^»i>^«(i5g) ^^?@.-eAq^.fCo M-frM* 6ot;-e i r$h 

fc. ^ra^ A4fck «fc 9 gfe#^*l7Ka^-v ^ T7 A ^ j; v) fgjjji ^ -grf Co 
■V-^-mm^'T/l') tc-r«f«L»B{b** 12.8 g SrHfeift^i: LT#fc„ 

l H-NMR (CDCI3) 
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5: 2. 60 (3H, s) , 3. 78 (3H, s) , 4.00(2H, br. s), 6.99(1H, d, J=2Hz), 7.07(1H, 
d, J=2Hz) 




l-(3-T5 y-6-^n*-2-^ hdf-v-^^^^-l-m^y ^(12. 8g), 3— 
(60 mLk y r>2» (14. 4 g) N N, N-i^^ ^vMs^AT 5 K 200 mL (DM^^li: 

60 - 7o°c-e 2 n^jg^ L7t„ m&m^Mm?mm^Mz- iottwu wji 

f-M IzXffiM L^12tei^% 9. 6 g SrJtfi*^ <b LT#fc 0 
'H-NMR (CDC1 3 ) 

6: 2. 60 (3H, s), 2. 82 (6H, s), 3.80(3H, s), 7.08(1H, d, J=2Hz), 7. 25 (1H, d, 
J=2Hz) 

(IS 7 ) 2-[5-^P^-3-(^>^7$ 7)-2-^ hdrv^^^/H^-^g/N 0 / 



s 




Br 
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l H-NMR (CDCI3) 

5: 1.56(3H, s), 1.58(3H, s), 2.76(6H, s), 3.91(3H, s), 6. 95 (1H, d, J=2Hz), 
7.04(1H, d, J=2Hz) 

M-N, hh-J* J-;vt % is 




Br 



K (620 rag) ZMzLfc 30 #iaHJ|#SL tK^ADx, TvMc: J: 

■JttWU #«ft*«:ffi»:fe!feMcj;!3«sj£& % tokfifclfe'V ^ t? A J: U Jgjfe 

n-^^f" ^-f^rr^u) lCX»S*L«|B4b^ 680 mg LT#fc„ 
'H-NMR (CDCI3) 

6: 1.68(3H, s), 1. 74(3H, s), 2. 76(6H, s), 3.78(3H, s), 6.96(1H, d, J=2Hz) , 
7. 24 (1H, d, J=2Hz) 

(IS 9 ) 2-^ g - [3- f-JVT % I ) -5- (1-7 A** g f/l/x ^/W) -4- 
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'H-NMR (CDCI3) 

5: 1.70(3H, s), 1. 79 (3H, s), 2. 81 (6H, s), 3. 79 (3H, s) , 4.48(2H, s), 7. 56 (1H, 
5 d, J=2Hz), 7. 74 (1H, d, J=2Hz) 

mmm 9 .- *»ig) 

1H-NMR (DMS0-d6) 5 (ppm) 

1. 29 (3H, t, J=7Hz) , 1.40(3H, t, J=7Hz), 1.68(3H,s), 1.74(3H,s), 2. 77 (6H, s), 
10 3.83(3H,s), 4. ll(2H,q, J=7Hz), 4. 21 (2H, q, J=7Hz), 4.80(2H, s), 5. 50(2H, s), 

7. 34(lH,brs), 7. 50 (1H, brs), 7, 65 (1H, br. s) 
MS:m/e(ESI)490. 4(MH+) 
<Hffi^!ll 0 > 

{3-^3^^-71^ S- [2- (5. 6-5? J- h^>-7-:7/M-g-W % y-l,3-^fc Ko-^y 
15 -O K"-/V-2--f^)-Ttf;l/]-2-^ h ^-\y-y j, ^/kT $ /}-Tt h= 




H CN 
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(181) L5-T±^/U-Z-(gf3^yld-2-^ h*f-i/T—V SltT-As */T-h* 




l-[3-r5/-5-(i3^f;U)-4-^ K^7x=/W]-l-x^y V (2. Og, 9. Omraol) 
©^f^t/l'Ar^ K(50ml)^^^^n^E-Tir h 9 /I' (fal) « Jftft* 2J t> 
A i.4g SrJOi 70 c C-e3B#^#Lfc o S/S^MJcM U^^^JBxtK. & 

^) tCTffiHK l-Mmik&Vd (3. 2g) ^^feffi^tfe t U#fc. 
^-NMR (CDC1 3) 5 (ppm) 

1. 39 (9H, s) 2. 59 (3H, s) 3. 77 (3H, s) 4. 20 (2H, d, J=4. 0Hz) 4. 37-4. 48 (1H, m) 7. 25 (1H, d 
, J=2. 0Hz) 7. 52 (1H, d, J=2. 0Hz) 
(182) [5-(2-^P^-Tir^-/U)-3-(^^^^)-2-^ h dp iXT~ y 7 1 * «?yU 




[5- T ir ^ /U-3-( JT 3 J7"5^)-2- y h ^7 ^ y 7 ] ^ f yl/ T — K 
(3. 2g, 12. 3mmol)©f h7t Ko7 7V*ttlC h H xf^J $ V (3. 7g, 36. 9mraol) 
|R 3 ttfr*J* f'JWlJA' h y ^ ^ ^*/U:7*.*— f. ( 6> 5g) 24. 6 mmol) 

&1mZL7k&T 30 fi-mW^tcW:, N-yn^^i/W; F(2. 6g, 14. 8mmol) 
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m n — ^y-is-mfc^M Kxmm^mmit-^m (2. 9 g ) &itfe7$#tfe£ ut# 

'H-NMRCCDCIS) 5 (ppm) 

1. 41 (9H, s) 3. 79 (3H, s) 4. 19 (2H, d, J=4. 0Hz) 4. 43 (2H, s) 4. 37-4. 48 (1H, m) 7. 27 (1H, d 
, J=2. 0Hz)7. 58 (1H, d, J=2. 0Hz) 

(MMM i o : ftj&t-im) 

[5-(2-^c^E-T-6:^/i^)-3- (i 3 /I/) -2-^ h =¥^T = !7 / ] * i/T =■ K 
(500mg, 1. 4mmol) % 5, h =if ~7 n -lff-3-j V ^ ^ 5 >• 

(340mg, l. 4mmol) SrS?;* f/U7t/UA7? R(20ml) ^^?L^?at? 14 Bfl^jf ££1, 

L g (320mg) ^^fe^^ i: LT#rt Q 

'H-NMR (DMS0-d6) 5 (ppm) 

l. 29 (3H, t, J=7Hz) l. 35-1. 42 (12H, m) 3. 72 (3H, s) 4. 11 (2H, q, J=7Hz) 

4. 21 (2H, q, J=7Hz) 4. 36 (2H, ra) 4. 81 (2H, s) 5. 49 (2H, s) 6. 15 (1H, ra) 7. 32 (1H, br. s) 7. 3 

4 (lH.br. s) 7. 39 (1H, br. s) 

MS:ra/e(ESI)497. 2(MH+) 

< 1 1 > 

(4- {3-1% 3:7*5^ 5-r2-5,6-v ? ^ h^riy-7-y/^a-W $ 7-1,3-^^ Kcr-^ 

Vr£ > K— /W2-^/H-T-&^^]-2-^ h^v--^ ^-/M-fc^^^-w/M- 
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F NH. HBr 





5-yn*-3-m3y^/U)-2-* h*->T~V ^( 311g) t 

v> 3 >-}:: L s *Mft 200 °CT' 22 R$m» L < Lfc Mfi^M LfcSU ^Hfe# JJ 
?A (620g)i:7KSr^D^ii['fb^^V'^(6L)-eamLfco SfcSN'^S'* AT*l£jfc 
fcfcEETKia&jiSrS* bMSW (460 g ) Sr»fc„ NH-i^ P J3?;v% 7A^p 

EfvP) |CT«f«UI|llBfl5#*(161g) 



*m$$&mftk umtc (41%) „ 

'H-NMIUCDCIS) 5 (ppra) 

1. 34 (9H, s) , 1. 74 (1H, brs) , 2. 99-3. 09 (8H, m) , 3. 90 (3H, s) , 6. 95 (1H, d, J=2. 4Hz) , 7. 
08(lH,d, J=2. 4Hz). 

(162) 2- {4- [5-^P^&-3-(f3 ^ AO -2- * b j£ 7 £ tf ^ g S? / } T 
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Br-Q-o' 

^N^CN 

l-[5-^P^-3-(l 3 ^)-2-^ h v-7 x^/k] tV7 (550mg) x fi£m.D 

VZJ* (302mg) > i?*<?-/U7fr;UAT R(7mlK zfu^T-t b = h D (0.12ml) 

m izxmm umiafc-s-* (480m g ) &&i£j£,fi t Lttt (78%) 0 

'H-MRiCdCU) 5 (ppm) 

1. 35 (9H, s) , 2. 89 (4H, brs) , 3. 18 (4H, brs) , 3. 69 (2H, s) , 3. 88 (3H, s) , 6. 95 (1H, d, J=2 
.4Hz),7. 12 (1H, d, J=2. 4Hz). 

(^SfeM 1 1 : iUli) 
2- {4- [5- (2- :/ cz T ir -3-(f 3 ^ ?vt/) -2- ^ h dr iy ~? ^ fc°-< ^ vV } 
T± b- hy^K361mg) N 5,6-^ai h^r ^-4-^/^0-1^-3-^ y-f>- K—/l-T$ 
^(201mg) £ f/^/VA7 5 K(13ml) iC^fi? LM."e— Bfejfft* Lfc D v 5 ^ 9vl^ 

h y yv-^^-^/u^^ bi&ifl'fb L4&£J±,f| (372mg) <H#f;: (68%) „ 
'H-NMR (DMS0-d6) 6 (ppm) 

1. 29 (3H, t, J=7. OHz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. OHz) , 2. 71 (4H, brs) , 3. 06 (4H, br 
s) , 3. 83 (2H, s) , 3. 94 (3H, s) , 4. 1 1 (2H, q, J=7. OHz) , 4. 21 (2H, q, J=7. OHz) , 4. 79 (2H, s 
) , 5. 48 (2H, s) , 7. 34 (1H, s) , 7. 50 (1H, d, J=2. OHz) , 7. 59 (1H, d, J=2. OHz) , 9. 05 (lHbrs 
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),9. 27(lH,brs). 
MS:m/e(ESI)566. 3(MH+) 
<£E6IIHW 1 2 > 

l-[3-S3^f;W 5-((3R,4R)-3-t: Kp»^-4-^ h^y/-b°P ^ i?y-W;k)-4- 
^ h^j/-7a=;l/]-2-(5. Y^rl/-l-y jV^ru-\-^ % 7-1, 3-y>t: Kp-Y 



(X^l) (2R, 3R) -2, 3-S? bj£p *c<y-4- { [ (4-7 f/W7 ^ ~/w) y^jyy -t ^y] ^~ 
=3r'>}^^/W 4-7 fvU- 1 --^ ^ if 71^:7 ja-ifr — K 



(4tf, 5^-2, 2-v>7 9=vU-5-[ (4-7 f/1^7i-;l/) ^./P^^-rr^] Jr*-*/-l, 3-*?* 
=¥V7^-4— T/U 4-7^/l*~l-*<Vif ^/I^^ — 1^ (5.07g, lO.SmmoDOv" h 
7 t Fa V (50ml) -10%M^tK (50ml) 50 ^"C 7h. ^bfc c ^ 

h7b Kn7 7VlrW4U g^^5v^-ettffi^> brine -eSfc#b7t 0 ^1* 

(5. 14g)£r#fc„ bteZ>mm*1t-f ^<7>^i-/BVNfc 0 

l H-NMR(CDC13) 6 (ppm) 




OH 




0. 0 
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2. 45 (6H, s) , 3. 87-3. 93 (2H, m) , 4. 06 (4H, d, J=6. 0Hz) , 7.436 (4H, d, J=8. 0Hz) , 7. 78 (4H 
, d, J=8. 0Hz) . 

(X@ 2 ) l-{3-(M3^/l^)-5-r(3R,4R)-3. 4-^b Kndr->f 7 tr Kcr-lH-1- 




OH 

&#£CifcT\ l-[3-T 5 y-5-(K5 3 ^/>)-4-a« h=Sr^^^=^]-l-jL^ y is 
(2. 0g,9. Omraol), (2R, 3R)-2, t Kn 3f^-4-{ [ (4-^ f/P7 a: 7\;V7 * =. 

] ^" * i/ } 4- * ^ fV -1- ^< is if is s\ -y * — h 

(5. 14g) , Nal (0. 27g, 1. 8mmol) *? J: t>* NaHC03 (1. 9g) CO EtOH (40ml) MM^^t 48h. 
^M»ftLfc 0 EtOH^Mff©*^. 7KT^JBRUg^^^H?ttWLfc 0 Brine "Cgfe 

1:3 <DmmM£9 ^13^^(1. 32g, 48%) Srltfetettjfc^t Lt#fc 0 

l H-NMR(CDC13) 5 (ppm) 

1.41 (9H, s) , 2. 56 (3H, s) , 3. 04-3. 22 (2H, m) , 3. 59-3. 78 (5H, m) , 4. 23-4. 37 (2H, m) , 7. 
35 (1H, d, J=2. 0Hz), 7. 51 (1H, d, J=2. 0Hz). 
(X*13) l-{3-(^3^/W)-5-r(3R,4R)-3-b Kn^-/-4-(^ Y*c*s* h^ris) 

rf7fc Kp-iH-i-b°q y y**/? x-~M-\-^$ ; ^ 
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N^VOMOM 



OH 

l-{3-(^3 Zf^jU) -5- [(3R, 4R)-3,4-v ? fc Fn^^f h^fc Kn-iH-l-fcTn y 
h*ri/Z7^ — ^(l. 32 g ,4. 29mmol) (Di&it* T-lsls (10ml) ^ 
^ Kl x *?&Ti>^yyp^xf;k7 5y(2. 3ml, 13mn>ol) ^ 
5 M0MC1 (0. 49ml, 6. 5mmol) £?®T U mm.X* 10 ^^^fiT* 2. 5 B#^jf# Lfc D 

mm : ti-^^rf - >--|^g?^^/i^) KlT^M LtliBffr^ (496mg, 33%) 

10 'H-NMRCCDCIS) 5 (ppm) 

1. 39 (9H, s) , 2. 56 (3H, s) , 3. 24-3. 36 (2H, m) , 3. 46 (3H, s) , 3. 49-3. 62 (2H, m) , 3. 70 (3H 
, s) , 3. 99-4. 08 (1H, m) , 4. 26-4. 36 (1H, m) , 4. 68-4. 80 (2H, m) , 7. 34 (1H, d, J=2. 0Hz) , 7 
. 52 (1H, d, J=2. 0Hz) . 

(IS 4) l-{3-(ff 3:7^VU)-4-^ h=fr->-5-[~(3R,4R)-3-;< b$~>-4-(* h*zs 
15 * KP-lH-l-tfP i)/l/]7xs;H-l-x» / y 




o- 
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l-{3-(^3^/U)-5-[(3R,4R)-3-t Kn^-4-(^ h*^t b^)Th9l: K 

(496m g> 1. 41mmol) <D h/Pcn V(3ml)-50%NaOH 7K^^(3ml) ©SS^igflE^ fh7^ 
;V^;UZf*?-;VT A 7* a * K (227mg, 0. 704mmol) *3 i t>* 3 !7 <b ^ ^VV 

(0. 18ml, 2. 9mmol) Sr^mTil^Px 64 BfflMJtJ* l^fc. Rlfct^Vl'T 

£Tlt« UfiffB-ft:^ (397mg, 77%) «rftft£tf|Jtft|fe£ Ltffc. 
'H-NMRCCDCIS) 6 (ppm) 

1. 40 (9H, s) , 2. 56 (3H, s) , 3. 17-3. 26 (2H, m) , 3. 40 (3H, s) , 3. 42 (3H, s) , 3. 48-3. 60 (2H 
, m) , 3. 71 (3H, s) , 3. 90-3. 98 (1H, m) , 4. 22-4. 28 (1H, m) , 4. 67-4. 77 (2H, ra) , 7. 34 (1H, d 
, J=2. 0Hz) , 7. 52 (1H, d, J=2. 0Hz) . 

(XS5) 2-^P^-l-{3-(^3 7'f^)-4^ K3r^-5-f(3R.4R)-3-^ K=fr>> 



l-{3-(^3 -7?-jV)-4r* h=3ri/-5-[(3R,4R)-3-^ h=3rv'-4-(^ h 
ff7k Kn-iH-l-fcfn JJ /u] 7^— y ^ 

(397mg, 1. 09mmol) a^f f7"t Kp7 7 V(4ml)^?^^, tK^T h I) ifA'T $ >" 
(0. 46ml, 3. 3mmol):}oJ;D^3:7*5M^;^./l^;xiJ /V h P ^/^D ^^>7^7t 
h (0. 37ml, 1. 6mmol) £rjl[f ft?j§T U IrI^T* 20 # bfc D 31 N-^n 
•^^ ^ 5/ W 5 K (290mg, 1. 63mmol) IHfit* 15 Lfc„ Kj&ifcT^ 




o- 
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^(434mg, 90%) ^i^&jtW^ £ Lt#fc„ 
^-NMRCCDCIS) 5 (ppm) 

1. 41 (9H, s) , 3. 16-3. 27 (2H, m) , 3. 41 (3H, s) , 3. 43 (3H, s) , 3. 48-3. 60 (2H, ro) , 3. 72 (3H 
, s) , 3. 90-3. 97 (1H, m) , 4. 22-4. 30 (1H, m) , 4. 42 (2H, s) , 4. 69-4. 78 (2H, m) , 7. 37 (1H, d 
, J=2. OHz) , 7. 54 (1H, d, J=2. 0Hz) . 

mmm 1 2 : *»xg) 

5, 6-v 5 ^ h^t/-4-7/U^-n-1^3— i y <i Y—)VT % 1/ (211mg, 0. 887mmol) *3 J; 
XI 2-yn*-l-{3-(f 3/^)-4-^ mr^-5-[(3R,4R)-3-^ b^>-4-(^ 
is * h^v'Jf l>?t Kb -1H-1- tr n y ] 7 31 ~ }-i- ? / 
(434mg, 0. 977mmol) CD v 5 ^ ^*;^7 5: K (4ml)l8EttSrSfi"T? 17h. WtW Ufc e S 

JS**Tfc % ^$E2rMJE©*U ^i££rNAM S^y ^^f/v^jj vt-r ^77^ — 
(Jggfc : ftitai^w^ * / -/U) fc-C*M» LHfBte-3^£> MOM (543rag) £ 

#/c 0 3I#^£ S *^ciW^^ h y 7/V^-a@^^(3ml)-H20(3drops)fc^^b > M. 
T 4. 5h. Jfttfs Lfc„ ««ESr»JE«* b# btt/cfig/H^^^SO NAM is V * ?>V1£ 
fflV^jiLf^o ^'ffc^l-'^-y /U(20:i 10:i)^tii*|5^^jBE©*U 

(340mg, 57%) ^67^7 7* <fc L"C#fc. 
'H-NMR (DMS0-d6) 5 (ppm) 

1. 29 (3H, t, J=7. 2Hz), 1. 37 (9H, s), 1. 39 (3H, t, J=7. 2Hz), 2. 91-2. 99 (1H, ro), 3. 03-3. 
12 (1H, m) , 3. 30 (3H, s) , 3. 40-3. 58 (2H, m) , 3. 63 (3H, s) , 3. 71-3. 79 (1H, m) , 4. 10 (2H, q 
, J=7. 2Hz), 4. 10-4. 30 (3H, m), 4. 78 (2H, s) , 5. 25 (1H, brs), 5. 38-5. 60 (2H, m), 7. 30(1 
H, s) , 7. 33 (1H, s) , 7. 41 (1H, s) , 8. 99-9. 12 (1H, m) , 9. 20-9. 40 (1H, m) . 
MS:m/e(ESI)558. 3(MH+) 
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<MMffl 1 3 > 

)V\ -2- (5, 6-^01 Y5r*/-l--7 )Vfru-\-<< ^ 3-^t: Kn-^fy^y K-; U-2- 



0 

(IS 1 ) 1- {4- [5-^ P -3E--3- (H 3 ^ -2-* b * g -/Kl 7^/) -1- 



l-[5-^P*-3-(^3/f h^^x^l/] tVy^y (370ragK bV ^ 
W$y(0. 32ra)^Yb^^I/^(8ml)^^^, Tirfvt^ D y K (0. 10ml) £)1 

^-C^L^|E^^(338mg)^^fe^,t LT#fc (81%) 0 
X H-NMR(CDC13) 5 (ppm) 




F 



NH. HBr 
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1. 35 (9H, s) , 2. 14 (3H, s) , 2. 96-3. 06 (4H, m) , 3. 62 (2H, t, J=5. 0Hz) , 3. 78 (2H, brs) , 3. 
91 (3H, s) , 6. 93 (1H, d, J=2. 4Hz) ,7.13 (1H, d, J=2. 4Hz) . 

(X^2) l-C3-(4-T-fe^^h°^y^/)-5-(m3y^^)-4-p< h*r^7^~ 
;V\ -2--? u ^E-I-j. # y is 




1- {4- [5-^o-^-3- (^3 ^9=-/l-)-2-^ Y^is? x.—tX'l h°^<9i?S 
(338mgh 7=" h 7=^-* h 1> T7i— j S/^WJ* (l59mg) N Y V 

/Kl-^c h drv^fc^yu) ^ (324mg) s 7 j/flj-fe v-<7 A ( 306mg) Lfc v> 

^-=¥1?->'(9ml)^D^m«T95 c CT*3 «PWHt#Ufc. ittMLfcg, fftg 
a^^T?** Celite «ifiu *!R*«E«*Ufc. ?%m.*:*r h^t Kn79V 
7ml,H200.7ml ^^UOTC^*P^ N N-yp^E-^^^W 5 K 179mg^Dxfc 0 
5 Na2S03aq SrJD^. % H^^5vH?Jf&ffi U ttft***Tife$£«»JE»*B L 

fCT***! Vmmik&M (313mg) <fe LT#7t(NMR «fc § <t g-fltSjil 

(Hifi^i i 3 : mmnim 

^F^M^^tf l-[3-(4-7tf bVy ^/ ) -5- (f 3 /i,) -4-^ h^i/^x — 
/^^n^-l-x^; v (209mg OttrKJ&O 313mg ©— S&)K 5, 6-iAx ^ dr^- 4 - 
r7/l^u-Lff-3-^ y^T ^ KwW7 $ ^(73mg) f/I/*/^7 5 K(5ral) 

ffi f/^^A7 5 K«r»JBEe*« % ME*: NAM v" V 
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m&mftt LtzU, T± b~ h D/V-x^r^^^fbLiMI (83mg)& 

#yt (1- {4- [5-7*n*-3- m 3 y*=f- )\s)-2- * V i/y zn — ;V\ \f^y J }-l-^* 

J ^«fc X> 21%) 0 

'H-NMR (DMS0-d6) 6 (ppm) 

1. 29 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 2. 04 (3H, s) , 2. 93 (2H, brs) 

, 2. 99 (2H, brs) , 3. 65 (4H, brs) , 3. 96 (3H, s) , 4. 11 (2H, q, J=7. 0Hz) , 4. 21 (2H, q, J=7. 0 

Hz), 4. 79 (2H, s), 5. 47 (2H, s), 7. 34 (1H, s), 7. 49 (1H, sz), 7. 61 (1H, s),9. 05(lHbrs), 

9. 27 (1H, brs). 

MS : m/e (ESI) 569. 4 (MH+) 

<MMM 1 4 > 

1-{3t3K3^vW l-5-r4-(2-b Kp ^->-7-fe^^)-h°^7 i^y-W ;>1-4-^ 
^r^x- /U}-2-(5.6-^J. N=¥'>-7-^/U^-p-l-^ $ y-i.3-s?fc Kn^ y.^ 




0 0 

(xe l ) l- {4- [5-^ p ^e-3- cm 3 g^vv) -2-p< h ± isy 3i g 2 ^ > -2- 
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Br-Q-0' 

N-\ 

( > 

N V^0H 
0 

<?;VT^l/{0. 31ml) <D CH2C12 5ml tK^TT± Y^r'sTff-JV? P JJ K 

(0. 14ml)^An^ N SiUtl L 1 B#^^Lfc 0 ^7kT?Sffr#Jfc^ 
T?iH3 L^fe)ffiM±^ 2-{4-[5-^n-=e-3-(*3^/U)-2-^ h*^* 
=^]^7^ }-2-^-=5ry^^/l^ T-ferx— h£r#fc 0 ^©Wtl^^ * / — 
2.5ml jrtgfll L^Bfc* P !?A(l67mg)S:iPAfco 15 ^Tk^xf^I^ 

n-^-fr^-fiflftrn^vV) *C-CfltjauaHS^flfc285iiig*aiS«fifeflb £LT#7t 
(67%) . 

'H-NMRCCDCIS) S (ppm) 

1. 35 (9H, s) , 3. 05 (4H, t, J=4. 4Hz) , 3. 44 (2H, t, J=5. 2Hz) , 3. 84 (2H, brs) , 3. 90 (3H, s) 
, 4. 21 (2H, s) , 6. 93 (1H, d, J=2. 4Hz) , 7. 14 (1H, d, J=2. 4Hz) . 
(1362) 2-^p^-1-[3-(I3^)-5-(4-^D =t v ^ i? S )-4- * h 
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Cl28mg) , h y ^^■yu-d-rt h * v- tf = A-) X ^ (267mg) , 7 vit^i/V A 
(247mg) SrflBJa, L7t v^-^rlr V 8ml {CAP*. N2 T 90^ 3. 5 W&fSlMW bfc„ ^t&lC 

Ilfci^ iixf;i/t»fct7^ I^itiBU it*Bf*:iftffie*Ufc 0 THF 

6ml,H200.6ml (C&fi? b 0 T^^^Pf^N-^n^-* ^ S'W ^ K(l51mg) ^P £./c. 
5^^Na2S03aq Sr*q^ % g^^9vl^»fcH U L 

Mi-NMIKCDCIS) 8 (ppm) 

1. 40 (9H, s) , 3. 10 (4H, brs) , 3. 48 (2H, t, J=4. 8Hz) , 3. 88 (2H, brs) , 4. 00 (3H, s) , 4. 23 ( 
2H, s) , 4. 39 (2H, s) , 7. 50 (1H, d, J=2. 2Hz) , 7. 72 (1H, d, J=2. 2Hz) . 

(HJte« 1 4 : tra) 

l H-NMR (DMS0-D6) 6 (ppm) 

1. 29 (3H, t, J=7. GHz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. OHz) , 2. 98 (4H, brs) , 3. 57 (2H, br 
s) , 3. 70 (2H, brs) , 3. 96 (3H, s) , 4. 1 1 (2H, q, J=7. OHz) , 4. 12 (2H, s) , 4. 21 (2H, q, J=7. 0 
Hz) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 34 (1H, s) , 7. 49 (1H, d, J=2. OHz) , 7. 61 (1H, d, J=2. OH 
z) , 9. 05 (1H, brs) , 9. 27 (lH, brs) . 
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MS:m/e(ESI)585. 3(MH+) 

<mmmi 5 > 

(4- {3-% 3 -f^)V 5-[2-(5.6-v^ h=3rv--7-7/V^-P-l-Y g /-1,3-v^t: Kn- 

4 S JJ 1/ K^-/W2--Y ;V)-7tf;v]-2-^ a:— /u}-^<7 v ? :^-W;^ 

l)-f1:^3l5v^^^^;*^7V^;2 ifei 

f NH.HCI 



0 




COOEt 



Br 



N^COoEt 



'2' 



l-[5-^ , n^-3-(^3y^/i')-2-^ h^v-^i— yt-]fc°^7^^(750mg) N 

y A (411mg), ^J-tis •J'a^ET-teT'- h (0. 27ml) £rv^ 9vVtf;;l^T 5: K 

(4ml) ^ ^fi-C'l 0}t#bfc o @^^3vV-eEOfr*& 

tT»i L^lEltS^ (715mg) *mm&®Vzmk LTffc (75%) „ 
(Ig 2) =cf-J^ 2-{4-[5-(2-^'p ; &Tir^/V)-3-(^3 >^^^)-2-^ fdf-^cr: 
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N-\ 

^ > 

T—h (715rag), f M) 7i=;l-7t^7^ y^7^!?i (300mg), f. 
!J (l-=c y**/ T.Z-ris (625mg) % 7 5/ t? ^ ( 578mg) SrJ&fC 

Lfrz?*3rD->-a2mi) izim&.mmnffiT 90 tct* 3. 5 mmmw l£ 0 ssaucjg? l 

Kn (8ml), H20 (0.8ml) fcSM? L 0 < C{£^*Pf£. N-^n ^ $ K 

(339mg) <Sr*Px.fc D 5 rS-mt- Na2S03aq Sr;tHJ*.s @t®?^5vP-C»fiJ U l&fP^fek 

^^■D-^-mm^^) ^mmit-s-m (5i2m B ) $&tt&ttft4fe £ ux#fc 

(65%) „ 

'H-NMR^DCIS) 5 (ppm) 

1. 30 (3H, t, J=7. 2Hz) , 1. 39 (9H, s) , 2. 82 (4H, brs) , 3. 16 (4H, brs) , 3. 32 (2H, s) , 3. 97 ( 
3H, s) , 4. 22 (2H, q, J=7. 2Hz) , 4. 40 (2H, s) , 7. 53 (1H, d, J=2. 4Hz) , 7. 68 (1H, d, J=2. 4Hz 
). 

(MlfcM 1 5 : fti^Ig) 
Cfr?fel) ^^/V' 2-{4-[5-(2-^D^-Tir^-^)-3-(^3^^)-2-^ l^f^cc 
-/U] v'y }TiT-X— h (480mgK 5, 6- v 5 ^ h ^^-4-^/^0-1^3— f 

> /WT $ ^(251mg) £^ ^vVtfc/U^T 5 F (10ml) tCjgff |feJt# 
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f^77^- mm : tiRtx-f-A*-**;*- m \z.xHkUi,&&&M# (530m g ) 

t Vtz.'&^ wixSrit^^i^^-^— "r^-n-^-^-f-^X" tri turation b$ife<E>'f&ffc 
(513 mg) &#fc a £ ^ / — /V^fitCjgfi?^ 4 a^ttKHftSI^^^ (6ml) 

{b^»(511mg)*}a^6©fe* fc L-C#fc(71%) 0 

(*■& 2 ) 3 y ^VW 2- (4- {3- (0 3 y^/V) -5- [2- (5, 6—^ h * iS-l-VA** 

n-W § y-2, 3-^>-f Ko-lH-2-f y y K U ;0 7tf ;u]-2-^ h^v^cc 

(2.5ml)<h 4*JtttU»-^^f-^ (2.5ml)«rjllP*. N I£t'3 0|#Lf:, &f&j£ 
^ffB*^x x^y-;l/^X.SIIiLfc„ mt^^—T^X* trituration 

usig&sa&u n#}%}<Dm&m& (40mg) (86%) . 

l H-NMR (DMS0-d6) 5 (ppm) 

1. 25 (3H, t, J=7. 0Hz) , 1. 29 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 3. 02 
-3. 70 (10H, m), 3. 93 (3H, s) , 4. 11 (2H, q, J=7. 0Hz), 4. 18-4. 25 (4H, m), 4. 28 (1H, brs), 
4. 80 (2H, s) , 5. 54 (2H, s) , 7. 34 (1H, s) , 7. 50 (1H, s) , 7. 64 (1H, s) , 9. 08 (1H, brs) , 9. 37 
(1H, brs) . 

MS:m/e(ESI)613. 4(MH+) 

<mi&wi 6 > 

l-{3-^3 ^^4-^ b '>--5- [4- (2 ^ f^-$^-T-k^u)-fcT^7i^>-W/Vl- 
^ a: ^/V} -2- (5, 6-^Ji Fdri/-7-7/VtP-M $y-1.3-S?fc KP-^y^f^K 

—^-2-^ i)-^^y ^; -female jftjfejft 
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F 



o o- 



(It 1 ) 1- {4- [5-^ P ^E--3- m 3 Zf^-M -2-* h * £ =M ^ Z ^ Z 1 ~2~ 



2-[5-^Bt-3-(H3 ^^/V)-2-p« Y3c%s-7 fc°^ v 5 ;/ ( 850mgK 

(0.73ml) 12ml)^{C x tJO&T^ b 3^Tir?vl^ 

a y K(0. 28ml) Mx., ifiCHt 1 B#|iB|jt^bfc. ftgfe^^/^RJteSR*?**, 

n— ^U->-@fc@£^5vW m-C»« l4MBfc£* (730mg) «r9St«6«tA L"C#fc 

(70fc)„ 
^-NMlUCDClS) 6 (ppm) 

1. 35 (9H, s) , 3. 03 (4H, brs) , 3. 45 (3H, s) , 3. 67 (2H, brs) , 3. 79 (2H, brs) , 3. 91 (3H, s) , 
4. 15 (2H, s) , 6. 93 (1H, d, J=2. 4Hz) , 7. 13 (1H, d, J=2. 4Hz) . 
(IS 2 ) 2-^Pt-l-(3-(f37'f;U)-4^ f3r->-5-r4-(2-pt h3r'>Ti?5vW) 




0 
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0 



l-|4-[5-^n^-3-(l3/f;v)-2-^ h ^ri^ fc*-<7 } ~2-* 

-l-jz^y >-(730mgh 7=" h U 7i-^7t^7 -f y/^v'li'A ( 317mg), 

h U (1-^ h 3r iy (660mg) „ 7 y jt± is&J*. (61 lmg) *:ffiM, 

7^Cl2ml) x H20(lml)tr^L ortc^^s N-^n^E-^^v^W$ K (390mg) 
Srj&Pitfco 5min#^Na2S03aq gE^TVl^ttffi U ^fP^feKT'dfe^ 

n _^^-y->-g^g|ai^v)^-C3ftML^IB^%(597rag)^^fe»^ t ttf 

'H-NMR (CDC13) 6 (ppm) 

1. 40 (9H, s) , 3. 08 (4H, brs) , 3. 45 (3H, s) , 3. 70 (2H, brs) , 3. 82 (2H, brs) , 4. 00 (3H, s) , 
4. 16 <2H, s) , 4. 40 (2H, s) , 7. 50 (1H, d, J=2. 0Hz) , 7. 71 (1H, d, J=2. 0Hz) . 

(MlfoW 1 6 : ftiUlt) 
2-^n*-l- {3- (fHS^ff-M -4-^ J>dri/-5-[4-(2-^ h 3rv'Ti?7VV) 

^ (597mgPF|5E$^ip)), 5,6-v 5 ^ 
-\Jf-Z-H yjls K — /VT 5: X224mg) Srv 5 ^ f;l/3l>;UA7 5: K (12ml) U 
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:7^~/V] \?s<*7i?;}-2-* J 35%)„ 

^-NMR (DMS0-d6) S (ppm) 

1. 29 (3H, t, J=7. 0Hz), 1. 37 (9H, s), 1. 40 (3H, t, J=7. 0Hz), 2. 98 (4H, brs), 3. 29 (3H, s) 
, 3. 61 (2H, brs) , 3. 67 (2H, brs), 3. 96 (3H, s) , 4. 11 (2H, q, J=7. 0 Hz) , 4. 12 (2H, s) , 4. 21 
(2H, q, J=7. 0Hz) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 34 (1H, s) , 7. 50 ( 1H, d, 3=2. 0Hz) , 7. 61 ( 
1H, d, J=2. 0Hz) , 9. 03 (1H, brs) , 9. 28 ( 1H, brs) . 
MS:tn/e(ESI)599. 4(MH+) 
<M1&Ml 7> 

l-[3-^3-^?VU 5- ( (3S, 4S) -3-^ h=3r->-4-t: KPdr^-tfP V '✓V-l— f;U)-4- 
* h^i>"-^^^/>1-2-(5,6-^ h^->--7-^/^a-l-Y ^ y-1. 3-^fc Kp-Y 



CH 3 

(Igl) 1- {3- (m 3 :/?vl/) -5- [ (3S. 4S) -3-j: fc =3f y--4- ( ^ =fr * f 3r iX) 5^ 



H 3 C 



H 3 C 




PH 3 



OH 
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f7t KP-lH-l-b°P h^7a=M-l-Jj';^ 




• > 0M0M 



l-{3-(f3 -5- [ (3S, 4S) -3- fc Kc^ v--4- ( h 3r ^ h T Y 7 t K 

G-lH-l-fn y /l^]-4-^ h ^v-^^^/W-l-J-^ y ^ (830mg, 2. 36mmol) <D h/U 
^^(5ml)-50&NaOH;fc^^(5ral)<^-£^|&{^ X h 7/^-7^7*^7^^=!) 
J^^n 5: K(380mg, 1. 18nunol) joJUO* 3 I7fc-^ fVWO. 4ml, 5. Ommol) %M.ffi.X*Wk 
MX. 19 l$mjft# bfc„ $ btC 3 fr-fc^^MO. 2ral) 9 H^l^f, 3 !7fc 

^?vK0. 2ml) 60 H^Jf # LTto tK"C^^, g^^5vUT*ttfcH 

UMb-^to (650mg, 73%) Sr«fejSffe»tt4fc £ LT#fc. 
l H-NMR(CDC13) 6 (ppra) 

1. 22 (3H, t, J=7. 2Hz) ,1.41 (9H, s) , 2. 56 (3H, s) , 3. 15-3. 28 (2H, m) , 3. 40 (3H, s) , 3. 48 
-3. 65 (4H, m) , 3. 72 (3H, s) , 3. 99-4. 08 (1H, m) , 4. 21-4. 31 (1H, m) , 4. 68-4. 80 (2H, m) , 7 
. 34 (1H, d, J=2. 0Hz) , 7. 52 (1H, d, J=2. 0Hz) . 
(112) 2-:/P^-l-{3-(f|3:7*5VW)-5-[(3S,4S)-3-J. h^is-A-i* f^r^ 
h^r'»-r h7b Kn-lH-l-b'P !J/P]-4-y h^riS? c*~M-l-^* S ^ 
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l-{3-(f£3 ^/V)-5-[(3S,4S)-3-^ h^-4-(^ h^iX^ f^»7F7t Kp 
-lH-l-tTa \>3r*S'7 x-—M-\-^$ J i/(650mg, 1. 71mmol)©^ f7k 

Kn77^ (7ml) , Tk^T h y z^t^T % 1/ (0. 52ml, 3. 7mmol) *3 «fc 0<JB 3 ^ 

5 ?-A&* f-ZUis V >V hV Z7^^ru * $ >^;V'7^^.'— }> (0. 51ml, 2. 2mmol) Srffi 

(427mg, 2. 40mmol) SrAll XL, H^iS"? 25 &ffl$Vfc 0 RjfcfcTfc, tSf&SW**5 ± 

10 n-^dr-^^-^^i^U) »CTtt»LlSlBffr£4&(795iiig, 100%) Sr^MfeftJK* t L 

l H-NMR(CDC13) 6 (ppm) 

1. 22 (3H, t, J=7. 2Hz) , 1. 41 (9H, s) , 3. 12-3. 30 (2H, m) , 3. 40 (3H, s) , 3. 48-3. 65 (4H, m) 
, 3. 73 (3H, s),3. 99-4. 08 (1H, m) , 4. 18-4. 32 (1H, m) , 4. 42 (2H, s) , 4. 63-4. 81 (2H, m) , 7 
15 . 37 (1H, d, J=2. OHz) , 7. 54 (1H, d, J=2. OHz) . 

mmm 1 7 : mmniM) 

5, 6-5?=- h ^>>--4- 7/ v^- D -lH-2,—4 V <{ 1/ Y—>VT 5 f (95mg, 0. 40romol) *3 J; 0< 
2-yD^-l-{3-(^3^/V)-5-[(3S,4S)-3-^ h^:X-4-(^ f^)^ 
h 9 t K P -1H-1- f P y /V ]-4- ^ f^fi/7x-/V)-l-x^ ; >- 
20 (200rog, 0. 436mraol) <£• f;V*;VA7 $ K (3ml):^£^ifi-C 68h MW Lfc e S 
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m-.Bm^^-* 9 / —fv) vmm<k-&m<D mom #«#(235m g ) £#fc 0 

?l#Mt> *MfeJ»*S: h y 7^n@^SI(lml)-H20(ldrop)tJ:^L x M"C 1. 5h 
JJK^Lfco l^^«JEB*L,#b*tfcJ«»^*r»ift^/v(2ml) Cli?Ul#L 

(80mg,29%)^^feT^/l-7T^ solid £ UT#fc 0 
'H-NMR (DMS0-d6) S (ppm) 

1. 10 (3H, t, J=6. 8Hz) , 1. 29 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 2. 90 
-3. 12 (2H, ra) , 3. 28-3. 58 (4H, m) , 3. 63 (3H, s) , 3. 80-3. 89 (1H, m) , 4. 11 (2H, q, J=6. 8Hz 
) , 4. 12-4. 31 (3H, m) , 4. 79 (2H, s) , 5. 38-5. 57 (2H, m) , 7. 30 (1H, s) , 7. 34 (1H, s) , 7. 41 ( 
1H, s) , 8. 98-9. 10(lH,m),9. 20-9. 35(lH,ra). 
MS:m/e(ESI)572. 4(MH+) 
<M1$GM 1 8 > 

l-(3,5-y-f3/f^ 4-b Kp^v--^^c=/U)-2-(7-^ $y-2-^f;U-5, 7-3? 
t: Fp-^pp[3, 4-b] fc° U v> ^-6— T ;l/)-x^yy; jftgfejfe 




(ISD (6-^ gvj^-3- fc° j s^) ^ y — a> 




OH 

LAH(12.6g, 0. 33raol) CD&^-r h7 t Kn 7 9 ^ (500ml) 8S3«ftte: % tK^T^ ^Vl' 
6- * fAs nicotinate (50g, 0. 33raol) CD T f^fc (100ml) & 
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30rain. a>tft$>o< 9»TFU $ lh20min. MW Ufc 0 RfomT^WMX* 

$m&., *#TH20(25ml)&30min. 2>tt*?>o< »3rftTU & £>fc:MT* 30min. M 

^ju-q 3 mmw ufc„ *ii*r«jBETe* LarawbS-* (33. e g , 82%) & jt£jA*Mfe 

l H-NMR(CDC13) 5 (ppm) 

2. 55 (3H. s) . 4. 69 (2H. brs) . 7. 16 (1H. d. J=8. 4Hz) . 7. 61 (1H. dd. J=8. 4and2. 4Hz) . 8. 4 
6(1H. d. J=2. 4Hz). 



(6-^ ^7P-3- fc" y i^/P) ^ ^ y — (28. 4g, 0. 23mol) CDig-ffc;* ^ ^> (230ml) 
^ % tKJ'pT h y ^f-JVT 5 ^(96ml, 0. 69mol) %MtlZ>o o^V^TI^M-C mesyl t 
o y K(26.8ml,0. 35mol) & 20min. o < V) J®T 1?±# $ -li- 

ft 10h}f#Lfc o S^T*MT'?t^. ^^^^T?#f? LtSfd NaHC03 

ik&m&2. 2g) £r#7fc 0 r. t < &©Rfc»cfl§V*fc 0 

'H-NMR (CDC1 3) 6 (ppm) 

2. 56 (3H. s) . 4. 56 (2H. s) . 7. 16 (1H. d. J=8. 0Hz) . 7. 62 (1H. dd. J=8. 0and2. 4Hz) . 8. 49 ( 
1H. d. J=2. 4Hz) . 
(Ig3) (6-^ f;W3- b° y vvu) * ?-ji> T S£ K 




CI 
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5-(^ D P ^ 3 ^(12. 2g, 86. 2mraol) Ov?^ f/U$/U^7 $ K 

(I20ml)^^tr % *i£T NaN3 (1 1. 2g, 172ramol) ^xl^T* lh. fefcSffl 

baWB-ffrfrlfe (8. 9g, - fTS 26%) i tt#fc„ 

Ml-NMR (CDC13) 5 (ppm) 

2. 57 (3H. s) . 4. 34 (2H. s). 7. 19 (1H. d. J=8. 0Hz) . 7. 55 (1H. dd. J=8. 0and2. 4Hz) . 8. 45 ( 
1H. d. J=2. 4Hz) . 




No 

(6-;* 5v^~3-fc:° U V s /W) ^ f/l^Tv 1 K (8. 9g, 6.0mmol) *5 «fc XFBfc-v I'M 
(6. 5g,6.6mmol)©^'fb^^W^(90ml)^^^ v tK^T 30%igl£fb7kiff zK?g*£ 
(7. 5ml, 6. 6mmol) £r 5 #a»tf»T U M"C 16 ttMfttt b fc„ * 6> teakJ&T*!* 
W Vg?(3. 26g)*5 Jltf 30Xia&fl^S*$&?(3. 75ml) &_b!B£ i^glK;&P& N g 
fi-e 4h.}f#Lfc 0 S*«E»-flSMW*«^ (100ml) SriBitfc^. NaHC03 

= £A;*-wr H7.45g)fr#fc 0 *fc«*N2d 6»KfW»i-*w ifc< 3c OS/SKUA 
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5-(7^ 5vl^)-2-^ ^vl'-l-fcT y v 5 - f? J** W h (7. 08g, 43. 2mmol) <D^t 
(80ml) hV * T-Asis J> frlsT^- F (6. 4ml, 48mmol) *5 J; t^i? 
^-HVij)V^ %)V ? a y K (4. 2ml, 46mmol) &WI}fe!JH *U tPatS.*? 23 P$M£Kf$ bfc 0 
^^TSriit'lM, ftJBimW**SSc(80nil)SrJp*. 10 #jt#Lfc 0 RjfilRSr 

;V) ^ -crass! \jnmc&m (5. 79 g , 2 trs 56%) a&tttt t L-c#fc. 

^-NMRCCDCIS) 8 (ppm) 

2. 62 (3H. s) . 4. 63 (2H. s) . 7. 41 (1H. d. J=8. OHz) . 7. 76 (1H. d. J=8. OHz) . 
COS 5) 2-^ ^vU-5H- t:°P P [3. 4-b] fc° y v^-7-T § V 

M N 

3-(7^ Kt< f-A*)-*-* =}-;V-2-\?V v^^/V^?— h y >M5. 79g, 33. 4mmol) <D*r Y 

(llg, 42mmol) -gri&Bxu 22 9&fflffiW Lfc 0 f&SE£r»EE©* U MSrv' y # 

^/l^ 7A^ovh^77^- b f-c Sfclfc^ fvW,* ^ y — /W29%T ^^E- 
T7k(40 : 10: l)«ftfiaJSr»jSE»* U ^/U-n-^^rf-^T?^ Ugfegfr©^ 

fE^w (i. 65 g , 34%) &#fc 0 $ b ^ ffifrmm&t&mmix x^mmt^m (o. 49 g ) 

^-NMR (DMS0-d6) 5 (ppm) 

2. 55 (3H. s) . 4. 39 (2H. s) . 6. 27 (brs) . 7. 23 (1H. d. J=8. OHz) . 7. 84 (1H. d. J=8. OHz) . 

mMW 1 8 : ti^Xi) 
2-^ 7VW5H-t? P p [3, 4-b] fc° y 1/-1-7 X 5g, lOramol) 07h7kKn7 
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7>{30ml)mnz.* vkifoT 60%7kmfc~r h V *A(0.45g, llmrool)£#o< VMx. 
30 ftm.W\sf£ 0 £ bK, 2-^o*-l-[3 > 5-^(f3/f;U)-4-t Funis'? 
jV\-\-3L$ / ^(4. Og, 12mmol) £rAg;tMT* 2h. Lfc- * / - 

fc&mco *&mi£-& EtoH \zmm& 4 m^mm-mm^^ (20ml) -e^s Lfc 

/u*; i tfni— 7vu-cHi#:i5k#^$fc$i b 1 mt&m (2. 45 g , 56%) Sr^ftfeT^/v^ T 

L H-NMR (DMS0-d6) 5 (ppm) 

1.41(18H. s). 2. 67 (3H. s).4. 84(2H. s). 5. 63 (2H. s). 7. 70(1H. d. J=8. 0Hz). 7. 78(2H. 
s) . 8. 08 (1H. brs) . 8. 16 (1H. d. J=8. 0Hz) . 9. 63 (1H. brs) . 9. 94 (1H. brs) . 
MS *- m/e (ESI) 394. 1 (MH+) 
15 <MMMl 9 > 

l-(3, 5-i?-H 3 -ff-jV 4- Kg 3r ->-:7 31 — M~2- (3-jc =fr '>-7-^ ^ 7 - 2t 4- 
S?* gvWj, 7-S?fc Kn-fP p [3, 4-b] v^-6-^ /^)-^ y ^;l&m& 




(Iil) (5-j: h 3^-4, 6-^7 9v^-3-fc° U *Jfls) ; ~/U 
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60%NaH (0. 42g, 10. 5mmol) <0 i?* *f-;Vfc?VJ*T % h'(10ml)J@Mg?j£fc: % tK?£T 4-7*;*- 
dfv'tflJ K^rv-^t: Kp^dU K (0. 99g, 5. 2tnmol) <D ~J * J- )Vfo ;V J* T % K 

(0. 44ml, 5. 5mmol) ^ITL 17 Lfc D KJ&lfcTSrSIWeaSSU ¥^fdfi 

<t-^#f (0. 415g, 44%) 
l H-NMR(CDC13) 5 (ppm) 

1. 46 (3H. t. J=7. 2Hz) . 2. 35 (3H. s) . 2. 63 (3H. s) . 3. 89 (2H. q. J=7. 2Hz) . 4. 75 (2H. s) . 8 
.36(1H. s). 

(Ill 2) (5- JL h dr '>-4, 6- b° y ggAO T i? K 




(5-^ h ^riX-4, 6-v 5 ^ f-;W3-f y ^/U) A:* / *-/K0. 415g, 2. 29mmol) <D h/I^t 
>■ (5ml) ff&K:M~?£?:7 en — /U^ 7 * V JUT K (0. 59ml, 2. 7mmol) jo i 
1,8-S^rif fcff^ n [5, 4, 0] !7 V^-7-fe >- (0. 41ml, 2. 7mmol) ZMftiMTL 16h. 
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«Mfr£4fc (447rog, 95%) ^rMfeJft^ t tt#fc„ 
^-NMRCCDCIS) 5 (ppm) 

45 (3H. t. J=7. 2Hz) . 2. 31 (3H. s) . 2. 54 (3H. s) . 3. 87 (3H. q. J=7. 2Hz) . 8. 14 (1H. s) 
(Ig 3 ) 3-(7v i ^/U)-5-J- h 6-v^ ?yW2-tT 9 b ij 




h df^-4, fvU-3-fc* i> v^U) ^ ^M447mg, 2. 17mmol) <Di&ik* f- Isls 
(5ml)J8SftH: % t(C^T 75%p< ^ B aig^S#^(600mg, 2. 60ramol) ^Jn^Hfc:^ 

&N-oxide(637mg)&#fc 0 4^fc-£-%{±£ k 1 &L<D&.J&\cm 

N-Oxide (333mg, 1. 5mmol) ©7t h =■ N V tV (6ml) $&WzMM.X* h 9 * ^)V-y }) jU 
is T — K (0. 30ml, 2. 2mmol) 3o J: 0? v? ^ f - ;V % /U x<$ 5 lV ^ n U K 
(0. 21ml, 2. 3mmol) Srlli^AP^. IBIfiT? 115 B#|iajf Lfc„ SJ&**T 

(64mg, 18%) £r#fc 0 
'H-NMRCCDCIS) 5 (ppm) 

47 (3H. t. J=7. 2Hz) . 2. 36 (3H. s) . 2. 54 (3H. s) . 3. 92 (2H. q. J=7. 2Hz) . 4. 59 (2H. s) 



217 



WO 02/085855 PCT/JP02/03961 

<Ig4) h 4-v*;* ^/W5H-fc°P P [3, 4-b] fcf 3? v^-7-T S > 




(113mg, 0. 489ramol) ©T" Kn7 7 V(3ml)-H20(0. 15ral)^^^{C7k?^T h 

]) ~7 =c—>Vi$s*. -7 4 1/ (170mg, 0. 648imnol) ^Ux, ^M"? 2. 5 f&mHtW bfc 0 *g$t 

* / — /U-29%NH3aq. ) tTfl LSHBffr&W (69mg, 69%) <lrj£fe@# t U#fc. 
^-NMR (DMS0-d6) 6 (ppm) 

35 (3H. t. J=7. 2Hz) . 2. 26 (3H. s) . 2. 46 (3H. s) . 3. 85 (2H. q. J=7. 2Hz) . 4. 33 (2H. s) 

Gftffiftf 1 9 : t^Ig) 
3-3i h *cl/-2, 4-i?y ^/V— 5H- ^ P P [3, 4-b] t° ]) i?lS-7-T 5 ^ (69mg, 0. 34mmol) 

<o=r V 7 t K o 7 7 > (3ml) » ^ tKJ^T 60% 7k §?Hfc h y !7 a 

(I5m g> 0. 38mmol)^P^(^ig.-C 10 $MJ|#Lfc. Sfefcjjc^T 2-^P^-l-[3, 5- 
v ? (l3 7'f/l')-4-t Ka*v'7i^l']-1-X!i'y ^(135mg, 0. 41ramol) &ftUx.m 
MX' 2 mmmn Lfc, U Mfiri^y *W7A^v 

7 ^ - : i&fb^ ^ V ^-y * y -/K30 : 1) -3%H^) ct 9 *»» bfc. 

* / — /l^ i 0 fiUkfe U g toft^ (52rog, 32%) 
^i-NMR (DMS0-d6) 5 (ppm) 

1. 40 (3H. t. J=7. 2Hz). 1. 42(18H. s). 2. 32 (3H. s). 2. 58 (3H. s). 3. 99 (2H. t. J=7. 2Hz). 
4. 81 (2H. s) . 5. 52 (2H. s) . 7. 76 (2H. s) . 8. 07 (1H. s) . 9. 37 (1H. brs) . 9. 84 ( 1H. brs) 
MS : m/e (ESI) 452. 2 (MH+) 
< MMffl 2 0 > 
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2-[2-(3. 5-i?-m 3 Zf^/U 4-b Kn^'>-7 ^^M-2-^y-^^-6-^- 

MM 




0 




4-(TS? ^^)-5— >T 7 -2-^ h dr-y-O'y -f 5/ ^ K (0. 7g, 2. 85mmol) 

& , 7l-7tKn77^ (15ml) i£^fi?U, t^T MJ xf ;>7 5 y 
(0. 48ml, 3. 42mraol) N ? n ^=¥^x^vU(b. 3ml, 3. 14mmol) ^Mx.tL„ 7fC^T"C 10 

^^7k30ml ^HXL, il^c?vW20ralX3)-T?fttjfflU ^-frfc^Jg ^fP^lg 
7k(30ml)Ti5fcV\ «S7jciSt^^^^AT'^^JE-C^*MLfc„ 

(0. 68g) (i w (D £ * & O SiS V n fn 0 
•H-NMRCCDCIS) 5 (ppm) 

1. 56 (3H, t, J=7. 3Hz) , 4. 34 (2H, q, J=7. 3Hz) , 4. 68 (2H, s) , 7. 14 (1H, s) , 8. 55 (1H, s) 
(IS 2) 3-T 5 J -6-^- h ^r^-lH-5-^ V ^ ^ K~/^/l^^^'>T $ K 
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0 N 




4-(7i? K * ^-/t^)-2-^ h dp- i/-5-(i-oi^^/u) ^< yX7 5 K^/t-— K 
(0. 68g, 2. 8mmol) S:rf7tKn77^ 20ml -yfc 1ml fc^M U ^2&M#Tn 1- V 
7 au=-}\si£7.-7 4 >>(l. 12g,4. 3mmol) &Mz.tc 0 23 B#Fs1itj$ Lfc^ Mff 

460mg, 74. 9%) £r#fc„ 
OKlftfl 2 0 : ftSIIg) 

'H-NMR (DMSO-d6) 5 (ppm) 

1. 40(18H, s) , 1. 41 (3H, t, J=7. 5Hz) , 4. 84 (2H, s), 5. 48 (2H, s) , 7. 54 (1H, s), 7. 69 (1H, 
brs) 7. 77 (2H, s) , 8. 07 (1H, s) , 8. 63 (1H, s) , 9. 15 (1H, brs) , 9. 82 (1H, brs) 
MS : m/e (ESI) 466. 1 (MH+) 
<^M^2. 1 > 

2-C2- (8-m 3 ^ /t 4-^^^-3,4-v^b Kg -2H-^^y [1, 4] ^-6- J 

M -2-$-*c y-^?-;U~\-6-3L ^ ^ ->-3 — f 5 / -2, 3-i ^ b Fo -1H-- f y -T ^ jfWU 



(IS 1 ) l-[3-(l3^)-4-(^ h^r'»-5-- KD7x^V]-l-xj» 
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N0 2 



^i? / ^ (58. 6g, 247mmol) <£>^ h "7 t (350ml) JWRjCiM" V^o fcf/Ujx. 

*5-}VT % ^ (65ml, 373mmol) 4: AD X. fc ^ , „ ^cp^^/I^^/U^ — t=-/V 

(24. 5ml, 322mmol) £r?®T Lfc 0 30 Lfc^, tK tK (250ml ) SrJlli, 

1H-NMR(CDC13) 6 (ppm) 

1. 42 (9H, s) , 2. 59 (3H, s) , 8. 08 (1H, d, J=2. 0Hz) , 8. 45 (1H, d, J=2. 0Hz) , 11. 25 (1H, s) 

(IS 2 ) l-r3-T5:y-5-(^3^^)-4-(y F»^)7»^H-x^ 
J 1/ 



MT,l-[3-(^3^/l-)-4-(^ Y**S* h*i/)-5-= h D y 
>-(69. 4g, 247ramol) <Z> h/l^r.>( 280ml )^W\^s ^7K (50%) © ion*;*? i?V J*ffi.% 
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( (54. Og, IfcS^ 87. 1%) fe&Ji&ttttlM LT#fc 0 
1H-NMR(CDC13) 6 (ppm) 

1. 35 (9H, s) , 2. 46 (3H, s) , 3. 57 (3H, s) , 5. 01 (2H, s) , 5. 13 (2H, s) , 7. 14 (Ih, d, J=2. 0Hz 
) , 7. 27 (1H, d, J=2. 0Hz) 

hT5 K 




7fC^T-e^^#ffl^T>l-[3-T5;y-5-(B3^ > ^l')-4-(^ b^-ft h3r^):7 ; 

^(53.9g,215mmol)£D7 1 h 9 fc 79 ^(270ml)flS?Rfc s hJJ - 
$ ^ (60ml, 430mmol) 8«;&n;i;fc8K»fb:r-fe9vl'(23iiil, 323mmol) ?:lTLfc 

IWC 10 $MJfc# LfcSL SOTT 30 $MJH* Ufc„ SSJSESrjftEET^S* u Mt. 

15^% ((56. 2g, UK* 89. 354) frttttdtHR* £ LT#fc„ 
(IS 4 )Nl-f 5-7 1 f (« 3 ^f/V) -2- b KP»^7x=^l7t H 
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MmWm^TX'Tk'&T, Nl-[5-T-*r?Vl'-3-(ij|3:/5vW-2-(^ h*is) 
•7 T± hT^ K (56. 2g, 192mmol) £ 3 S^fr*" h U »7 (43. lg, 288mmol) tf) 

f F7t Kn?^ (300ml) WffiK^ # u D by> f;VV7 V (36. 5ml, 288mmol) 

!> (400ml)-* (300ml) gJt£3R«r&V^ 0 ■Hfcrt^'A't? 2 

f^n .^^J:5M*U flI1Bft&to((l M 30.5g,2 3. 55g, Jfc^ 

71. 3%) *■ B£tHfftft <k LT#fc„ 
1H-NMR(CDC13) 5 (ppm) 

1. 39 (9H, s) , 2. 13 (3H, s), 2. 49 (3H, s) , 7. 66 (1H, d, J=2. 0Hz), 7. 68 (1H, d, J=2. 0Hz), 1 
0. 04(1H, s), 10. 24(1H, s) 
(II 5 ) l-[4-T-fe9vV-8- (f£ 3 ^gvj^ -3, 4—^ fc K a -2H-1, 4^<^Xj^g^ 

^-6->r^]-i-^^y > 
0 

^^#ffi^TxNl-[5-T-fe5vW3-(f!3:^vl')-2-fc Kn^-f^ics^T* hT 
5 K(34. Og, 137ramol) f;V*;^7 5 K (280ml) fcm# V t? A 

(113g,818ramolK 1, 2- i?zf* ^ V (64. lg, 341mmol) < t?X.fcO 70°C-t? 

17 R#|^i£# Lfc„ #ifcS:«jETfce* U Mfc***?-/!'***.* *(3 0) % 

*i-5^i(ril5 N HfBfc-g* ( (36. 9g, UK* 98. 1*) i: LT#fc„ ^ 

©toft, ftsM~tz> ^tte< &z<D&m\^m^tz u 
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1H-NMR(CDC13) 8 (ppm) 

1. 36 (9H, s) , 2. 26 (3H, s) , 2. 50 (3H, s) , 3. 88 (2H, t, J=4. 8Hz) , 4. 42 (2H, t, J=4. 8Hz) , 7 
. 63 (1H, s),8. 05(lH } s) 
(X^6) l-[8-(» 3 ^^^)-3.4-^fc KP-2H-l,4--<VX^-drf-v?V-6-Y 



0 H 

^^#ffl^T> l-[4-T-fe^-/W-8-(JB 3 4-i>t K P-2H-1, 4-^^X^-^r 

1hi^>--6-yl]-l-^^y V(36. 8g, 134mmol) <£>^ ^ J — /W360nl)*&»nc, 6 
Mfcj- hVV (180ml, 900mmol) SrfllfcfcSU 70<CT- 40 Ufc 0 ^ 

aiiBft;^* ( (30. 6g, ft* 98. 1%) iuefc£gr A £ 

1H-NMR(CDC13) 5 (ppm) 

1. 33 (9H, s) , 2. 43 (3H, s) , 3. 32 (2H, t, J=4. 4Hz) , 4. 19 (2H, t, J=4. 4Hz) , 5. 94 (1H, s) , 7 
. 08 (1H, d, J=2. OHz) , 7. 10 (1H, d, J=2. OHz) 
(Ifi 7 ) l-[8-(fl 3 ^/V-3, 4-^h RP-2H-1, 

-6-^/^]-i-jc^y >- 



H^Ts l-[8-(»3 ^^-/W-3,4-i?t Ko-2H-l,4-^yXt#t^^ 





0 
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S V (3.73g, 16. Oraraol) ©v?^ ^vMvW^T 5 K(35ml)»jK^ N ^ 
V (2. 43g, 17. 6ramol)#.T>\ ^fb^ ^vWl. 3ml, 20. 9mmol) ^riP^L, 

* Lfc„ f V % ?JV? xx-^Yif^y 4 (ffakogel-C200, 60g) fc# U 2XIH& 

cn^/w b /wn >-tf>iifs# £ tp, ^IB-ffc^ ( (2. 6lg, Jlx^ 66. 0%) £r liiUfc-fe^iH <b L 

1H-NMR(CDC13) 5 (ppm) 

1. 33 (9H, s) , 2. 49 (3H, s) , 2. 89 (3H, s) , 3. 29 (2H, t, J=4. 4Hz) , 4. 31 (2H, t, J=4. 4Hz), 7 
. 13 (1H, d, J=2. 0Hz) , 7. 24 (1H, d, J=2. 0Hz) 
(X^8) 2-^P^e-l-[8-(^3 ^^)-4-^ fvW3f KP-2H-1. 



^#ffl^Ts l-C8-(0 3 y^-/U)-4-^ 4-v> t KH-2H-1, HVXt^rt 

i^>--6-yl]-l-^i?y >-(2.61g, 10. 6mmol) t Hftftr h7-n-yf/V7^=!)A 
(6. 62g, 13. 7mmol) IfiTt 3. 5 WMlfllft UfcflL HH-ffc-n-T/^VT 

= £ A (1. 02g, 2. 12mrool) SriHI x. £ 6> 45 ^BB«t# bfc„ »li«r«flET 

BMS:^ V # P h ^7 7 (Wakogel-C200, 80g) U^^rl^" F 

>- (l: 3) J; "9 % mUfc&yo ( (977rag, 28. 4%) £ WBfcfeMfgi <t LT#fc 0 

1H-NMR (CDC 13) 6 (ppra) 
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1. 33 (9H, s) , 2. 90 (3H, s) , 3. 30 (2H, t, J=4. 4Hz) , 4. 33 (2H, t, J=4. 4Hz) , 4. 83 (2H, s) , 7 
. 18 (1H, d, J=2. 0Hz) , 7. 28 (1H, d, J=2. 0Hz) 

cmmm 2 1 : mnTM) 

^^#k^,t. 3-r 5 y -6-^ h v--ih-5->t y-r ^ k— /w*/v^^t s: k 

(I3mg,0.056mmol) i 2-^ n t-l-[8-(I 3 ^)-4-^ f ^-3,4-^ t Kn 
-2H-1, 4-^>'X;fr3r1^>'-6-yl]-l-^ ^ J >-(22mg, 0. 067mramol) (^v 5 ^ ^TUsfc/U 
A7$K(lnl)**ts BOtTC 19 B#|iaj£# bfc 0 iIlr»ETi^iU 8fc«E*r 

lH-NMR(DMS0-d6) 5 (ppra) 

1. 37 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 84 (3H, d, J=4. 4Hz) , 2. 92 (3H, s) , 3. 33 (2H, t, J= 
4. 4Hz) , 4. 31 (2H, q, J=7. 2Hz) , 4. 36 (2H, t, J=4. 4Hz) , 4. 85 (2H, s) , 5. 47 (2H, s) , 7. 18 ( 
1H, d, J=2. 0Hz) , 7. 30 (1H, d, J=2. 0Hz) , 7. 55 (1H, s) , 8. 21 (1H, q, J=4, 4Hz) , 8. 57 (1H, s 
),9. 18 (1H, s),9. 83 (1H, s) 
<H*f&0!l2 2> 

6- [2- (3, 5-^-11 3 Zf=f-)V 4- Kp^t $^-7 ^ =/V) -2-^-^ y- j. ^yi/] -g-j. h df- 
¥zlzd ^ZdL 7-S?fc Rp-SH-bTg p [3,4-b] Q -^>-2-^7/U^>^^ f;U7 5 
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C0 2 H 



2-^nJE-5-tr=i V ^(100g, 0. 291mol) £r?K 1000ml K^fifU Aliquat336 (2ml) £• 
Mx-, UOXMWT. j&^lstf^m* 3 t? A (251g,0. 797mol)&4> Lfol^3 

0^■^^tT^)D^TV^ofc 0 &fefc:ill#KIJ*#Lfc#K Rjt&as4r#*£-fm-fe9-f 
h^iflU *T?j5fei*U ^JSSri*ffT-t?«&¥^oMfc*S*'X?*ttL.fc. 48% 

JMb**&Gti 300ml) fcfln*., WW LT* 5iiU 7K"C*^«ftjftL: 

IBflS-fr* ( Sftfeft 52g, 44%) &#fc 0 

'H-NMRCCDCIS) 5 (ppm) 

7. 64 (1H, d, J=8. 0Hz) , 8. 08 (1H, d, J=8. 0Hz) , 9. 03 (1H, s) 

(Ig2) i!o--f g ^e-3- fc° U ^ ^ J 




6-^ > C3-^-^=i^>'^(65. 7g, 0. 325mol) Sr^ h5t Fa 7 =7 V( 1600ml) U 



ft. fti T h U xf /k7 5 > (54ml, 0. 39mol) , ? n /U ef 



(32. 6ml, 0. 341mol)^Jn^.fc 0 20 #IW*#TT?*#bfcf^iB^ffl LT*fc& 

»7-^#o^-f K7-f K(18. 4g, 0. 488rool) <£>tM£^ (211ml) £r 30 ^P^tt TdJ> 
oi&TLfc 0 ^ JzitK^T-C, 1 20 frffiMW Lfc^, * 800ml M x., 
^5vW600ral X 2) -ejfctti U * *>*fc5fir«IW Srl&?Wfe&7k (300ml) ~egfe# N «tK^ 

!7 At?*fejRSl,«EET-C»SIESre* bgHB-fb^ (45. 5g, 74. 5%) fcfcfc. 
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I IHJyR(CDC13) 5 (ppm) 

4. 70 (2H, s) , 7. 46 (1H, d, J=8. OHz) , 7. 59 (1H, d, J=8. OHz) , 8. 34 (1H, brs) 

(Iig3) ^-3-b° V * ^iV [1-(3S 3 1-^-7^— ;v*/V 




OTBDPS 

(500ml) fc^fl? L N IIS#T, »3^f^^7a=/>i'P/l'^niJ K 
(69ml, 0. 266mol) % W 5 iPV— /V(18g, 0. 264mol) &2inxfc 0 ^ifiT* 17 B$|R]#H$ L 
fcflK 7K 500ral $r^D^: N v 5 ^^^— 7^/1^(500011 X 2) -Cttffix ^t^fcWffii® £ 

ttft^ifcjc (5oomi) -vwts m*.mm-?y*i"?j»x~tfcm'&, mmrxmm^m^ 

i^X^m Vmmit&m (S&JtfiS'ns^ 76. 9g74. 3%) &#/c 0 
Hl-NMUCDCIS) 5 (ppra) 

1. 08 (9H, s) , 4. 71 (2H, s) , 7. 34-7. 47 (6H, m) , 7. 52 (1H, d, J=8. OHz) , 
7. 65 (4H, d, J=8. OHz) , 7. 71 (1H, d, J=8. OHz) , 8. 29 (1H, s) 
(114) 5-(|[l-{j3 -?±M zL 1-2. Z S 9 M ^ fvV) -2- b° y 



228 



WO 02/085855 



PCT/JP02/03961 




OTBDPS 



/Wll9g, 0. 279mol)£r^ b7 k K p :7 7 V (1400ml) 5^8? U ^Otf^^T. n- 
y^H) ^-^^(1. 5M n-^=3ri^^^ 195ml, 0. 293mol) §r 30 &frtfXffiT bfc D 
£ -70'CT" 40 ftmWfc Lfc^s N-^/l^^^^^d- y ^(56. 1ml, 0. 558mol) 

^KiAtlx. 90 #MJJR# LfcflU *&5ftUfcter £ (700ml) Jn^> 
il*f#aifc. @ti|ai^K600mlX2)-ettmU £-*>*fctf8UB«ri&?Wfeifc 
zk (500ml) -CSfci#\ HtBET^flEfcf?* Lfc. A 

ft© USIfBfb-g^ (59. 5g, 57%) =Sr#fc„ 
4HNMR(CDC13) 6 (ppm) 

1. 08 (9H, s) , 4. 85 <2H, s) , 7. 33-7. 78 (10H, m) , 7. 83 (1H, d, J=8. 0Hz) , 
7. 94 (1H, d, J=8. 0Hz) , 8. 72 (1H, s) , 10. 07 (1H, s) 
(Jim.5) 5- ( { [ 1- m 3 :/3vW -1 . 1- 2 Z a — ± ^ ^ ^] ^" ^ '>} * gv^) -2- y 



5-({[l-(^3^/V)-l, 1-S?7ai=. /Vv-y/V]^-^rv'}^^/W')-2-l:' , y 

(59. 5g, 0. 158mol) £ J —A- (1050ml), 7k (210ml) KtMR U 



C0 2 H^/N 




OTBDPS 
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H W T NaH2P04-2H20(246g, 1. 58raol),2- * f- ;V -2- ~f T ^ 
(201ml, 1. 90mol), NaC102 (143g, 1. 58mol) SrlH^X., ^(OW^Wl^ 80 #^411$ L 
tz. e a&^U-* (600ml) ^*Px. N i^cnfvU-r h 9 k Ko7 9^0 1 = 1 
(500mlX3)T*ttm^ ^fc^fc^HWB&l&SfMdft* (500ml) T'gfe^ *S7kl*I&^* 
ix^T^M, *JEET-e»SSC^e* *IB^» (53. 5g) *r#fc. 

'H-NMIUCDCIS) § (ppm) 

1. 07 (9H, s) , 4. 85 (2H, s) , 7. 33-7. 78 (10H, m) , 7. 88 (1H, d, J=8. 0Hz) , 
8. 18 (1H, d, J=8. 0Hz) , 8. 55 (1H, s) 
(Ig6) N2-p* ^/US-({[l-(m3 l-^7as^> V flA Hr**Si * *f~ 



0 




5- ( { [ l- (M 3 :/ 9vv) -l, l-s? -7 *-~>v*s V /u] ^-dp i,} ^ f-fr) _ 2 - b' V 

dp y v 2 Ti/y K (48. 3g, 0. 123mol) try 1 h 7 fc Kn77^ (615ml) U 
zk # T , h!Jxf;l,7^ (20. 6ml, 0. 148mol), ? n/W^ixf ^ 
(12. 9ml, 0. 135mol)^nx7c 0 Tk^T. 15 #|B8M* bfc^ N 10%p< f;UJ 5 iok^ 

ft (100ml) trjbH*.* £ 6> f-Tk^-C 15 bfc„ ISfp^* (400ml) ft 

77^- c«j% : v 5 ^ o d ^ * * y — /u) (6 feat* 

31. 9g,64.2%)£#fc 0 
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1 H-NMR(CDC13) S (ppro) 

1. 08 (9H, s) , 3. 03 (3H, d, J=4. 0Hz) , 4. 80 (2H, s) , 7. 33-7. 49 (6H, in) , 7. 65 (4H, d, 8. 0Hz 
) 7. 77 (1H, d, J=8. 0Hz) , 7. 99 (1H, brs) , 8. 15 (1H, d, J=8. 0Hz) , 8. 27 (1H, s) 
(IS 7) N2-p< ({ f 1- m 3 t±M ZL 1-^7 jj a-df-j/} ^ 




OTBDPS 

N2-7< f/W5- ( { [1- (M 3 ^7U) -1, l-i^7x V M * 5v» -2- fc° U 

S?y#^i/7 5 K(31. 9g, 78. 9mmol) h 7 t Kn 7 9 X526ral) t^fi? U 
-78 < CH^T> n-zff-/V !Jf!?A (1. 5M n-^Srlr 132ml, 198mmol) & 20 £fs1 

10 ^^TJiTLfCo -78^-^ 56ftfflffiWLtz'&, B (OMe) 3 (35, 4ml, 316nmiol) ^Px., 

\0&fflfflfrV1t'&, £ fe O^T* 20 ^ITO^ Ufc 0 30Kiiit'fb**7k(70inl) > 27% 
T^^T7k> ^T^-^A(28.3g)©®^^^7k^m#TT*An^, ^Of 

^m^/K250mlX2)-ettt±i, ^fc>-frfc*^e*l&fP^4l7K (300ml) "eftHK MtR^ 

15 tv^v/!)AT«^ ^ffT"C*^iE^W*Lfc 0 lSSri/y*^>*7^^ 

£f£i!l 17. 4g52. 5%) «r#fc. 
'H-NMR (CDC1 3) 5 (ppm) 

1. 09 (9H, s) , 3. 02 (3H, d, J=4. 0Hz) , 4. 75 (2H, s) , 7. 31 (1H, brs) , 7. 35-7. 74 (10H, m) 
20 7. 96 (1H, brs) , 7. 97 (1H, d, J=l. 5Hz) , 12. 17 (1H, s) 

(It8) m-J ?-ju-5- ({fi-(!3 "ff-AA -1,1-^-7 x.-jvi/)) * =3- 
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OTBDPS 



10 



N2-^ f;W5- ( { [1- m 3 -1, 1-5? 7 a: = A' v- D A] ^ * ^A) -3- fc K 

ndri/-2-b°y v'yj/M^v'T; K (17. 4g, 41. 4mmol) £ri^ f/l'^M T $ K 
(83rol)^jtj?b v 3 ^flS^fv^a 6ml, 45. 5ramolK y ^ a 

(6.3g,45.5mnol)«riH*.fc 0 lit 9 Ufc^ % * ( 100ml) ZMZ., 

^A(80mlX2)-Ctttti % -g-^fc #$&®<Sr$&:ftl*&7k (80ml) "Cgfe^ MfaWM^f 

*f!>AT«*«, «BET-C»ME*«* U WM\K&m (22. 5g) «r#fc. 

l H-NMR(CDC13) 6 (ppm) 

1. 08 (9H, s) , 1. 49 (3H, t, J=7. 3Hz) , 2. 99 (3H, d, J=4. 0Hz) , 4. 10 (2H, q, J=7. 3Hz) 
4. 80 (2H, s) , 7. 32-7. 72 (11H, m) , 8. 09 (1H, s) 

(xs 9 ) m 3 n- { [5- ( { n-m 3 ^/io -1, ^ — y a-^} 



15 



NBoc 




OTBDPS 

N2-^^"A-5-({[l-(^3 7'^A)-l, 1-5?7*=^VJJ ^^)-3-a; }> 
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3rts-2-t° ]) jistf^rlsT 5 K(^/U— F 41.4ramol) h = h U 

(140ml) U ^MJtfl^ h V ^J-frT 5 >- (6. 9ml, 49. 7mmol), v>?< f-AST 

5 / fc°JJ ^>-(0. 51g, 4. 14mmol), W, 3 ^f^"^- h (9. 39g, 43. 5mmol) & 

tin*.. mU-Q 14 Ufc„ «JEETt?* BJ*»i«^l!:!5:«4t?l»U tK 

(100ml) Mxis #8*^ (80ml X 2) Tftttti, *>*fc^T*Wi ^^fP^itTK (80ml) 

x-sfe#, ^Tkm^^r ^ ^ r> a mmTx-mm & ®* u (23. 2 B ) 

^-NMRfCDClS) 6 (ppm) 

1. 08 (9H, s) , 1. 15 (9H, s) , 1. 39 (3H, t, J=7. OHz) , 3. 32 (3H, s) , 4. 01 (2H, q, J=7. OHz) 
4. 77 (2H, s) , 7. 20 (1H, s) , 7. 34-7. 75 (10H, m) , 8. 06 (1H, s) 
(IS 1 0 ) W, 3 2122k N- { [3- J. h =fr jx-5- (U'P^ -2- g y * 



NBoc 




OH 



m 3 n-{[5-({[i-(H 3 zf^ju)-i, ^.-jvis v ju]2-*e-zs) * f- 

41. 4ramol)^r^ h^t Kt3^7>-(l20ml)^^L. TkftMWT, hi)* (i^^T 
A-T $ J ) t;l-7 r — ( h V * f-A^S V As) ^yju^y-^ K (12. 5g, 45. 5mmol) £• 
*Dx.fc 0 Jk^-t? 20 ftfflMW Vft^ 7k (100ml) fflF»=^V(80nilX3)T?tt 
tUs-a-Mfc^g^^J^TK (100ml) Tift^SS*^-^-*^* AfKjlt, 

n-wdF-^^-fiBfti^/V) fC-C#»fiiLailB^«b(7.9g 61.6% 3step) &#fc 0 



233 



WO 02/085855 PCT/JP02/03961 

^-HMR^DCIS) 5 (ppm) 

1. 19 (9H, s) , 1. 39 (3H, t, J=7. 0) , 3. 34 <3H, s) , 4. 06(2H, q, J=7. OHz) , 4. 74 (2H, brs) 
7. 26 (1H, s),8. 07(lH,s) 

(Igl 1 ) l-[ (6-{ [ (m 3 ~7 h ^r->^/^^— -/t^) (^ ±M ZJLZ MJAs-ft^-M -5- 



NBoc 




N-{[5-({[l-(^3 Zff-M-I, l-^i^^i/y^t^^Mf^)^ h^r^ 
-2-f U ^l/]*^7|?=;V}-N-^f (7. 9g, 25. 5mmol) £r 

(100ml) tC^^b. tK&MWT, S?7xi^7*77t!l*7i?K 
(6. Oral, 28. lmmol) , 1, if If P [5, 4, 0] [7 ^7^-7-fe ^ (4. 2ml, 28. 1ml) £r 

Jn*.. MM.X-5Wmm,Wlstz 0 7k(100ral)Sr*l^, Btlfc^A'(80mlX2)-T?tttfl % 
^^■*fc3ft*t!IJB*ft5Bi*4fc*c(iooml)-T»5fei*-s «t*Wa»-^^-*^^A-e<6lftlfes 

^-NMRCCDCIS) 5 (ppm) 

1. 18 (9H, s) , 1. 41 (3H, t, J=7. 0) , 3. 34 (3H, s) , 4. 07 (2H, q, J=7. OHz) , 4. 39 (2H, s) 
7. 15 (1H, s),8. 09 (1H, s) 
(111 2) 5- (T Z? -2- { f (» 3 y h ± ±M 7$7] 
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NBoc 0 




N 3 

* 

t°y vW^5vV]-l,2-h U7f^xy-2-^ 25.2mmol)£^;5' n 

n ^ ^ ^ (120ml) jcjgfflf U itmift^Ts > * * ° o»g?S#»<6. 92g, 28. lromol) 

f fc£4* (9. 74g 100%up) &#fc„ 
1 H-NMR (CDC13) 6 (ppm) 

1. 30 (9H, s) , 1. 38 (3H, t, J=7. 0) , 3. 33 (3H, s) , 4. 10 (2H, q, J=7. 0Hz) , 4. 33 (2H, s) 
6. 77 (1H, s),7. 83(lH,s) 

(iii 3) H(6-{[(i3^ i£f±^Jk^=/}d U_£MXS±2l*/kM=Jkb±: 

i/T I -5- J. h ±i£2zK V 2M £ TM-l, 2-hV 7jf » A 



NBoc 




N 3 

5-(T Rt< ^M-2-{L(m 3 y h ^#/t^^/k) ^/W 75 y ] %J\si$- 
yl^}-3-rc ^ ^ 1" U v^^A^W f. (9. 74g, 27. 7ramol) SrT"fe h- 

(140ml) U Ma£#T\ f V * T-Arls V A>f7~ K (5. 5ml, 41. 6ml) , *?* 
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?A'*A"<§A'0 n y K(3. 8ml, 41. 6ml) 80^"? 24 P£IBlfc#Lfc. £ffl.t£ 

IU 7K(l00ml)^P^L. fflH8^^/W80ral X 2) -Cttfctk WtUg &i&?P^ 

«bK doomi) i*«»-7n'>!>Atftl«l, J*jET"e»JSE%e*Ufc. 

xmu Lmmit&%D mw&mwim 8. 3 g , 83%) &&it 0 

l H-WiR(CDCl3) 5 (ppm) 

1. 28 (9H, s) , 1. 44 (3H, t, J=7. 0) , 3. 32 (3H, s) , 4. 17 (2H, q, J=7. 0Hz) , 4. 69 (2H, s) 
7. 27 (1H, s) 

(JLM.1 4) M 3 N- [ (7-T S / -3--^ f =fr '>-5H- fc° p p [3, 4-b] g_y_i£V 



' 0 ^ 

hdrv'-3-t°y SW*?vU]-l,2-MJ T1f^3i>'-2->f £A(8.3g, 23mmol)£r-r h 
7t Ko^^vClOOml), 7fc (5ml) U 7k^Jl££T\ PPh3 (10. 3g, 39. lmmol) 

SriPit^ M-C 90 Ufc D «J£T-?KJft5R U 

Mn?f/77^- (^^ : gf^n^vl- : * /V : 2 7 %T >^E-^T7j< = 

3:1:0. DtCTWfilU MW.fc&®> <ffi&®& 5. 63g, 73. 5%) Srftfc. 
X H-NMR (MJSO-dg) 5 (ppm) 

1. 02 (9H, s) , 1. 27 (3H, t, J=7. 0Hz) , 3. 18 (3H, s) , 4. 11 (2H, q, J=7. 0Hz) , 4. 46 (2H, s) 
7. 72(lH,s) 
(&ftji09 2 2 : t^Ig) 
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'H-NMR (DMSO-dg) 5 (ppm) 

1. 35 (3H, t, J=7. 0Hz) , 1. 41 (18H, s) , 2. 77 (3H, d, J=4. 2Hz) 4. 25 (2H, q, J=7. 0Hz) 

87 (2H, s) , 5. 52 (2H, s) , 7. 76 (2H, s) , 7. 99 (1H, s) , 8. 07 (1H, s) , 8. 53 (1H, brq, J=4. 2Hz 

) 9. 40 (1H, brs) , 9. 95 (1H, brs) 

< 

MS:ra/e(ESI)481. 2(MH+) 
<$zMM2 3 > 

l-(3, 5-i?-m 3 ^^/V 4-b KP Jr->-7x=;P)-2-(2-xf ;V-7-^ ^ /-5, 7-S? 
b K a - fc° a n [3, 4-b] M° V i? ^-6- J S I/ ; -ftf fok jKB&ifi 




(X=iSl) 1- (fl 3 -l . l- 7 a- = 3J A- [ (6- tf y =f- 

< ^Okx OTBDPS 

l-(|3yf;v)-l, l- 9 Jy A* [(6-^ a g-3-b°U ^v)^^-^] ^— x 

/U(20g,52. 3mraol)£r h 104ml) U flfc^0|g^f^5SoT^ ^ h^=¥^ h 

U ■? ;\s~7 Or?* -7 4 l/s*=7 5? £ A (3. Og, 2. 6mmol), h JJ T'f /l/t' = /Vf y 
(16. 5ml, 56. 5mmol)<lrSnxT N 120°C^T 7 B3TOP?|&®^ L?c 0 M*TNfr*PLfc 

flt : n — ^-ftg^^VlO fcT»J8 L^lB^fe(l7. 46g) &*f6J|*:f*tt £ LT 
#fc(45t* 89. 3%) „ 
*H-NMR(CDC13) 8 (ppm) 
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1. 07 (9H, s) , 4. 75 (2H, s) , 5. 46 (1H, d, J=10Hz) , 6. 18 (1H, d, J=20Hz) , 

6. 82 (1H, dd, J=10Hz, J=20Hz) , 7. 31 (1H, d, J=8. 0Hz), 7. 35-7. 45 (6H, m) , 

7. 62 (1H, d, J=8. OHz) , 7. 66 (4H, d, J=7. OHz) , 8. 53 (1H, s) 

(112) 1- m 3 -f^-)V) -1. l-Jy =c =.)V*S V /U [ (6-^/U-3- M° D i?M * 

^XA^OTBDPS 

1- (H 3 ~f^-JfV)-\, l-i?Z7 3z ~)V*s y jV [ (6- fcf =yU-3- M V i?M J =^—y- 
>V (8g, 21. 4mmol) 3:g^c^vU(80ml) \Z.^M U 10% v 5 $ J*-$<M (3g) trflPx. 

Ufcc WMit^m (7. 81g) ItWkn&^^b LT#fc (UR^ 97. 150 „ 
l H-NMR(CDC13) 5 (ppra) 

1. 07 (9H, s) , 1. 31 (3H, t, J=7. 6Hz) , 2. 82 (2H, q, J=7. 6Hz) , 4. 74 (2H, s) , 

7. 12 (1H, d, J=8. OHz) , 7. 34-7. 48 (6H, m) , 

7. 55 (1H, d, J=8. OHz) , 7. 67 (4H, d, J=7. OHz) , 8. 45 (1H, s) 

(113) (6-^^/U-3-^ V 2M * * Z 

l-(^ 3 ^5vU) -1, 3i n/l^ P /U [ (6-:x?vU-3- h? y vVW) * ^— x 

(7. 81g, 20. 8nunol) £r 7" b 9 t K o 7 7 ^ (80ml) ^ ^ fl? L > TBAF 
(31. 2ml, 31. 2mraol) Sr^D^-C^i&^T 1 R#F^# bfc.TK^H^T^S Lfc^^ 

g£ : n-^^-^-mm^M \'Xmm \JKBA\&m (2. 25g) i t"C 
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#fc„ (Ifc^ 78.8%) 
1 H-NMR(CDC13) 8 (ppm) 

1. 28 (3H, t, J=7. 6Hz) , 2. 31 (1H, s) , 2. 81 (2H, q, J=7. 6Hz) , 4. 67 (2H, s) , 
15 (1H, d, J=8. 0Hz) , 7. 63 (1H, d, J=8. 0Hz) , 8. 46 (1H, s) 
(X^4) (6-xf;l/-3-f U S?AQ ^ ^/U Tx? K 




(6-^^/W3- b" y 5? AO p« ^ / ' — }V (2. 25g, 16. 4mmol) tr h /Wc ^ (25ml) \ZMM 

U 7>:j^KjtTs v f ^ai=/l'^^-^7^ y/WTv J K(4.2ml, 19. 6mmol) , 1, 

¥1"? P [5, 4, 0] V >y*-7-& >(2. 9ml, 19. 6mmol) &1m%-X ^WlKX 18 B^if # 

(2. 2g) & jtfe^ft^ £ LT#fc D ODi^ 84. 5%) 
'H-NMRCCDCIS) 5 (ppm) 

1. 31 (3H, t, J=7. 6Hz) , 2. 84 (2H, q, J=7. 6Hz) , 4. 33 (2H, s) , 
7. 18 (1H, d, J=8. 0Hz) , 7. 56 (1H, d, J=8. 0Hz), 8. 46 (1H, s) 
(Ig5) 5-(TS?K^ 5S^)-2-^5vWl-tf y h 




(6-^ <?vW3- 1° U *?A0 fvVT ^ K (2. 24g, 13. 8mmol) £ Ifitf ^ W (25ml) *C 
tiU tK^^Ts ;**^nnii^&#^(3.7g, 15nuDol)£*PxT. MKT 

is ^mmw\^tz a &famw7k&toz.xmmLtcmz^ mt^^-u^Kx^m vtc a 
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^^^o-vb^^^^— mm : ^-S^^^l • 2-^^^vv-^ ? S 

—;U=4: 1) Lfc e SfBflS-£*Mk;£* (2. 16g) 4r«J(Efe»*tW £ LT#fc„ (ifc 

^:87.6%) 

^-NMRCCDCIS) 6 (ppra) 

1. 28 (3H, t, 3=7. 6Hz) , 2. 92 (2H, q, J=7. 6Hz) , 4. 31 (2H, s) , 
7. 17 (1H, d, J=8. 0Hz) , 7. 24 (1H, d, J=8. 0Hz) , 8. 23 (1H, s) 
(Ig6) 3-(Tv ? KVf^)-6-xfyk-2-t:°l) v^^M^ h y^ 



5-(T ^/U)-2-^^^-l-t 0 y t? W h (2. 16g, 12. lramol) 3rTi? h 
= h JJ;i/ (25ml) ^^^^T> h V * f- & *s V =■ h y A* 

1. 77ml (13. 3mmol), i^;* fvKfc/W^E-^ /l--;? a K 1. 23ml (13. 3nmol) SriDxT^ 

b«ffiflS-fr* (2. 05g) £r&fe;*MVl^ L-T#7t 0 (JR* 90.4%) 
l H-NMR(CDC13) 5 (ppm) 

1. 31 (3H, t, J=7. 6Hz) , 2. 87 (2H, q, J=7. 6Hz) , 4. 62 (2H, s) , 
7. 41 (1H, d, J=8. 0Hz) , 7. 77 (1H, d, J=8. 0Hz) 
(It7) 2-^9vl--5H- e P P [3. 4-faj U i?Z/-l-T g ^ 



3-<Ti* K^^/l^)-6-^^/V-2-t° y v^^/V^ h y /Kl. 0g, 5. 34ramol) h 
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7t Ko7 9^(16ml)-7k(0.8ml)K:»»U TktffllH^ M)7*=/V^7^ 
^(2. lg,8. Olramol) *Mx.X ^ MKT 2. 0 fl^^bfc, S/&M%$U£TTigyg 

/V: /• y —jU=4:l^B^^f-^ : * ? / — A*: T>^=- TtK=2: 1:0. 1) tiiL 

5 mmfc&%> (o. 769g> &mm& t vxnt^ 0 mm 89.3%) 

^-NMIUCDCIS) 5 (ppm) 

1. 33 (3H, t, J=7. 6Hz) , 2. 89 (2H, q, J=7. 6Hz) , 4. 47 (2H, br) , 4. 56 (2H, s) 
.16 (1H, d, J=8. 0Hz) , 7. 73 (1H, d, J=8. 0Hz) 
(mi&ffl 2 3 : mMrJLU) 

Mi-NMR (DMSO-d6) 5 (ppm) 

1. 31 (3H, t, J=7. 6Hz) , 1. 42 (18H, s) , 2. 94 (2H, q, J=7. 6Hz) , 4. 85 (2H, s) , 
5. 56 (2H, s) , 7. 73 (1H, d, J=8. 0Hz) , 7. 77 (2H, s) , 8. 18 (1H, d, J=8. 0Hz) , 
9.85(lH,s) 
15 MS :ra/e (ESI) 408. 2 (UH+) 

2-(2-iX^ p7p fcVk-7--^ $ V -5. 7—^1: Kn-t'P o f3. 4-bl U 

^)-l- (3. 5-^-g|3 -f^-}V 4-fc K p =^ 7 x -x 7 y ; ft^Tk^ 
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(Ig l ) l-(j3^f;v)-l, lz¥Zj=^k¥2Jk f p^p b°/W3- fc° U 

zip .7* fv>] J^— 




OTBDPS 

5 <7 A (0. 64g, 26mmol atoaOlCS'^ p^p fc°/V :/a 5 K(2. lml, 26ramol) C^MtKt" h 

2/3©*Jft«:i5#a*tt*$>o< t> U £ e> f-MWT 30 ftmW Lfc. 

10 (5. Og, 13mmol) tf> h 7 t K n 37 9 ^ (26ml) ^ t t 1 It 

NiC12 (dppf ) 2 (0. 45g, 0. 66mmol) Sr^DXs 1. 0M v-^ p:7°p tVW-^^ v"? 

2* $ K (16ml) $r^>o< «9?jfT bM-C 5.5 BtFfl^LfCo £ 1. 0M 
n/n^W^^^A yp 5 R(10ml)£r 1.5 tifmfrtf®^ < DSTL^bt 

(X^2) vzfTn \?)V-Z- fc° U J—)V 
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;V\ ^—y-fViX.Z^ayy- h7t ¥ a y ^1^(7 ml) MW^tK^T l.OMx hy xv-~ff- 
)VT >*r— V£,7/U$-7 y( b7t KP77^(3. 7ml, 3. 7mmol) €r^T b 1 H# 

(283mg, 2 Ig 14%) ^M^^t LT^fc, 
'H-NMRCCDCIS) 5 (ppm) 

0. 88-1. 07(4H. m). 1. 80-1. 95(1H. m). 1. 99-2. 09(1H. ra). 4. 65 (2H. s). 7. 11 (IE d. J=8 
10 . OHz) . 7. 56 (1H. brd. J=8. OHz) . 8. 39 (1H. brs) . 




n 3 

(6-5^ D7°n t°/W3-t° ]) J — /W283mg, 1. 90mmol) CD V(4ml)^ 

^t^ia-Ci^^oi^^^^-X^^- U/WTv 5 K(0.49ml, 2. 3mmol)^o«tt^ 1,8-i^T 
15 if D [5, 4, 0] !7 ^9*-7-t V(0. 34ml, 2. 3mmol) &-I®&f&T U 3 ^F^M# Lfc 0 
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(330mg, quant. ) £*&&iE&4£#> £ U"C#fc„ 
'H-NMR (CDC13) 5 (ppm) 

0. 80-1. 20 (4H. s). 1. 95-2. 11 (1H. m). 4. 30 (2H. s). 7. 15 (1H. d. J=8. 0 Hz). 7. 50 (1H. dd 
. J=8. 0and2. 4Hz) . 8. 38 (1H. d. J=2. 4Hz) . 
(114) 5-(7^hV^)-2-iX^P^P \?>V-\-\?V -2= frA^lM K 



n t°/W3- fc* JJ vvU) ^ ^vU T F (330mg, 1. 89mmol) <D&i£J <f-\sV 
(4ml)$§Sftm % >WpT 75947* ^ ^ a ail^&#^(560mg, 2. 27mmol) Mx&f^C^ 

(10: l)^ft|gp <fc t? mUik&ya (227mg, 63%) SrM6tt«* LT#t 5 
•H-NMR(CDC13) 5 (ppm) 

0. 71-0. 89 (2H. m) . 1. 1 1-1. 31 (2H. in) . 2. 63-2. 80 (1H. m) . 4. 30 (2H. s) . 6. 87 (1H. d. J=8 
. 0Hz) . 7. 11 (1H. brd. J=8. 0Hz) . 8. 26 (1H. brs) . 




0 
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5 _( r |? ^ ^ jv )-2- is ? n -f p tf A- -1- b° 2J n !>* A ^- 3f V 4 K 
(227mg, 1. lSnmol) ©Ti? h= J> V /W4ral) MEttlcM"? ^ U ;UfT = 

K (0. 19ml, 1. 4mmol) *3 ± t/v*;* fvi^/W^ %}V ? P 5 K (0. 13ml, 1. 4mmol) Sri® 

j£ : >--g^^,v) iCT^M UKfBffr&ft (230mg, 97%) £#fc 0 

^-NMRtCDClS) 5 (ppm) 

1. 00-1. 20 (4H. m). 2. 00-2. 15 (1H. m). 4. 58 (2H. s). 7. 38 (1H. d. J=8. 4Hz). 7. 67 (1H. d. 
J=8. 4Hz) . 

(Ii6) 2-Vg P7°P fc°/V-5H-b°P p T3, 4-b] fc° U S?V-7-T g ^Q-g-fiE 




3 _( t> j? ^ 5=- ) -6- i/ ^ p 7 s p e /l^ -2- bT y v^y^;i/^ = b y ft> 
(230mg, 1. 15mmol) h 9 t Fd7 9 f (4ml) -H20 (0. 2ml) Wk^W^-W^ h y 
;7:c— /l^x:7 V(365rog, 1. 39mmol) SritlX 3 B#Hgjf# L7fc 0 ^$E£J$cff1g* U 
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-29%NH3aq. (30: 10: D^tfjgpj: *) WMfc&m (180mg, 90%) £ S&T*^? T * t U 
T#fc 0 

^-NMR (CDC13) 6 (ppm) 

0. 85-1. 12 (4H. m). 2. 10-2. 27 (1H. m). 4. 38 (2H. s).6. 19(brs). 7. 23 (1H. d. J=8. 0Hz). 
5 7. 79 (1H. A J=8. 0Hz) . 

(mi&M 2 4 : ftif&Iiil) 
2- is? n -fxi fcVU-5H- k'n o [3, 4-b] t° JJ i^V-7-T 5 ^ (lOOrag, 0. 557tnraol) *S J; 

2-^u^-l-[3,5-v ! (^ r 5^^)-4-t Kn=3rv'^a:^^]-1-Ji^y ^ 
(227mg, 0. 694mmol) <D if* fM/l'AT? K (5ml)?g$c£rM.-e 17h. bfc 0 ^ 

io m^mmm^.mm^^ e>*NMfc u i (2io mg , 73%) sr^r^/i^ 

^-NMR (DMSO-dg) S (ppm) 

1. 03-1. 12 (4H. m) . 1. 41 (18H. s) . 2. 26-2. 36 (1H. m) . 4. 81 (2H. s) . 5. 53 (2H. s) . 7. 71 (1 
H. d. J=8. 0Hz) . 7. 76 (2H. s) . 8. 09 (1H. d. J=8. 0Hz) . 9. 63(1H. brs) . 

15 MS:m/e(ESl)420. 2(MH+) 

<Hli 2 5 > 

2-f2-(8-H3 -?=f-fr 3-^-^y-3,4-^fc KP-2H-- <^:/ [l, v^-6-^f 
;V)-2-t^y-xf;U]-6-x $ 7-2, 3-i? b Ko-IH-Y V>f > FrzZk 




(111) l-[3-T$ 7-5- (^3^/1^) -4- b Kn^r^^^^Vl-l-Ji^y ^ 
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(1. OOg, 4. 22mmol) <D@^^3i^-/U (10ml) #tft(C« (50%) 10V* 7^!) A^j^f 

(lOOmg) *JP>tx ^Ei-T*^*D§r3l^ratfofc 0 10V«7^!7A^i^7^ 

— (wakogel-C200, lOg) Kltf U ftSaifA^ (1:4— 1:3) <DUft X V . 
it&m (627mg, J&s£ 71. 8%) £r«fefe&5fc <k L"C#fc. 
1H-NMR(CDC13) 5 (ppm) 

1. 36 (9H, s) , 2. 42 (3H, s) , 6. 10 (2H, s) , 7. 17 (1H, d, J=2. 4Hz) , 7. 21 (1H, d, J=2. 4Hz) 

(112) 6-Tir^vW8-(fl 3 !7*^vV)-3, 4-v>fc KP-2H-1, 4-^<>X^-^r-^v>^ 
-3-^-V 



^i&Tx l-[3-T $7-5-(f 3 ^^-/l^)-4-b Kcdri/7i^^]-l-x;?y ^ 
(300mg, 1.45mmol) <D&.ik* * U V (3ml) -teS^S***-?- b J> £ A7k^$[(3ml) © 
jm-S-Si&t^ ^-ffc^ p n T-fe^/WO. 14ml, 1. 76mmol) SrAtl*., 3 0 fifflWft bfc c 

$ K(6ml)}C^^U > y £ A(401mg,2.90mrool) £r< ;bx s ^^#SMTt- 
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7o < CT?7B#TO#Lfc„ *jsc«ri*ffiT»ce*ufc^ nfkte.&wt^T-fl'&ia*-. 

y^n fcVl^— J: t> U flUBjb^ (102mg, Ifc^ 28. 5%) £51 

1H-NMR(CDC13) 5 (ppm) 

1. 36 (9H, s) , 2. 51 (3H, s) , 4. 65 (2H, s) , 7. 40 (1H, d, J=2. 0) , 7. 51 (1H, d, J=2. 0Hz) , 10. 
80 (1H, s) 

(Ig3) 6-(2-^P^Ti?^V)-8-(^ 3 Z±Mj^L 4-S?fc KP-2H-1. 4-^<^X 



tifilTs 6-7tf 3 /V)-3, 4-v 5 !: Ko-2H-l,4-^<^X^-^ 
*J is (30mg, 0. 12mmol) <Di&\k * f- Is is (0. 4ral) - ^ 9 J —A* (0. 1ml) fe&M 

mK. HA-fk-^ h ^-a-y^/UT^* — <P A (64rag, 0. 13mmol) frMz., SfiTfc: 3 

(Wakogel-C200, lg) U ^ n a ^/VAOgft^ £ 9 „ ^IB-f t;-^^) (36mg, IR* 91%) 
1H-NMR(CDC13) 5 (ppm) 

1. 38 (9H, s) , 4. 68 (2H, s) , 4. 85 (2H, s) , 7. 43 (1H, d, J=2. 0Hz) , 7. 56 (1H, d, J=2. 0Hz) , 1 
0. 85 (1H, s) 
(SIM 2 5 : ***Ig) 
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(72mg, 0. 31mmol) i: 6-(2-^o ; t7tf ;V)-8-(f3 /f /I'J-S^-v't Kn 
-2H-1, f^yXt^t^y^-iy (200rag, 0. 61mmmol) v'y f^*;UA7 5 K 

^t3-^h^9^^w_ (NAM-200H, 5g) L^5%^ ^ 7 — n n */W*~10?M ^ 

9 u g mt^m (87 mg> 50%) $&j$<&3££ t vxmc 0 

1H-NMR (DMS0-d6) 5 (ppro) 

39 (9H, s) , 1, 43 <3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4, 4Hz) , 4. 30 (2H, q, J=6. 8Hz) , 4. 72 (2 
H, s) , 4. 86 (2H, s) , 5. 47 (2H, s) , 7. 44 (1H, d, J=2. OHz) , 7. 56 (2H, s) , 8. 22 (1H, q, J=4. 4 
Hz) , 8. 58 (1H, s) , 9. 20 (1H, s) , 9. 86 (1H, s), 10. 95 (1H, s) 
<^MM2 6 > 

l-(3-m3zf^-;U 5-W" y^°tJ bVUTS 7-4-7 h ^— /V)-2-(5, 6-i^cn f 

^-v--7-7;1-^-p-W $ 7-1.3-S?fc Kp-^C 7^ ^ P— /^-2-^/V)-^^ 7 




(It 1 ) l-[3-(fl3 Zff-M-B-M y7*P EVICTS: 7) -4-7 

^y > 
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1-13-7 5 /-5-(tert-^^^)-4-^ h / V(4g, 19ramol) <D 

mCO. 5g, 1. 9mmol).3A-^E-Vdf-aL7— v— ^ (4g) &bfl;i&fflT? 13 B#f!9^# Lfc 0 

IT 3-(tert-^/V)-5-(l, h 3f i^fv^)-^-^ f^v'T'-yv 

5.2g &&tc B -frfc&m (5.2g, 19mraol) O ^ ^ y — ^(6ml)^^{c: 7t V 
(1. 7ml, 22mmol) N g£gfe(3. 2ml, 56ramol) . y 7* (2g) Sr^Dx:^^ 

-c 3 mmmw vtz. 0 s.mm\^m^>T j ^ tm-r h v t? mi. i g) i7mmoi) ^p*. 

1H-NMR(CDC13) 6 (ppm) 

1. 25 (6H, d, J=6. 4Hz) 1. 40 (9H, s) 2. 56 (3H, s) 3. 6(T3. 72 (1H, m) 3. 77 (3H, s) 7. 17 (1H, d 
, J=2. 0Hz) 7. 31 (1H, d, J=2. 0Hz) 
(IS2) 2-^P j e-l-[3-(jg3-7 f ?vV)-5-(^ y^°P fc:VUT$ 7)-4-^ h^rv^ 
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0 




Br ^ 

(0. 4g, 1. 5mmol) ©7h7t K D 7 7 V (50ml) ^tK^T h P xfA'T 5 ^ 
(0. 63ml, 4. 5mmol) % M 3 ^fvl^;* ^Vl'S/' V^hV Z7 uj.fr IS ^fr? 
h (0.6g,2. 3mmol) SrAPxIHifi-e 30 #Bflifc# LfcSL N-^D^^^ i/ls S % K 
(0. 53g, 3. Ommol) ^PxJOc 30 #Bfl»# Lfc„ RJ^£HU*a^/u£JnjUtfMfe 

-r»»i L«ia^^4* 4iom g &mn&mw;Vdb LT#t. 

1H-NMR(CDC13) 5 (ppm) 

1. 26 (6H, d, J=6. 4Hz) 1. 40 (9H, s) 3. 30~3. 37 (1H, m) 3. 78 (3H, s) 4. 42 (2H, s) 7. 18 (1H, d 
, J=2. 0Hz) 7. 34 (1H, d, J=2. 0Hz) 
(Hl&fcl 2 6 : *ftt-X3S) 

mMM3<D^mnmi:mm<o^mx^^v, nfait&m lt#7c„ 

1H-NMR (DMS0-d6) 5 (ppm) 

1. 19 (6H, d, J=6. 4Hz) 1. 29 (3H, t, J=7. 2Hz) 1. 36 (9H, s) 1. 40 (3H, t, J=7. 2Hz) 
3. 60~3. 76 (1H, m) 3. 71 (3H, s)4. 11 (2H, q, J=7. 2Hz) 4. 21 (2H, q, J=7. 2Hz) 
78 (2H, s) 4. 89 (1H, d, J=8. 4Hz) 5. 45 (2H, s) 7. 13 (1H, s) 7. 20 (1H, s) 7. 33 (1H, s) 
<^?;6&M2 7 > 
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0 

{ 

(181) l-(a?3^^)-2-(^< h^r-y^ K^S/)^<yfy 




2-M 3 "ff-fls -7^; — /U (700g, 4. 67mol) <D ^ ^/Ms/U-A T 5 K (3000ml) W@L\Z. 
■fc-Mit-f- V V (214g, 4. 90mol) ? u p ^ ^/l^ — ^/U(394g, 4. 90) SttK 

^-wmt^-f-M ^xmmvmmt^-m ioi3 g sr^stfeifi^t l-cwc 0 

1H-NMR (CDC13) 5 (ppm) 

1. 42 (9H, s) 3. 52 (3H, s) 5. 24 (2H, s) 6. 94 (1H, t, J=8. 2Hz) 7. 11 (1H, d, J=8. 2Hz) 7. 14 (1 
H, t, J=8. 2Hz) 7. 31 (d, 1H, J=8. 2Hz) 
OPS 2) 3-(§3yf;l/)-2-(^ h^So< h ^iX)^VX s X/t^t; K 
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O^Ck 



CHO 



l-(f§3^^vU)-2-(^ h3r^ I^vO^Vif^dOlSg,^ 67raol) N fh7^f^ 
^l^^T $^(754g, 6.5ml) <Z>$£^— ^/H»«fc*»T, 2. 6M n-BuLi 

T 5 K (1000ml, 14mol) m^n^M.-? 1 8#|RUJi# Lfc.Sf&i*«:*7Mc*fc* 

1H-NMR(CDC13) 5 (ppm) 

1. 43 (9H, s) 3. 64 (3H, s) 5. 03 (2H, s) 7. 17 (1H, t, J=8. 2Hz) 7. 59 (1H, d, J=8. 2Hz) 7. 64 (1 
H, d, J=8. 2Hz) 10. 23 (1H, s) 

CPS 3) S-r/g^E-S-dga^^/t-Q-^-fc KP^r^yXT^fb K 



Br^^CHO 

3-(jB3^/W)-2-(p« h^^^yXT/^t K(1247g,4.67mol)©^> 

y — /K4ooomi) ^tKj^t^p 5; v(747 g ) \zm%.fr 0 20°cx* i mmmw bfc 

1333g £ L-T*fe?ft^fe i Lt#fc, 

1H-NMR(CDC13) 5 (ppm) 

1. 42 (9H, s) 3. 62 (3H, s) 5. 03 (2H, s) 7. 64 (1H, s) 7. 81 (1H, s) 10. 12 (1H, s) 
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(184) 5-yp^-3-(f3/f^)-2-(^ h*Ss* hfr^^^oCTA^t: K 



Br ^ CHO 

5-^n-^-3-(JB3^/V)-2-fc Kodrv"<yX7/Vft F(1333g,4. 67mol) (DM. 
it* (4000ml) WifciZ I-PrNEt2 (834g, 6. 46g), # D u ^ ^ ;V } =f- jV^—y- }V 

(451g,5.60mol) 3r7k^T#* ictiu*_ s 2 Bre«^bfc 0 SSlKSr— S.«JEg 

1H-NMR(CDC13) 5 (ppra) 

40 (9H, s) 3. 61 (3H, s) 5. 02 (2H, s) 7. 67 (1H, s) 7. 82 (1H, s) 10. 13 (1H, s) 
(IS5) 5-/P€-3-(f3 :/^yl*0-2-(;rf h*is* h * is) ~7 J — /V 



5-7*D*-3-(i3 7*f;l')-2-(^ h3riO< hdrvO-O-XTVV^fc K (30g, 97mmol) 
W^-fk^ l/> (200ml) \Z 70%mCPBA (25g) SrAPx 50°CT? 2 l$ro!Jttt Lfc 0 ^ *iJl£r 

1H-NMR(CDC13) 6 (ppm) 
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1. 30 (9H, s) 3. 68 (3H, s) 4. 96 (2H, s)6. 88 (1H, s) 7. 02 (1H, s) 8. 21 (1H, s) 



5-ya^-3-(^3^/^)-2-(^ h^v^ f 7x 7 -/K7. 76g, 26. 8mmol) O 

Tir h = h y A-^^^^i? %s ry J» (10. 05g, 30. 9mmol) , EtI (2. 58ml, 32. 2mmol) £ 

Y^yy^i— : n-^f-^-gfc^cfvl') ^T»M L^fE-ffc^ 6. 5g 

1H-NMR(CDC13) 5 (ppra) 

1. 39 (9H, s) 1. 45 (3H, t, J=7. 2Hz) 3. 64 (3H, s) 4. 00 (2H, q, J=7. 2Hz) 5. 16 (2H, s) 6. 91 (1 
H, d, J=2. 4Hz) 7. 04 (1H, d, J=2. 4Hz) 
(It 7 ) l-[3-(t3^/k)-5-x h=fr->-4-b Kn^v^^ji^/Ul-i-ji^ y ;/ 



5-^ P ^-l-(^ 3 ^^/k)-3-3i h dp^-2-(^ f> df^y. |> d^iy) ^^-^ ^ 
(6. 5g, 20. 4mmol) <D V ;l/x ^ (68ml) h U ^^Vl- (1-^. h =Sr tf ;= /U) ;/ 

(7. 77g, 21. 52mmol), Pd(PPh3)4(l. 18g, 1. 02mmol) %:Mx. lOO'CX IB^m^W Lfc„ 

mmmzm?kmm^y*i"7 ^^LMmm^ i.tz 0 mm<D* * y -/Ksomi) 
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mtc in. hci 7^mw i5mi &mx.mm.x* 2 t&m&w bfc„ man& t 

fflH LaHBfl^tt 3. 17g SrM&lfiA t LT#fc„ 

1H-NMR(CDC13) 5 (ppm) 

1. 43 (9H, s) 1. 48 (3H, t, J=7. 2Hz) 2. 56 (3H, s) 4. 18 (2H, q, J=7. 2Hz) 6. 54 ( S> 1H, ) 7. 40 ( 
1H, s) 7.57(1H, s) 

(118) 2-^n-=E-l-[3-(IB3^^/^)-5-Ji N^:X-4-k Kp^^7x=^1-1- 




l-[3-(» 3 ^^-/U)-5-ai h i/-4- k Kn*V7i ^^]-i-cc ^ y >- 
(150mg, 0. 635mraol) O^-fb^ ^l/V-^ ^ y — /l^(4ml : lml) ^^{^x h7 //W/V 
^ff-J^T V-=E-= !7 -A h !J "fn £• K(321mg, 0. 666mmol) &fy?Lmm.X* 8 B#F^JS# L 

V-f^^^/P) fc-c*MK Lim* 60mg Srilfej^^ t LT#fc 0 
1H-NMR (CDC13) 6 (ppm) 

1. 43 (9H, s) 1. 49 (3H, t, J=7. 2Hz) 4. 19 (2H, q, J=7. 2Hz) 4. 41 (2H, s) 6. 63 (1H, s) 7. 42 (1 
H, d, J=2. 0Hz) 7. 60 (1H, d, J=2. 0Hz) 
(H*fef!l 2 7 : fUlg) 

r 

(55mg,0. 174mmol), 5, 6-^a: h dp v"-4- 7 a -lH-3-^ y^y K-7t'7^ 
(40mg, 0. 166mmol) f;U*;UA7^ F^^Sr^j@.T* 7 B#^^j$ Ufc ^g££r 
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62mg ^m&MMib LT#fc„ 
lH-NMR(DMS0-d6) 5 (ppra) 

1. 29 (3H, t, J=7. 0Hz) 1. 36-1. 41 (15H, m) 4. 08-4. 15 (4H, m) 4. 21 (2H, q, J=7. 0Hz) 4. 78 ( 
2H, s) 5. 44 (2H, s) 7. 33 (1H, s) 7. 42 (1H, s) 7. 50 ( 1H, s) 9. 00 (1H, brs) 9. 30 (1H, brs) 9. 4 
4(1H, brs). 

MS:m/e(ESI)473. 2(MH+) 
<Hfti2 8> 

^-n-W 5 y-1,3-^1: Ko-^y^y K-^-2-^;»-x^y ^; jlteTklil&ftir 



9 J ¥ 



l-[3-(^ 3 -f^-/U)-5-^- I- ^ i/-4- t KD*^7i-;k]-l-i^ y >• 
(400rag, 1. 69mmol) CD Tir h — h ]} /U^lfi. ^#^ir (662mg, 2. 03mmol) , 3 £ 

fay ^ (0. 14ml, 2. 20mmol) ^Mx.MUX 10 BffUI^ Lfc„ &.ftMKik$:1]UzM 





Br 
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y S V^ = !)Ahy/n> K (841rng, 1. 74mmol) 8 B# 

: n — ^■frV-fBa^/U) (CTtS UMBft#fe 491rag Srffifejftiffcfcj t LT# 
1H-NMR(CDC13) 5 (ppm) 

1. 40 (9H, s) 1. 50 (3H, t, J=7. 2Hz) 3. 97 (3H, s) 4. 12 (2H, q, J=7. 2Hz) 4. 42 (2H, s) 7. 46 (1 

H, d, J=2. 0Hz) 7. 59 ( 1H, d, J=2. 0Hz) 

2 8 : fc&ODg) 

2-/n^-l-[3-(i 3 /f^)-5-i h ^ri/-4-^ h dp- v- 7 ^ =^]-l-cn ^ y >- 
(52mg,0. 159mmol), 5, 6-v^ f> ^ iy-4- 7 n -lH-3--^ y-fy jVT 5 ^ 
(33mg, 0. 139mraol) f^*;l/i>7 5 K»aSrM"e 12 B#ITO# Lfc„?«& 

&m 40. 6mg &mm&1(£& t LT#ft, 
1H-NMR (DMS0-d6) 5 (ppm) 

I. 29 (3H, t, J=7. 2Hz) 1. 36 (9H, S) 1. 38-1. 43 (6H, ra) 3. 89 (3H, s) 4. 08-4. 24 (6H, m) 4. 79 
(2H, s) 5. 48 (2H, s) 7. 33 (1H, s) 7. 51 (2H, d, J=5. 2Hz) 9. 03 (1H, brs) 9. 26 (1H, brs) . 
MS:ra/e(ESI)487. 2(MH+) 

<Hi£M2 9 > 

2-fS 3 ggvW 4-T2-(5.6-^ h»j/-7-7^P-1-^ S 
/-1,3-^t: Fp-^ y^f y K-;l/-2-^f;i/)-7t^]-6-x h 3rv--7x-;U g 
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CPS 1 ) 4-(2-^P^-T-fe^/P)-2-(^3^/l^)-6-3i Y*i/7^-,y N-^^/U 




5 l-[3-(^ 3 Z? J- /U)-5- ^ b =*r ->-4- t: Kb^^7i ^ / ^ 

(lOOmg, 0. 423mraol) <D M. * f y (4, 2ml) ^ fl£ h !) ^ ^ T 5 >^ 
(0. 02ml, 0. lSOmmolK^^/l^ y ^7-^^- ( 0 053ml, 0. 677ml) &Mx.^M.X 2 0 

MLtc&, mm^mmm^^t^ mm.<Dmt*?-^^-*? ^(5mi:i.2mi)^ 

10 h7/;W/^;V7y*=^A f!)^n? K(214mg, 444mmol) ^M^.m 

mm. : n-^-v^-mm^^) \zxmm vmm^m i42mg 
t i,xntc 0 

1H-NMR(CDC13) 5 (ppm) 

15 mmm 2 9 : f^it) 
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1H-NMR (DMS0-d6) 8 (ppm) 

1. 08 (3H, t, J=7. 0Hz), 1. 27-1. 33(15H,m), 1. 40 (3H, t, J=6. 8Hz), 3. 06-3. 14(2H,m), 4 
. 03-4. 14 (4H, m) , 4. 21 (2H, q, J=7. 0Hz) , 4. 80 (2H, s) , 5. 50 (2H, s) , 7. 34 (1H, s) , 7. 51 ( 
1H, s) , 7. 55 (1H, s) , 7. 86 (1H, t, J=4. 8Hz) , 9. 02 (1H, brs) , 9. 33 (1H, brs) . 
MS:m/e(ESI)544. 3(MH+) 
<$*MM3 0 > 

2- (5, 6-^ J. h 3ri/-7--7/U$-u-l-j * /-1,3-^fc Kp-W V>f y S R— /l^-2-^ 




N-[5-^P^E--2-^ h*Z/-3-(l-* h^riy-l-^^/Ua^^/U) 




Br 



2-[5-^n *-3-(^^ f /U7 5 y )-2-^ f. *l/7 ;V\-2-Zfx2 ; — /i^ (410 
mg) * 7 — A— 100 mL {C^f L 14 R^fflAnlfeSfflG Lfc 0 iB-g-fc 



260 



WO 02/085855 



PCT/JP02/03961 



m-.n-^-f-iy-mm^^) icxiiLiEft^ 370 mg ^m^mb \,xmtc 0 

l H-NMR (CDCI3) 

5 : 1.57(3H, s), 1.60(3H, s), 2.77(6H, s), 3.40(3H, s) , 3.77(3H, s), 6.95(1H, 
d, J=2Hz), 7. 16 (1H, d, J=2Hz) 

(32) 2-^P^--l-r3-(v ? ^^^T$ y)-4-^ h3r^-5-(l-,* h*i/-l-X<7* 



'H-NMR (CDC1 3 ) 

8 : 1.60(6H, s), 2.80(6H, s), 3.23(3H, s), 3.86(3H, s), 4.42(2H, s), 7.52(1H, 
d, J=2Hz), 7. 72 (1H, d, J=2Hz) 

(mmm 3 0 : Mzg) 

1H-NMR (DMS0-d6) 6 (ppm) 

1. 29 (3H, t, J=7Hz) , 1.40(3H,t, J=7Hz), 1.53(6H,s), 2.76(6H,s), 3. 16(3H,s), 

3.80(3H,s), 4. 12 (2H, q, J=7Hz) , 4. 21 (2H, q, J=7Hz), 4.80(2H,s), 5.49(2H,s), 
7.34(lH,br.s),7.46(lH,br.s) J 7. 67 (lH.br. s), 9. 05 (1H, br. s) , 9. 31 (1H, br. s) 
MS:m/e(ESI)502. 2(MH+) 




Br 
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J^TO^MHfc-a-^te, #® 2— f $ Kn^na[3, 4-b~e] fc°y *Jls% 

HiS^J 3i 

l-(8-|j 3 ^/1^-3,4-^h KP-2H-^<vyri. 41^- ^-9-^^-6-^ 




/ 

H 3 C 



1H-NMR (DMS0-d6) 5 : 

1. 28 (3H, t, J=7. 1Hz) , 1. 34 (9H, s) , 1. 48 (3H, t, J=7. 1Hz) , 3. 23-3. 37 (2H, m) , 2. 90 (3H 
, s) , 4. 12 (2H, q, J=7. 1Hz) , 4. 22 (2H, q, J=7. 1Hz) , 4. 33 (2H, brs) , 4. 79 (2H, s) , 5. 46 (2 
H, s) , 7. 16 (1H, s) , 7. 27 (1H, s) , 7. 33 (1H, s) , 9. 04 (1H, brs) , 9. 32 (1H, brs) . 
MS : m/e (ESI) 484. 3 (MH+) 
Hii 32 

2-[2-(3-3B 3 ^^u-4. 5-v*y. l^^z^=Mzgz±±yz£E^kJz§=^Ji±^ 

-3-^T 5 7- 2, 3-^ Rp-IH-^ y^y /W5-^7/k^>-^y f-/k7$ K;-ft--fb7k 
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NKHBr 




O— CK 



1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 3. 89 (3H, s) , 3. 91 (3H, s) , 4. 30 ( 
2H, q, J=7Hz) , 4. 87 (2H, s) , 5. 54 (2H, s) , 7. 55 (2H, s) , 7. 56 (1H, s) , 8. 22 (1H, q, J=8Hz) 
,8. 58 (1H, s). 
U 33 

2-[2-(3-fS 3 -J^JV-A-K Kndrv--5-^ y^n^^ci/-? ^~/U)-2-$-*r y-zc<f- 
/U]-6-j. h ar->-3-^ $ y-2. 3— Ko-IH-^ y^T V K— /W5-;ft/M?^lft* ^ 



NKHBr 




1H-NMR (DMSO-d6) 5 : 

1. 33 (6H, d, J=6. 0Hz) , 1. 41 (9H, s) , 1. 44 (3H, t, J=7. 2Hz) , 2. 85 (3H, d, J=4. 4Hz) , 4. 30 
(2H, q, J=7. 2Hz) , 4. 67 (1H, m) , 4. 86 (2H, s) , 5. 48 (2H, s) 7. 49 (1H, s) , 7. 52 (1H, s) , 7. 5 
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5 (1H, s) , 8. 22 (1H, m) , 8. 59 (1H, s) , 9. 24 (1H, s) , 9. 87 (1H, s) . 
MMffl 34 

6-[2-(8-H 3 ^7vW4-p*^VV-3.4-S?fc K Q-2H— Tl. 4] £±jt ¥>^$zd 
;V)-2-** h 3ri/-7-4 $ I -6, Kg-SH-tfp n T3, 4-bl \f 




/ 

H 3 C 



lH-NMR(DMS0-d6) 8 : 

1. 36 (9H, s) , 1. 38 (3H, t, J=6. 8Hz) , 2. 79 (3H, d, J=4. 0Hz) , 2. 93 (3H, s) , 3. 33 (2H, s) , 4 
. 26 (2H, q, J=6. 8Hz) , 4. 36 (2H, s) , 4. 89 (2H, s) , 5. 57 (2H, s) , 7. 20 (1H, s) , 7. 29 (1H, s) 
, 8. 01 (1H, s) , 8. 59 (1H, q, J=4. 0Hz) , 9. 55 (1H, s) , 9. 97 (1H, s) . 
MMffl 35 

2-[2-(7-^ 3 f-;l^-3H-^y /^f $ ^V— /U)-2-#* y-^=7- 
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CH 3 



1H-NMR (DMS0-d6) 8 : 

1. 42 (3H, t, J=7Hz) , 1. 55 (9H, s) , 2. 74 (3H, d, J=4Hz) , 3. 94 (3H, s) , 4. 29 (2H, q, J=7Hz) 
, 4. 89 (2H, s) , 5. 60 (2H, s) , 7. 55 (1H, s) , 7. 71 (1H, s) 8. 22 (1H, q, J=4Hz) , 8. 23 (1H, s) , 
8. 42 (1H, s),8. 58(lH,s). 
MS : ro/e (ESI) 462. 0 (MH+) 
MMW 36 

2-[2-(3-fg3 ^VW5^2Lf2k2I§ /-4-b Kp ^^/^)-2-^-=^ y-Ji^- 

/P]-6-^ h =fr $ / -2, 3-S?fc RP-1H-Y y>f > K-/l/-5-^?^>j^ g; 




1H-NMR (DMS0-d6) 5 : 

1. 41 (12H, m) , 2. 63 (6H, s) , 2. 84 (2H, s) , 4. 30 (2H, q, J=6. 8Hz) , 4. 86 (2H, s) , 5. 47 (2H, 
s) , 7. 56 (1H, s) , 7. 66 (1H, s) , 7. 71 (1H, s) , 8. 22 (1H, s) , 8. 57 (1H, s) , 9. 17 (1H, s) , 9. 8 
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4(1H, s). 
MMM 37 

5-{2-3l 3 ^^/U-4-r2-(2-->^ nzf-a 5 S-5.7-i?K Kp-fcTp p 

[3,4-bl try /W)-T-fefvU]-6-(tfp U i?y-W/l/)-7a; =frv4-^^ 




1H-NMR (DMS0-d6) 5 : 

1. 00-1. 15 (4H, m), 1. 38 (9H, s), 1. 59-1. 85 (4H, m), 2. 23-2. 37 (3H, m), 3. 03-3. 20 (4H, 
m) , 3. 78-3. 88 (2H, m) , 4. 81 (2H, s) , 5. 53 (2H, s) , 7. 36 (1H, s) , 7. 46 (1H, s) , 7. 72 (1H, d 
, J=8. 0Hz) , 8. 09 (1H, d, J=8. OHz) , 9. 41-9. 49 (1H, m) , 9. 61-9. 70 (1H, m) . 
MS : m/e (ESI) 533. 3 (MH+) 
MMffl 38 

5-{2-j|3 :/5vW4-r2-(7-^/I^-g-W $ 7-5.6-v^ h =fr S^-l. 3-S»fc Kp-^ 
y-f > K w -/^-2— f /U) -T "fe gv^] -6- ( fc° P U ^y-W^)-7xydrM-^y^ 
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lH-NMR(DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 55-1. 99 (8H, m) , 2. 17-2. 36 (2H, m) , 2. 94-3. 20 (4H, m) , 3. 57-4. 27 (8Ha 
ndH20, m) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 36 (2H, s) , 7. 45 (1H, s) , 9. 01-9. 1 1 (1H, m) , 9. 2 
2-9. 35 (1H, m). 
HJSM 39 

2-[2-(3-jB 3 /f;W5-v ; p{f;P7> h ^-/U)-2-**y-^?- 

/H-6-^ hdf-v--3-^f ^ 7-2. 3-v^b Kp-IH-^T VA is b*—;U-5-jj/Uvn>>m* f- 




H 3 C 



1H-NMR (DMS0-d6) 5 : 

1. 39 (12H, m) , 2. 77 (6H, s) , 2. 84 (3H, s) , 3. 85 (3H, s) , 4. 30 (2H, q, J=7. 2Hz) , 4. 86 (2H, 
s) , 5. 52 (2H, s) , 7. 48 (1H, s) , 7, 56 (2H, s) , 8. 22 (1H, s) , 8. 57 (1H, s) , 9. 18 (1H. s) , 9. 8 
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5(1H, s). 

40 

2-(l-{3-m3^/W5-r2-(7-7/W^-n-W $;-6.6-^ Kg 




1H-NMR (DMSO-d6) 6 : 

0. 92 (3H, t, J=7. 6Hz) , 1. 44 (9H, s) , 1. 61-1. 83 (2H, m) , 2. 10-2. 24 (ZH, m) , 3. 09-3. 17 ( 
1H, m) , 3. 19-3. 26 (1H, m) , 3. 41-3. 56 (2H, m) , 3. 74 (3H, s) , 3. 92 (1H, dd, J=7. 6and4. 8H 
z) , 3. 94 (3H, s) , 4. 02 (3H, s) , 4. 25-4. 33 (1H, m) , 4. 85 (2H, s) , 5. 45 (2H, s) , 7. 24 (1H, s 
) , 7. 46 (1H, d, J=2. 0Hz) , 7. 60 (1H, d, j=2. 0Hz) . 
mMffl 41 

2-(l-{3-flS 3 ^/W5-r2-(7-7^^-n-W $ 7-5, 6-v^ h^-js-l. 3-^b Rcz 
zdJLLkL F— ^-2-^/U-)-T-fe^-/l^]-2-^ h =.—M-t? a U j^-3-^ ^ 
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1H-NMR (DMS0-d6) 5 : 

1. 00 (3H, t, J=7. 6Hz), 1. 44 (9H, s), 1. 63-1. 87 (2H, m), 2. 04-2. 19 (2H, m), 3. 13-3. 22 ( 
1H, m) , 3. 22-3. 30 (1H, m) , 3. 40-3. 57 (2H, m) , 3. 74 (3H, s) , 3. 94 (3H, s) , 3. 98 (1H, dd, J 
=7. 6and4. 4Hz) , 4. 02 (3H, s) , 4. 25-4. 35 (1H, m) , 4. 86 (2H, s) , 5. 45 (2H, s) , 7. 24 (1H, s 
) , 7. 46 (1H, d, J=2. OHz) , 7. 60 (1H, d, J=2. OHz) . 
MMffl 42 

^ / -5. 6-v^ h 3- 2 fcKMy^y K-/W2-^ ;^)-x^y; 




/ N-CH 3 

H3C 
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1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 2. 75 (6H, s) , 3. 82 (3H, s) , 3. 87 (3H, s) , 3. 95 (3H, s) , 4. 80 (2H, s) , 5. 49 (2 
H, s) , 7. 37 (1H, s) , 7. 45 (1H, d, J=2. 0Hz) , 7. 53 (1H, d, J=2. OHz) , 9. 06 (1H, brs) , 9. 28 ( 
1H, brs) . 
MMM 43 

2-[2-(3-f| 3 $ y-4-;t h=¥'>-^ai^/»-2-^-^y-Ji^- 

^]-6-^^f/V7^ y-3-^T § 7-2.3-S? b Kp-1H-^V^>-K-/W5-^/1^#^ 




N-CH3 

H 3 C 



lH-NMR(DMSO-d6) 6 : 

1. 37 (9H, s) , 2. 75 (6H, s) , 2. 77 (3H, d, J=4. OHz) , 2. 92 (6H, s) , 3. 82 (3H, s) , 4. 73 (2H, s 
) , 5. 44 (2H, s) , 7. 15 (1H, s) , 7. 45 (1H, s) , 7. 53 (1H, s) , 8. 06 (1H, ) , 8. 36 (1H, q, J=4. OH 
z) , 8. 93 (1H, brs) , 9. 49 (1H, brs) . 

HJfrtfil 44 

6-[2-(3-3B 3 /f;U-5-^^f;V7-;;-4-^ h#j/-7a=^)-2-t»y-af 
/H-3-3C }> ^^-7-^ $ 7-6,7-^ KP-5H-fc°P p [3, 4-bl i?y-2->i?;U;|f> 
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H 3 C 



1H-NMR (DMSO-d6) 5 : 

1. 36 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 2. 76 (6H, s) , 2. 77 (3H, d, J=4. 0Hz) , 3. 83 (3H, s) , 4 
. 24 (2H, q, J=6. 8Hz) , 4. 85 (2H, s) , 5. 60 (2H, s) , 7. 48 (1H, s) , 7. 54 (1H, s) , 8. 00 (1H, s) 
, 8. 57 (1H, q, J=4. 0Hz) , 9. 56 (1H, brs) , 9. 97 (1H, brs) . 
HJ£0!l 45 

2-C2- (3-m 3 y^/l^-5-J^ h =fr ->-4-y b »->-7 j =-/U) -2-Jr*r y-J^/H-6-S? 
^ f ^7 ; /-3-^r 5: y-2, 3-v^b Rp-IH-Y y^T >- K-^-5-^;l/#y^^^ 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, S) , 1. 41 (3H, t, J=6. 8Hz) , 2. 77 (3H, d, J=4. 4Hz) , 2. 92 (6H, s) , 3. 89 (3H, s) , 4 
. 13 (2H, q, J=6. 8Hz) , 4. 74 (2H, s) , 5. 45 (2H, s) , 7. 15 (1H, s) , 7. 51 (2H, d, J=7. 6Hz) , 8. 
07 (1H, s) , 8. 35-8. 38 (1H, m) , 8. 94 (1H, brs) , 9. 54 (1H, brs) . 
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MS:m/e (ESI) 481. 2 (MH+) 
MMM 46 



NH.HBr 



H 3 q pHg 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, S) , 1. 39-1. 43 (6H, m) , 2. 82 (3H, d, J=4. 8Hz) , 3. 89 (3H, s) , 4. 13 (2H, q, J=7. 0 
Hz) , 4. 28 (2H, q, J=7. 0Hz) , 4. 85 (2H, s) , 5. 50 (2H, s) , 7. 51-7. 54 (3H, m) , 8. 21 (1H, q, J 
=4. 8Hz) , 8. 56 (1H, s) , 9. 20 (1H, brs) , 9. 85 (1H, brs) . 
MS : m/e (ESI) 482. 2(MH+) 
MMffl 47 

6-[2-(3-fg 3 -f^-JU-B-^- h^riy-4-^ fc 3^-37 ^ y-^^yl/1-3- 
hJtkllzd % /-6.7-i^ t: KP-5H-b°P ar3.4-b1 b°]J ^-2-#/t^^j&;< ^yu 
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CH 3 



1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, S) , 1. 40-1. 43 (6H, ra) , 2. 78 (3H, d, J=4. 8Hz) , 3. 90 (3H, s) , 4. 13 (2H, q, J=7. 0 
Hz) , 4. 24 (2H, q, J=7. OHz) , 4. 89 (2H, s) , 5. 54 (2H, s) , 7. 50-7. 52 (2H, m) , 8. 00 (1H, s) , 
8. 53 (1H, m) , 9. 42 (1H, brs) , 9. 96 (1H, brs) . 
MS : m/e (ESI) 483. 1 (MH+) 
MMM 48 

(3-j3 ^/l/-5-[2-(7-7/^P-l--l' h 3- Kp-xfy 




lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 3. 87 (3H, s) , 3. 89 (3H, s) , 3. 95 (3H, s) , 4. 83 (2H, s) , 5. 34 (2H, s) , 5. 51 (2 
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H, s) , 7. 37 (1H, s) , 7. 64 (1H, s) , 7. 70 (1H, s) , 9. 10 (1H, brs) , 9. 37 (1H, brs) . 
MMffl 49 

4-{3-M3 ^/W-5-r2-(7-7/^P-W $ h3^-1.3-S?t: Rp-^ 




1H-NMR (DMSO-d6) 5 : 



1. 37 (9H, s) , 2. 07-2. 16 (2H, ra) , 2. 67-2. 75 (2H, m) , 3. 87 (3H, s) , 3. 90 (3H, s) , 3. 95 (3H 
, s) , 4. 11-4. 18 (2H, m) , 4. 82 (2H, s) , 5. 51 (2H, s) , 7. 37 (1H, s) , 7. 49-7. 59 (2H, m) , 9. 0 
0-9. 17 (1H, brs) , 9. 27-9. 40 (1H, ra) . 
MMM 50 

2-[2-(3-fg 3 ^-5->7;^ h*Ss-4r* h s =Mz2z±± V-a^ 

/u] -6-v^ f/vj ^ y -3--r $ y -2. 3- t r g -ih--y y ^ k— /k-5-^7 
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1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 2. 73-2. 82 (3H, m) , 2. 91 (6H, s) , 3. 89 (3H, s) , 4. 78 (2H, s) , 5. 33 (2H, s) , 5 
. 46 (2H, s) , 7. 15 (1H, s) , 7. 65 (1H, s) , 7. 69 (1H, s) , 8. 07 (1H, s) , 8. 31-8. 46 (1H, m) , 8. 
97 (1H, brs), 9. 55(lH,brs). 
MMffl 51 

2-{2-r3-j|3 ^9vW5-(3->Ty-:^gzK=¥v')-4-:>< h ±^zZ =.~M-2-** V 
-j^/H-S-v^^vKT $ 7-3--Y $ 7-2, 3-S?fc Kp-ih-^t > K-/^-5-;fr^ 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 2. 06-2. 17 (2H, m) , 2. 71 (2H, t, J=7. 6Hz) , 2. 77 (3H, d, J=4. 8Hz) , 2. 91 (6H 
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, s) , 3. 89 (3H, s) , 4. 24 (2H, t, J=6. 0Hz) , 4. 74 (2H, s) , 5. 45 (2H, s) , 7. 15 (1H, s) , 7. 53 ( 
1H, s) , 7. 55 (1H, s) , 8. 07 (1H, s) , 8. 33-8. 41 (1H, m) , 8. 95 (1H, brs) , 9. 55 (1H, brs) . 
^MM 52 

2-[2-(8-%S 3 /f;M-^77^f;^-3,4-^l: EHzgHz^l^££liil±±±v^ 
^)-2-^-^y-Ji^/U]-6-^ h^->-3-^ 5 /~2. 3-i^b Kp-IH-^T y^T ^ K 




1H-NMR (DMS0-d6) 5 : 

1. 36-1. 43 (12H, m) , 2. 82 (3H, d, J=5Hz) , 3. 30-3. 40 (2H, m) , 4. 28 (2H, q, J=7Hz) , 4. 40 ( 
2H, m) , 4. 66 (2H, s) , 4. 85 (2H, s) , 5. 45 (2H, s) , 7. 42-7. 45 (2H, m) , 7, 53 (1H, s) , 8. 21 (1 
H, q, J=5Hz) , 8. 56 (1H, s) , 9. 22 (1H, brs) , 9. 82 (1H, brs) . 
MS : m/e (ESI) 504. 3 (MH+) 
MMffl 53 

6-[2-(8-M 3 rf=f-;V-4r-isT J 7?yV-3,4-i ?M Kg -2R-^Q^ fl. 41 

-6-^T )V)-1 -Jr*r y-^^/k]-3-^ h^rv--7-^ 5; 7-6. 7-v^fc: Kp-5H-1^p p 

[3, 4-b] t:° 1? 3?^-2-*/nE^ife,* ^ Kj M? 
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1H-NMR (DMSO-d6) 5 : 

1. 33-1. 38 (12H, s) , 2. 78 (3H, d, J=5Hz) , 3. 30-3. 40 (2H, m) , 4. 25 (2H, q, J=7Hz) , 4. 40 ( 
2H, ra) , 4. 66 (2H, s) , 4. 89 (2H, s) , 5. 49 (2H, s) , 7. 40-7. 43 (2H, m) , 7. 99 (1H, s) , 8. 53 (1 
5 H, q, J=5Hz) , 9. 46 (1H, brs) , 9. 93 (1H, brs) . 

MS : ra/e (ESI) 505. 3 (MH+) 
MMM 54 

{8-3B 3 ^/U-6-[2-(7-7/l/^-g-l->f $ 7-5, 6-^^ 3-^b Ko-^f y 

d! ^ K— ^-2--r/k)-T-tr^/i^1-2. 3-^^ Kp-^y/ful^-^f^y-^;!,}- 
10 h=HJ;i/; hU 




1H-NMR (DMS0-d6) 5 : 
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1. 36 (9H, s) , 3. 30-3. 40 (2H, m) , 3. 87 (3H, s) , 3. 95 (3H, s) , 4. 40 (2H, m) , 4. 66 (2H, s) , 4 
. 82 (2H, s) , 5. 45 (2H, s) , 7. 36 (1H, s) , 7. 40-7. 42 (2H, m) , 9. 06 (1H, brs) , 9. 35 (1H, brs 
). 

MS:m/e(ESI)481. 3(MH+) 
5 MM&i 55 

{8-m 3 :/9vP-6-[2-(2-^ g yu 5; y-5, 7-S?fc Ka-b°P P [3. 4-bl 

b°]J jU)-T±?-M-2,Z-x?\i Ko-^vy7l.4l;r^i^-4-^/H-X 




10 lH-NMR(DMSO-d6) 5 : 

1. 06-1. 1 1 (4H, ra) , 1. 36 (9H, s) , 2. 32 (1H, m) , 3. 30-3. 40 (2H, m) , 4. 40 (2H, m) , 4. 66 (2H 

, s) , 4. 83 (2H, s) , 5. 51 (2H, s) , 7. 41-7. 44 (2H, m) , 7, 72 (1H, d, J=8Hz) , 8. 09 (1H, d, J=8 

Hz) , 9. 52, (1H, brs) , 9. 64 (1H, brs) . 

MS : m/e (ESI) 444. 3 (MH+) 
15 mMM 56 

2-[2-(8-f£ 3 ^f/M-v'Ty^Wj-^b K P-2H-*< yy [l, 4] tt°$-*?Zs 
-6-4M-2-3-3ry-^7-;Ul-6-j/*^;UTS. y-3-^T $ /-2.3-^b Ka-IH-^ V 
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1H-NMR (DMS0-d6) 8 ■ 

1. 36 (9H, s) , 2. 77 (3H, d, J=4Hz) , 2. 91 (6H, s) , 3. 30-3. 40 (2H, m) , 4. 40 (2H, m) , 4. 66 (2 
H, s) , 4. 75 (2H, s) , 5. 41 (2H, s) , 7. 15 (1H, s) , 7. 41-7. 43 (2H, m) , 8. 07 (1H, s) , 8. 37 (1H 
5 , q, J=4Hz) , 8. 98 (1H, brs) , 9. 53 (1H, brs) . 

MS:m/e(ESI)503. 4(MH+) 
WfcM 57 

2-[2-(3-3l 3 yf;^-5-V7/^ h*iy-4-* b ^—M-I-Hr* y-=c=7- 

10 ^7$ K;-»>fb7l<^^^: 




1H-NMR (DMS0-d6) 5 : 
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1. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 8Hz) , 3. 89 (3H, s) , 4. 29 (2H, q, J= 
6. 8Hz) , 4. 86 (2H, s) , 5. 34 (2H, s) , 5. 50 (2H, s) , 7. 54 (1H, s) , 7. 65 (1H, s) , 7. 71 (1H, s) 
, 8. 15-8. 30 (1H, m) , 8. 56 (1H, s) , 9. 14-9. 26 (1H, m) , 9. 77-9. 93 (1H, m) . 
MMM 58 

2-{2-[3-jf 3 ^/W5-(3-'>Ty-^n^driX)-4-^ h **/--7 ^-}V\-2-Jr* V 
-=cf-M-%-=^ h dr->-3-^ ^ 7-2. 3-i?t: Kp-IH-Y y-T ^ K-^-5-^;U^yg| 




1H-NMR (DMS0-d6) 5 : 



1. 36 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 06-2. 17 (2H, m) , 2. 72 (2H, t, J=7. 2Hz) , 2. 82 (3H 
, d, J=4. 8Hz) , 3. 90 (3H, s) , 4. 15 (2H, t, J=6. 0Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 85 (2H, s) , 
5. 50 (2H, s) , 7. 49-7. 62 (3H, m) , 8. 15-8. 26 (1H, m) , 8. 56 (1H, s) , 9. 18 (1H, brs) , 9. 85 ( 
1H, brs) . 

MMM 59 

l-(3-jg 3 ^5vU-5-3i h*ci/-4-sl hlcis-?^— /U)-2-(7-^/U^-p-l-^ $ j 

-5.6-v^ ^fc KcW y-Y^ K— ;i/-2-^^)-x^y ^-.m-iY^mm 



280 



WO 02/085855 



PCT/JP02/03961 




CH3 



1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, S) , 1. 41 (3H, t, J=7. 0Hz) , 3. 87 (3H, s) , 3. 89 (3H, s) , 3. 95 (3H, s) , 4. 13 (2H, q 
, J=7. OHz) , 4. 81 (2H, s) , 5. 48 (2H, s) , 7. 36 (1H, s) , 7. 50 (1H, s) , 7. 51 (1H, s) , 9. 03 (1H 
5 ,brs),9. 30(lH,brs). 

MS : m/e (ESI) 459. 1 (MH+) 
MMM 60 

2-[2-(3-%S 3 Zff-A'-A-* b^v'-S-^;V7# 'J y-7x=/k)-2-t^y-xf 

AjHbE b 3r^-3-W 5 / -2. 3-v>b Kp-1H-Y y w ^ K— ;v-5-^^^yj^ ^ 




lH-NMR(DMSO-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 <3H, d, J=4. OHz) , 2. 94-3. 04 (4H, m) , 3. 70-3. 
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86 (4H, ra) , 3. 95 (3H, s) , 4. 28 (2H, q, J=6. 8Hz) , 4. 85 (2H, s) , 5. 51 (2H, s) , 7. 50 (1H, s) , 
7. 54 (1H, s) , 7. 61 (1H, s) , 8. 20 (1H, q, J=4. 0Hz) , 8. 56 (1H, s) , 9. 16 (1H, brs) , 9. 84 (1H 
, brs) . 

MS:m/e(ESI)524. 2(MH+) 
MMffl 61 

y-5,6-^^ h*i/-l.3~i?t Kn-^y^y K-;v-2-^;v)-x^y 

mm 




1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 2. 95-3. 05 (4H, m) , 3. 74-3. 85 (4H, m) , 3. 87 (3H, s) , 3. 95 (3H, s) , 3. 96 (3H 
, s) , 4. 81 (2H, s) , 5. 51 (2H, s) , 7. 37 (1H, s) , 7. 49 (1H, s) , 7. 60 (1H, s) . 

62 

Ztd § /-5, 7-v>fc Kn-fn n [3, 4-bl fc° V *?ls-6-J M-xu* 7 
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1H-NMR (DMS0-d6) 8 : 

1. 08-1. 15 (4H, m) , 1. 37 (9H, s) , 2. 28-2. 36 (1H, m) , 2. 94-3. 06 (4H, m) , 3. 75-3. 86 (4H, 
m) , 3. 95 (3H, s) , 4. 82 (2H, s) , 5. 56 (2H, s) , 7. 50 (1H, s) , 7. 61 (1H, s) , 7. 72 (1H, d, J=8. 
0Hz),8. 10 (1H, d, J=8. 0Hz). 
HJSM 63 

(3-S3^f/U-5-[2-(5.6-^x ;Virxi-\-y( % 7-1,3-^^ Ko-^ y 




lH-NMR(DMS0-d6) 5 : 

1. 29 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 3. 89 (3H, s), 4. 11 (2H, q, J= 
6. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 81 (2H, s) , 5. 33 (2H, s) , 5. 48 (2H, s) , 7. 34 (1H, s) , 7. 
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64 (1H, s) , 7. 69 (1H, s) , 9. 00-9. 10 (1H, m) , 9. 29-9. 37 (1H, m) . 
MM&l 64 

y ^ ^ p^ /W2 -^> ^) -T -fe gvjj -2-7 h df- is-? ^ 7 -^g- g - ij ^ ; jg. 




1H-NMR (DMS0-d6) S : 



1. 29 (3H, t, J=6. 8Hz) , 1. 36 (9H, s) , 1. 40 (3H, t, J=6. 8Hz) , 2. 07-2. 17 (2H, m) , 2. 72 (2H 
, t, J=7. 2Hz) , 3. 90 (3H, s) , 4. 07-4. 17 (4H, m) , 4. 21 (2H, q, J=6. 8Hz) , 4. 79 (2H, s) , 5. 4 
8 (2H, s) , 7. 33 (1H, s) , 7. 53 (1H, s) , 7. 54 (1H, s) , 8. 96-9. 09 (1H, m) , 9. 23-9. 36 (1H, m) 

MMffl 65 

4-{3-M 3 7'^;U-5-l2-(2-js? p^p fcf/l^-7-^ $ 7-5. 7-j?fc Kc-tfP P 
[3,4-b] fc°y ^>--6-^/P)-Tir^/Wl-2-^ f=3rv--7^y =fr>4-:/^-p- y /u; 
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.HBr 



H3C CH, 




1H-NMR (DMS0-d6) 5 : 

1. 05-1. 18 (4H, m), 1. 36 (9H, s), 2. 07-2. 18 (2H, m), 2. 28-2. 38 (1H, m), 2. 72 (2H, t, J=7 
. 2Hz) , 3. 89 (3H, s) , 4. 15 (2H, t, J=6. OHz) , 4. 83 (2H, s) , 5. 56 (2H, s) , 7. 55 (2H, brs) , 7 
. 72 (1H, d, J=8. OHz) , 8. 10 (1H, d, J=8. OHz) , 9. 04-9. 55 (2H, m) . 
MM 66 



6- [2- (3-% 3 -ff-iV-*-* l>»^-S-^7t'J ;-7x = M-Wy-xf 
h 3^-7-^ $ 7-6. 7-i>fc Kn-5H-fc°P n [3, 4-bl b° U £>^2j^/Mj> 



NH.HBr 




MS:m/e(ESI)524. 2(MH+) 
67 
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1H-NMR (DMSO-d6) 8 : 

1. 40-1. 43 (12H, m) , 2. 82 (3H, d, J=4. 8Hz) , 3. 68 (3H, s) , 4. 28 (2H, q, J=6. 8Hz) , 4. 86 (2 
H, s) , 5. 51 (2H, s) , 7. 55 (1H, s) , 7. 70 (1H, d, J=8. 4Hz) , 7. 97-8. 00 (2H, m) , 8. 19-8. 22 ( 
1H, m) , 8. 56 (1H, s) , 9. 20 (1H, brs) , 9. 86 (1H, brs) . 
MS:m/e(ESl)502. 1(MH+) 
^JSM 68 

* * ls7,)V-7* 2-m 3 y^/U-4-[2-(5-> ? ^ ^7 ^ $ 7-6-^ ^/U 




O CH 3 



1H-NMR (DMSO-d6) 5 : 

1. 40 (9H, S) , 2. 77 (3H, d, J=4. 8Hz) , 2. 92 (6H, s) , 3. 68 (3H, s) , 4. 76 (2H, s) , 5. 46 (2H, s 
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) , 7. 15 (1H, s) , 7. 70 (1H, d, J=8. 4Hz) , 7. 95-8. 00 (2H, m) , 8. 07 (1H, s) , 8. 34-8. 37 (1H, 
m) , 8. 96 (1H, brs) , 9. 57 (1H, brs) . 
MS:m/e(ESI)501. 1 (MH+) 
MM®) 69 

tZ^^jV? ^-^m 2-H 3 -f^f-JV-A- [2- (3- h 3r *S-7-<t $ 7 -2- 7 ^/Vjj /W* 
^^^-5. 7-i ££t K d - p a [3. 4-b] fc° !) ^ - 7 1 f ;v]-7 x = j. 




lH-NMR(DMS0-d6) 5 : 

1. 36 (3H, t, J=6. 8Hz) ,1.41 (9H, s) , 2. 77 (3H, d, J=4. 4Hz) , 3. 68 (3H, s) , 4. 24 (2H, q, J= 
6. 8Hz) , 4. 90 (2H, s) , 5. 54 (2H, s) , 7. 70 (1H, d, J=8. 4Hz) , 7. 95-8. 00 (3H, m) , 8. 52 (1H, 
m) , 9. 44 (1H, brs) , 9. 99 (1H, brs) . 
MS:m/e(ESI)503. 1 (MH+) 
MMM 70 

2-[2-(3-jB 3 ^f;M->7 7^ h *is-5-i?* f-jV7 $y-7a:^/l/)-2-t»y- 
^gvklzgz^ g2kZ $ ^-3-^ S 7-2, 3-v^h Kp-IH-W' y^T ^ K^/U-B-fr/l" 
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N 



H 3 C 



1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, S) , 2. 71 (6H, s) , 2. 77 (3H, d, J=4. 4Hz) , 2. 91 (6H, s) , 4. 74 (2H, s) , 5. 25 (2H, s 
) , 5. 46 (2H, s) , 7. 15 (1H, s) , 7. 57 (1H, s) , 7. 60 (1H, s) , 8. 06 (1H, s) , 8. 35 (1H, m) , 8. 92 
(lH,brs),9. 53 (1H, brs). 
MS : m/e (ESI) 505. 2 (MH+) 
Mlfaffl 71 

2-[2-(3-f£ 3 ^f;l/-4-^ h^'>-5-(b°P ]J ^y-W/^^x^^-t^y- 




1H-NMR (DMS0-d6) S : 

1. 38 (9H, S) , 1. 41 (3H, t, J=6. 8Hz) , 1. 91 (4H, brs) , 2. 82 (3H, d, J=4. 0Hz) , 3. 15 (4H, br 
s) , 3. 64 (3H, s) , 4. 27 (2H, q, J=7. 0Hz) , 4. 83 (2H, s) , 5. 47 (2H, s) , 7. 35 (1H, s) , 7. 43 (1 
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H, s) , 7. 53 (1H, s) , 8. 18-8. 21 (1H, m) , 8. 55 (1H, s) . 
MS:m/e(ESI)507. 2(MH+) 
Mt&M 72 




1H-NMR (DMS0-d6) 5 : 

1. 29 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 1. 91 (4H, brs) , 3. 15 (4H, br 
s) , 3. 64 (3H, s) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 78 (2H, s) , 5. 46 (2H, s 
) , 7. 33 (1H, s) , 7. 34 (1H, s) , 7. 42 (1H, s) , 9. 01 (1H, brs) , 9. 23 (1H, brs) . 
MS:m/e(ESI)512. 2(MH+) 
MMffl 73 

2-[2-(3-g& 3 ^f/M-^ bdrv--5-(h°P V ^y-l-^;U)-7x-;l/)-2-^^y- 
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lH-NMR(DMS0-d6) 8 : 

1. 38 (9H, s) , 1. 91 (4H, brs) , 2. 78 (3H, d, J=4. 4Hz) , 2. 91 (6H, s) , 3. 15 (4H, brs) , 3. 64 ( 
3H, s) , 4. 72 (2H, s) , 5. 42 (2H, s) , 7. 15 (1H, s) , 7. 35 (1H, s) , 7. 43 (1H, s) , 8. 06 (1H, s) , 
8.35-8. 38(lH,m). 
MS:m/e(ESI)506. 3(MH+) 
MM&l 74 

1- (3-%S 3 V ^r->-5- (fP !) ;u)-7i — /u) -2- (2-i p 7° 

P tr°/W7-^T ^ / -5. 7- v> t KD-tfPP [3, 4-bl fc° U ^Y. 




lH-NMR(DMS0-d6) 5 : 

1. 08-1. 1 1 (4H, in) , 1. 38 (9H, s) , 1. 91 (4H, brs) , 2. 29-2. 35 (1H, m) , 3. 15 (4H, brs) , 3. 6 
5 (3H, s) , 4. 81 (2H, s) , 5. 56 (2H, s) , 7. 36 (1H, s) , 7. 44 (1H, s) , 7. 72 (1H, d, J=8. 6Hz) , 8 
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. 09 (1H, d, J=8. 6Hz) , 9. 50 (1H, brs) , 9. 62 (1H, brs) . 
75 

1- (3-m 3 ^f/M-^ h =fr ->-5- (b'n'J W /p) - 7 g ~/l-) -2- (7- 7 p 
-W g /-5,6-v?^ h±v^L Kp-W y-f V Fwi/-2-^;u)-x^ 7 




1H-NMR (DMSO-d6) 5 : 

1. 38 (9H, s) , 1. 91 (4H, brs) , 3. 15 (4H, brs) , 3. 65 (3H, s) , 3. 87 (3H, s) , 3. 95 (3H, s) , 4. 
80 (2H, s) , 5. 48 (2H, s) , 7. 35 (1H, s) , 7. 36 (1H, s) , 7. 43 (1H, s) , 9. 02 (1H, brs) , 9. 23 (1 
H, brs) . 

MS : m/e (ESI) 484. 2 (MH+) 
H2&0!l 76 

2-[2-(3-fg 3 ^/V-5-^y^P/K^->-4-^ h=¥'>-7^^/V)-2-^-^y-rc^ 

^7$ K;^b7k^^ 
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1H-NMR (DMS0-d6) 8 : 

1. 33 (6H, d, J=6. 4Hz) , 1. 36 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 4Hz) , 3. 88 
(3H, s) , 4. 28 (2H, q, J=6. 8Hz) , 4. 64-4. 77 (1H, m) , 4. 85 (2H, s) , 5. 49 (2H, s) , 7. 51 (2H, 
s) , 7. 54 (1H, s) , 8. 14-8. 26 (1H, m) , 8. 56 (1H, s) , 9. 12-9. 21 (1H, m) , 9. 79-9. 89 (1H, m) 

l-(3-Jg 3 -f±A£±^_ Vzrutf**s-4r-* h*is-7 *—As)-2-(5.G-i?x. h^Zs 




1H-NMR (DMS0-d6) 8 : 
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1. 29 (3H, t, J=6. 8Hz) ,1.33 (6H, d, J=6. 0Hz>, 1. 35 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 3. 88 
(3H, s) , 4. 11 (2H, q, J=6. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 64-4. 77 (1H, m) , 4. 80 (2H, s) , 
5. 47 (2H, s) , 7. 33 (1H, s) , 7. 50 (2H, s) , 9. 05 (1H, brs) , 9. 29 (1H, brs) . 
MMM 78 




o 

H 3 C— ( 

CH 3 



lH-NMR(DMS0-d6) 5 : 

1. 33 (6H, d, J=5. 6Hz) , 1. 35 (9H, s) , 3. 87 (3H, s) , 3. 88 (3H, s) , 3. 95 (3H, s) , 4. 64-4. 76 
(1H, m) , 4. 81 (2H, s) , 5. 48 (2H, s) , 7. 36 (1H, s) , 7. 50 (2H, s) , 8. 99-9. 16 (1H, m) , 9. 25- 
9. 40 (1H, m). 
MMM 79 

2-{8-m 3 ^/W6-r2-5-J^ $ ^A^A^fE^JkzL 3-S?fc K 

is k— ^-2->f;i/)-7tf-^]-2. 3-i>fc Kp— <^y*ri.4l^-^ij-y ? ^ 
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H 3 C 



1H-NMR (DMS0-d6) 5 : 

1. 15 (3H, t, J=7Hz) , 1. 30-1. 50 (15H, m) , 2. 82 (3H, d, J=5Hz) , 3. 30-3. 40 (2H, m) , 4. 09 ( 
2H, m) , 4, 22-4. 36 (4H, m) , 4. 71 (1H, q, J=6Hz) , 4. 82 (2H, s) , 5. 38 (1H, d, J=18Hz) , 5. 48 
(1H, d, J=18Hz) , 7. 20 (1H, brs) , 7. 28 (1H, brs) , 7, 53(1H, s) , 8. 21 (1H, q, J=5Hz) , 8. 55 
(1H, s) , 9. 2 1 (1H, brs) , 9. 82 (1H, brs) . 

mmm so 

2-{8-m 3 ^^-6-f2-(3-^ }^>- 7 -^ f? 7-2-^ 7-v?fc: 
Ko-tfp p[3,4-b1fc°y ^-6-^)-Ti?9vH-2,3--^fc: Kn-^^yri. 41^- 
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1H-NMR (DMS0-d6) 6 ■ 

1. 15 (3H, t, J=7Hz) , 1. 32-1. 39 (12H, m) , 1. 44 (3H, d, J=7Hz) , 2. 33 (1H, m) , 2. 77 (3H, d, 
J=5Hz) , 3. 30-3. 40 (2H, m) , 4. 09 (2H, m) , 4. 20-4. 30 (4H, m) , 4. 71 (1H, q, J=7Hz) , 4. 86 ( 
2H, s) , 4. 82 (2H, s) , 5. 43 (1H, d, J=18Hz) , 5. 52 (1H, d, J=18Hz) , 7. 20 (1H, d, J=2Hz) , 7. 
27 (1H, d, J=2Hz) , 7, 98 (1H, s) , 8. 55 (1H, q, J=5Hz) , 9. 47 (1H, brs) , 9. 92 (1H, brs) . 
MS : tn/e (ESI) 566. 2 (MH+) 
MMM 81 

2-[2-(3-i^ 7-/UT $ 7-5-^T yzfu h°/P-4-^ h*c^-7 =L~sV)-2-7j-*-y 
/1/1-6-m h dr->-3-^ $ y-2. 3— ^t: Pp-IH-^T ^ K— /l^-5-;fr/U#f f- 
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1H-NMR (DMS0-d6) 5 : 

"\. 20 (6H, d, J=7. 2Hz) , 1. 41 (3H, t, J=6. 8Hz) , 2. 78 (6H, s) , 2. 81 (3H, d, J=4. 4Hz) , 3. 7 
7 (3H, s) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 36 (1H, s) , 7. 51 (1H, s) , 7 
. 54 (1H, s), 8. 20 (1H, q, J=4. 4Hz), 8. 56 (1H, s), 9. 17 (1H, brs), 9. 84 (1H, brs). 
%Wfr\ 82 

2-(5, Y^-^-l-^;u^ru-\-4 $ y-i.3-^fc Kp-^ y^f ^ K— 

^-l-fc-^^^Tg: 7-5-^y^P^-4-^ h^rjX-^^^y^)-^^ y 




1H-NMR (DMS0-d6) 5 : 

1. 20 (6H, d, J=6. 8Hz) , 1. 29 (3H, t, J=6. 8Hz) , 1. 39 (3H, t, J=6. 8Hz) , 2. 78 (6H, s) , 3. 76 
(3H, s) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 22 (2H, q, J=6. 8Hz) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 34- 
7. 36 (2H,m),7. 52 (1H, s). 
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83 

2-[2-(3-» 3 -ff-jV-l-* h^ci/S-t f;U7 $ S ~7 ^=-;\s)-2-$-3c y -^=f- 




/ 



H3C 

lH-NMR(DMSO-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=7. 0Hz) , 2. 76 (3H, d, J=5. 0Hz) , 2. 82 (3H, d, J=4. 4Hz) , 3. 72 
(3H, s), 4. 28 (2H, q, J=7. OHz), 4. 84 (2H, s) , 5. 47 (2H, s), 5. 51 (1H, q, J=5. OHz), 7. 05 ( 
1H, s) , 7. 24 (1H, s) , 7. 54 (1H, s) , 8. 21 (1H, q, J=4. 4Hz) , 8. 55 (1H, s) , 9. 17 (1H, brs) , 9 
. 82 (1H, brs) . 

MS:m/e(ESI)467. 3(MH+) 
84 

6-C2-(3-as 3 ^;w5-^yy P ^y/-4-^ L±^zZ^=Mzgz±±>dz^2: 

/U]-3-j. h $ y-6, 7-S?fc Kn-5H-t:°P P [3,4-b] tfj^y-^^y 
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1H-NMR (DMS0-d6) 5 : 

1. 26-1. 43 (18H, m) , 2. 77 (3H, d, J=4. 8Hz) , 3. 88 (3H, s) , 4. 24 (2H, q, J=6. 8Hz) , 4. 64-4 
. 77 (1H, m) , 4. 88 (2H, s) , 5. 52 (2H, s) , 7. 50 (2H, s) , 7. 99 (1H, s) , 8. 47-8. 58 (1H, m) , 9. 
34-9. 46 (1H, m) , 9. 90-10. 03 (1H, m) . 

Hifetaj 85 

2-[2-(3-m 3 glgvWjW y 7* naff 3-^-4-.* b ^ ^—/V)-!-** y-=.f- 




CH3 



1H-NMR (DMS0-d6) 5 : 

1. 33 (6H, d, J=6. OHz) , 1. 35 (9H, s) , 2. 77 (3H, d, J=4. 4Hz) , 2. 91 (6H, s) , 3. 88 (3H, s) , 4 
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. 63-4. 80 (3H, m) , 5. 44 (2H, s) , 7. 15 (1H, s) , 7. 50 (2H, s) , 8. 07 (1H, s) , 8. 31-8. 43 (1H, 
m) , 8. 88-8. 99 (1H, m) , 9. 46-9. 60 (1H, m) . 
MMM 86 

2-{2-[3-f| 3 /f;H-(4-^7;-^yyy-H;W-4-^ h*ciy-7=c~ 
/H-2-;f dry-cc^vW-6-Ji 5 7-2.3-^ fc: Rg-lH->f y^fy K— 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 1. 88-2. 13 (4H, m) , 2. 82 (3H, d, J=4. 4Hz) , 2. 86-2. 
98 (2H, m) , 3. 02-3. 18 (3H, m) , 3. 93 (3H, s), 4. 28 (2H, q, J=6. 8Hz), 4. 84 (2H, s) , 5. 49 (2 
H, s) , 7. 52 (1H, d, J=l. 6Hz) , 7. 54 (1H, s) , 7. 61 (1H, d, J=l. 6Hz) , 8. 14-8. 26 (1H, in) , 8. 
56 (1H, s) , 9. 10-9. 18 (1H, m) , 9. 81-9. 88 (1H, m) . 
MS : ra/e (ESI) 546. 2 (MH+) 



£MM 87 
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lH-NMR(DMS0-d6) 8 : 

1. 29 (3H, t, J=6. 8Hz) ,1.37 (9H, s) , 1. 40 (3H, t, J=6. 8Hz) , 4. 11 (2H, q, J=6. 8Hz) , 4. 21 
(2H, q, J=6. 8Hz) , 4. 78 (2H, s) , 5. 40 (2H, s) , 6. 95 (1H, d, J=8. 6Hz) , 7. 32 (1H, s) , 7. 75 ( 
1H, d, J=8. 6Hz) , 7. 80 (1H, s) , 9. 00 (1H, brs) , 9. 30 (1H, brs) . 
MS:m/e(ESI)429. 1 (MH+) 
MM®! 88 

2-{8-f|3 ^^V-6-[2-5-J^ ^dr<y-x-^ ^ y- 6 -^ f^/W^^/l^l, 3-S?fc K 
n-^T y>f ^ K— /^-2-^yu)-T-fe^-^l-2. 3-i^b Kn-^y/ n.4l^-^»y?^ 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 38 (3H, t, J=7Hz) , 1. 48 (6H, s) , 2. 82 (3H, d, J=5Hz) , 3. 30-3. 40 (2H, m) , 
4, 22-4. 40 (4H, m) , 4. 82 (2H, s) , 5. 40 (2H, s) , 7. 08 (1H, brs) , 7. 30 (1H, brs) , 7, 52 (1H, 
s) , 8. 21 ( 1H, q, J=5Hz) , 8. 55 (lH, s) , 9. 22 (1H, brs) , 9. 83 (1H, brs) . 
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MS:ra/e(ESI)551. 2(MH+) 
MtiBffl 89 

KP-b°o n [3,4-b] U ^y-6-^f^)-7tf ;u]-2,3-v ? t: Kn-^y/[l,4]t 




HO 



1H-M1R (DMS0-d6) 5 : 

1. 30-1. 40 (12H, m) , 1. 48 (6H, s) , 2. 77 (3H, d, J=5Hz) , 3. 30-3. 40 (2H, m) , 4. 22-4. 33 (4 
H, m) , 4. 85 (2H, s) , 5. 43 (2H, s) , 7. 08 (1H, brs) , 7. 29 (1H, brs) , 7. 98 (1H, s) , 8. 54 (1H, 
q, J=5Hz) , 9. 45 (1H, brs) , 9. 91 (1H, brs) . 

mMM 90 

WtM 2-m 3 ^gvW ^yi^X ^ y-4-[2-(5-3i h g y-6-;* 
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NH.HBr 




N— CHj 



H3C 



1H-NMR (DMS0-d6) 5 : 

1. 33 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 33 (3H, s) , 2. 65 (6H, s) , 2. 82 (3H, d, J=4. 8Hz) , 4 
. 27 (2H, q, J=7. 2Hz) , 4. 85 (2H, s), 5. 51 (2H, s) , 7. 54 (1H, s) , 7. 58 (1H, s), 7. 66 (1H, s) 
,8. 19-8. 21(lH,m),8. 55 (1H, s),9. 17 (1H, brs) , 9. 84(lH,brs). 
MS : m/e (ESI) 509. 2 (MH+) 
MMW 91 

2-{2-[3-^ 3 /f;H-^ h ^r->-5-(2-^-^r V-Hr^Vy z^=. 

M-2-^r^-y-^=f-M-e-^ h 3^-3-^ s: 7-2. 3-i^b Fp-iiw y>f is 



NH.HBr 





1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) 1. 41 (3H, t, J=6. 8Hz) 2. 82 (3H, d, J=4. 4Hz) 3. 82 (3H, s) , 3. 93 (2H, t, J=7. 6 
Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 54 (2H, t, J=7. 6Hz) , 4. 85 (2H, s) , 5. 46 (2H, s) 7. 54 (1H, s 
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) , 7. 83 (1H, d, J=2. 0Hz) , 7. 99 (1H, d, J=2. 0Hz) , 8. 20 (1H, q, J=4. 4Hz) , 8. 56 (1H, s) . 

mmm 92 

lElfc 2-jg 3 T^/W^- [2- (5. h3cis-7-7/U$-xn-l-<<( $ /-1,3-v^t: Kn- 



NKHBr 




lH-NMR(DMS0-d6) 5 : 

1. 29 (3H, t, J=7. 0Hz) , 1. 34 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 2. 37 (3H, s) , 4. 12 (2H, q, J= 
7. 0Hz) , 4. 21 (2H, q, J=7. 0Hz) , 4. 81 (2H, s) , 5. 49 (2H, s) , 7. 31-7. 34 (2H, m) , 7. 93 ( 1H, 
d, J=8. 4Hz) , 7. 96 (1H, s) , 9. 02 (1H, brs) , 9. 30 (1H, brs) . 
MS:m/e(ESI)471. 1(MH+) 
WfcM 93 

mm 2-m 3 !7^/l--4- [2- (5- Ji ^ >Vp /V-\, 3-y>' 



NHHBr 




lH-NMR(DMS0-d6) 5 : 

1. 35 (9H, s) , 1. 42 (3H, t, J=7. 0Hz) ,,2. 37 (3H, s) , 2. 83 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J= 
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7. 0Hz), 4. 86 (2H, s), 5. 50 (2H, s), 7. 33 (1H, d, J=8. 4Hz), 7. 54 (1H, s), 7. 94 (1H, d, J=8 
. 4Hz) , 7. 97 (1H, s) , 8. 19-8. 21 (1H, m) , 8. 56 (1H, s) , 9. 20 (1H, brs) , 9. 82 (1H, brs) . 
MS:m/e(ESI)466. 2(MH+) 
MM&l 94 

l-{3-% 3 :/3vW5-[2-(5. 6-'^ h=fr->-7-:7/loj-p-l-^ ^7-1, 3-^b Kp-^-T 




1H-NMR (DMS0-d6) 5 : 

1. 29 (3H, t, J=6. 8Hz), 1. 38 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 2. 48-2. 62 (4H, m) , 3. 28-3. 
45 (4H, m) , 4. 02 (3H, s) , 4. 11 (2H, q, J=6. 8Hz) , 4. 20 (2H, q, J=6. 8Hz) , 4. 79 (2H, s) , 5. 4 
8 (2H, s) , 7. 33 (2H, s) , 7. 56 (2H, s) , 7. 62 (2H, s) . 

MMm 95 

l-(3-^ 3 Zf^/lS-i I?* =f-;VT ^ 7-4-;* h *ci/-7 *z=./U)-2-(5-^ h 3c*y-l-'7 
SUjr o zlzd. ^ y -6-^ b =fr 3-v* h p n -- f y > K 1 — /W2 — f /l^) - J. y > • 
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lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 40 (3H, t, J=7. 2Hz) , 2. 75 (6H, s) , 3. 82 (3H, s) , 3. 87 (3H, s) , 4. 20 (2H, q 
, J=7. 2Hz) , 4. 78 (2H, s) , 5. 48 (2H, s) , 7. 34 (1H, s) , 7. 45 (1H, d, J=2. 0Hz) , 7. 53 (1H, d, 
J=2. 0Hz) . 

MS : m/e (ESI) 472. 2 (MH+) 

2-{2-[3-m 3 ;I/-5-(xf f yl/-7 ^ /)-4-^ h 3r ^-7»=/H-2- ^-df 




1H-NMR (DMS0-d6) 6 : 

1. 01 (3H, t, J=7. OHz) , 1. 37 (9H, s) , 1. 41 (3H, t, J=7. OHz) , 2. 74 (3H, s) , 2. 82 (3H, d, J= 
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4. 8Hz) , 3. 13 (2H, q, J=7. 0Hz) , 3. 83 (3H, s) , 4. 28 (2H, q, J=7. 0Hz) , 4. 84 (2H, s) , 5. 49 ( 
2H, s) , 7. 48 (1H, d, J=2. OHz) , 7. 54-7. 55 (2H, m) , 8. 21 (1H, q, J=4. 8Hz), 8. 55 (1H, s) , 9 
. 14 (1H, brs), 9. 81 (1H, brs). 
MS : m/e (ESI) 495. 2 (MH+) 
5 MMffl 97 

6-{2-[3-jj 3 ^f/H-(xf/^-^f/k7$ 7)-4-;* h^ciy-y ^=^M-2-^-^c 
y-ji^/V}-3-3z f. 5; y-6, KP-5H-fc°P p [3, 4-bl b°U v^-2- 




CH3 



10 1H-NMR (DMS0-d6) 6 :' 

1. 01 (3H, t, J=7. OHz) , 1. 34-1. 37 (12H, m) , 2. 74 (3H, s) , 2. 78 (3H, d, J=4. 8 Hz) , 3. 13 (2 
H, q, J=7. OHz) ,3.83 (3H, s) , 4. 24 (2H, q, J=7. OHz) , 4. 87 (2H, s) , 5. 52 (2H, s) , 7. 47 ( 1H 
, d, J=2. OHz), 7. 54 (1H, d, J=2. OHz), 7. 99 (1H, s), 8. 53 (1H, q, J=4. 8Hz), 9. 40 (1H, brs 
),9. 92 (1H, brs). 

15 MS :m/e (ESI) 496. 2 (MH+) 

WtiiM 98 

* f is^/V? '*-Zs& 2-M 3 yf;l/-4-[2-(5, 6-^ h^r-^-7-^^^-p-l-^ $ J 
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1H-NMR (DMS0-d6) 8 : 

1. 29 (3H, t, J=7. OHz) , 1. 40 (3H, t, J=7. 0Hz) , 1. 44 (9H, s) , 2. 67 (6H, s) , 3. 73 (3H, s) , 4 
. 12 (2H, q, J=7. OHz) , 4. 21 (2H, q, J=7. OHz) , 4. 80 (2H, s), 5. 51 (2H, s) , 7. 34 (1H, s) , 7. 
5 67(lH,s),7.75(lH, s). 

MS : m/e (ESI) 550. 1 (MH+) 
^MM 99 

6-{2-r3-H 3 ^f-^5-(4-b Kp ^y , -fc'^!J ^^-1-^/^-4-^ h^iy-^ji — 
M±j± y-3i^-^}-3-3i h 5 7-6, 7-S?fc KP-5H-lf P P T3. 4-bl fc° 




lH-NMR(DMS0-d6) 8 : 

1. 26-1. 50 (12H, m) , 1. 50-1. 68 (2H, m) , 1. 84-2. 03 (2H, m) , 2. 64-2. 86(5H, m) , 3. 12-3. 
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68 (3H, m) , 3. 94 (3H, s) , 4. 23 (2H, q, J=6. 8Hz) , 4. 87 (2H, s) , 5. 52 (2H, s) , 7. 44-7. 70 (2 
H, m) , 7. 99 (1H, s) , 8. 41-8. 63 (1H, ra) , 9. 37 (1H, brs) , 9. 94 (1H, brs) . 
MS : m/e (ESI) 538. 3 (MH+) 

MMffl ioo 

/H-2-(7-^7U^-p-W g /-5. 6-^^ h=fr'>-l, 3-S?k Po->f > P— /U-2- 



NH.HBr 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 54-1. 70 (2H, ra), 1. 84-2. 00 (2H, ra), 2. 65-2. 80 (2H, m), 3. 19-3. 50 (2H, 
m) , 3. 55-3. 70 (1H, m) , 3. 86 (3H, s) , 3. 93 (3H, s) , 3. 95 (3H, s) , 4. 73 (1H, d, J=4. OHz) , 4 
. 80 (2H, s) , 5. 48 (2H, s) , 7. 36 (1H, s) , 7. 51 (1H, s) , 7. 56 (1H, s) , 8. 99-9. 40 (2H, m) . 
mtfeM 101 

1- (3-^ 3 -ff-tV-S-i?* =f->VT 5 y -4- fc Kp»->7x =-M -2- (5. 6- 5?jc b jr 

^z!z2Jt^Ezlzd %_y_zh 3-^fc Kn->f y^T > K— a^-2-^/i-)-^ 7 >>;JB.^k 



■ 
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1H-NMR (DMS0-d6) 5 : 

1. 29(3H, t, J=7. OHz), 1. 38-1. 41 (12H, m), 2. 61 (6H, s), 4. 11 (2H, q, J=7. OHz), 4. 21 (2 
H, q, J=7. OHz) , 4. 78 (2H, s) , 5. 44 (2H, s) , 7. 33 (1H, s) , 7. 63 (1H, s) , 7. 68 (1H, s) , 9. 01 
(1H, brs),9. 26 (1H, brs). 
MS : m/e (ESI) 472. 2 (MH+) 
^l»J 102 

6-[2-(3-M 3 v?^^^ /-4-3i h^rv^-^ji^/^^-^-^y-Ji^ 

/V]-3-ji ^-^-7-^ $ y-6, 7-v^t: Kp-5H- n [3, 4-b] b° j) x?l/-2-# sU7g>- 




H3C 



1H-NMR (DMSO-d6) 5 : 

1. 34-1. 39 (15H, m) , 2. 75 (6H, s) , 2. 78 (3H, d, J=4. 6Hz) , 4. 13 (2H, q, J=7. OHz) , 4. 24(2 
H, q, J=7. OHz) , 4. 87 (2H, s) , 5. 52 (2H, s) , 7. 45 (1H, s) , 7. 55 (1H, s) , 7. 99 (1H, s) , 8. 53 
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(1H, q, J=4. 6Hz) , 8. 55 (1H, s) , 9. 39 (1H, brs) , 9. 92 (1H, brs) . 
MS : m/e (ESI) 496. 2 (MH+) 
MM&I 103 

2-[2-(3-^ 3 /f/V-S-^^f-^T^/^-^ j:^yV]-2-^-^-y-3i^ 



1H-NMR (DMSO-d6) 5 : 

0. 98 (6H, t, J=7. 0Hz) , 1. 37 (9H, s) , 2. 78 (3H, d, J=4. 8Hz) , 2. 92 (6H, s) , 3. 16 (4H, q, J= 

7. OHz) , 3. 85 (3H, s) , 4. 74 (2H, s) , 5. 44 (2H, s) , 7. 15 (1H, s) , 7. 49 (1H, d, J=2. 0Hz) , 7. 

55 (1H, s) , 7. 55 (1H, d, J=2. OHz) , 8. 07 (1H, s) , 8. 37 (1H, q, J=4. 8Hz) , 8. 92 (1H, brs) , 9 

. 53(lH,brs). 

MS: m/e (ESI) 508. 2(MH+) 

HJSM 104 

1- (3-jj 3 -ff-fr-l-t h =fr '>-5-y ^vVT ^ 7 -7 ^ —/V) -2- (5, J. h drv^-7- 

77103- p - w $ y -l, 3- t Kp-^ y^y K— /v-2-^r /i^) ^ y ^ ; -j-te^ife 



H3C 



H3C 




CH3 
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N 

/ 

1H-NMR (DMS0-d6) 8 : 

1. 29 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 2. 76 (3H, d, J=5. 2Hz) , 3. 72 
(3H, s), 4. 11 (2H, cl J=7. OHz), 4. 21 (2H, q, J=7. OHz), 4. 79 (2H, s) , 5. 46 (2H, s), 5. 50 ( 
1H, q, J=5. 2Hz), 7. 04 (1H, s), 7. 23 (1H, s), 7. 33 (1H, s). 
MS:m/e(ESI)472. 1 (MH+) 
Uli 105 




OH 

lH-NMR(DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 40 (3H, t, J=6. 8Hz) , 1. 54-1. 68 (2H, m) , 1. 83-1. 96 (2H, m) , 2. 64-2. 78 ( 
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2H, m) , 3. 21-3. 48 (2H, m) , 3. 58-3. 69 (1H, m) , 3. 87 (3H, s) , 3. 94 (3H, s) , 4. 22 (2H, q, J= 
6. 8Hz) , 4. 73 (1H, d, J=4. 0Hz) , 4. 79 (2H, s) , 5. 48 (2H, s) , 7. 34 (1H, s) , 7. 51 (1H, s) , 7. 
56 (1H, s) , 9. 00-9. 12 (1H, m) , 9. 20-9. 34 (1H, m) . 
MS:m/e(ESI)528. 2(MH+) 
MM&l 106 

l-[3-% 3 :/^Vl^-5-(3-t: Ko^ix-b'P ]) 1/ -1- 4 /U) -4- * h^-js-y 
/R|-2-(5,6-v^ h g; y-i, KcW V 4 is K— /V-2- 




1H-NMR (DMS0-d6) 6 : 

1. 40 (9H, s), 1. 79-1. 92(lH,m), 1. 98-2. 12 (1H, m), 2. 90-2. 99 (1H, m), 3. 08-3. 18 (1H, 
m) , 3. 20-3. 60 (2H, m) , 3. 65 (3H, s) , 3. 89 (3H, s) , 3. 97 (3H, s) , 4. 30-4. 43 (1H, m) , 4. 81 
(2H, s) , 5. 50 (2H, s) , 7. 34 (1H, s) , 7. 39 (1H, s) , 7. 43 (1H, s) , 9. 08 (1H, brs) , 9. 31 (1H, 
brs). 

MWM 107 

2-[2-(3-iB 3 ■/f;l/-5-xf/l/7;;-4-^ h 3j- jy- y s - /u) y-a:^ 

K;4^b7k*ifejft 
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lH-NMR(DMS0-d6) 5 : 

1. 20 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 41 (3H, t, J=7. 0Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 12 
-3. 17 (2H, ra) , 3. 73 (3H, s) , 4. 28 (2H, q, J=7. 0Hz) , 4. 83 (2H, s) , 5. 29 (1H, t, J=6. 0Hz) , 
5. 46 (2H, s) , 7. 1 1 (1H, s) , 7. 23 (1H, s) , 7. 53 (1H, s) , 8. 21 (1H, q, J=4. 8Hz) , 8. 55 (1H, s 
) , 9. 18 (1H, brs) , 9. 80 (1H, brs) . 
MS:m/e (ESI) 481. 3 (MH+) 
MMM 108 

2-[2-(3-j| 3 ^^/W5-x^/t,7 $ 7-4-^ h =fr ^-y 31 — ;U) y- xf 




N 

< 
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1H-NMR (DMS0-d6) 5 : 

1. 20 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 2. 78 (3H, d, J=4. 6Hz) , 2. 92 (6H, s) , 3. 12-3. 19 (2H 
, m) , 3. 72 (3H, s) , 4. 73 (2H, s) , 5. 28 (1H, t, J=5. 8Hz) , 5. 42 (2H, s) , 7. 10 (1H, s) , 7. 15 ( 
1H, s) , 7. 23 (1H, s) , 8. 06 (1H, s) , 8. 37 (1H, q, J=4. 6Hz) , 8. 92 (1H, brs) , 9. 52 (1H, brs) 

* 

MS:m/e(ESI)480. 3(MH+) 
MMffl 109 

2- [2- (3-m 3 }- =fr b Kp^>7i r^U) y-o^/l/j -6- 

^ fc ±iZ3zd % J-2< 3-3? fc Fp-1H-^ y ^ F~ A-5-;fr /Mj? yj^ gvUT $ 




1H-NMR (DMS0-d6) 5 : 

1. 36-1. 43 (15H, m) , 2. 82 (3H, d, J=4. 6Hz) , 4. 12 (2H, q, J=7. OHz) , 4. 28 (2H, q, J=7. OHz 

) , 4. 83 (2H, s) , 5. 45 (2H, s) , 7. 43 (1H, s) , 7. 51 (1H, s) , 7. 53 (1H, s), 8. 20 (1H, q, J=4. 6 

Hz), 8. 55 (1H, s). 

MS : m/e (ESI) 468. 2 (MH+) 

MUM 110 
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lH-NMR(DMS0-d6) 5 : 

1. 09 (3H, t, J=7. 0Hz) , 1. 31 (3H, t, J=7. 0Hz) , 1. 34 (9H, s) , 1. 42 (3H, t, J=7. 0Hz) , 2. 82 
<3H, d, J=4. 8 Hz) , 3. 05-3. 1 1 (2H, m) , 4. 07 (2H, q, J=7. 0Hz) , 4. 28 (2H, q, J=7. 0Hz) , 4. 8 
5 (2H, s) , 5. 51 (2H, s) , 7. 52 (1H, s) , 7. 54 (1H, s) , 7. 57 (1H, s) , 7. 86 ( 1H, t, J=6. 0Hz) , 8 
. 21 (1H, q, J=4. 8Hz) , 8. 55 (1H, s) . 
MS : m/e (ESI) 539. 4 (MH+) 

HI 

^ ? ± yj 2-fl 3 ^gvt^gj: (3-v-T 7 -7"n zK#->Q -4- [2- (5, e-v'ac h 

dp 3^-7-7 Aofrg-W 5: 7-1, 3-i^t: h'P-^f y^-f > K— ;W2-^;l/)-7tf 
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1H-NMR (DMS0-d6) 5 : 

1. 29 (3H, t, J=7. 0Hz) , 1 . 40 (3H, t, J=7. OHz) , 1. 44 (9H, s) , 2. 10-2. 17 (2H, m) , 2. 69 (2H 
, t, J=7. 2Hz) , 3. 67 (3H, s) , 4. 12 (2H, q, J=7. OHz) , 4. 2 1 (2H, q, J=7. OHz) , 4. 82 (2H, s) , 
5. 53 (2H, s) , 7. 35 (1H, s) , 7. 63 (1H, s) , 7. 66 (1H, s) , 9. 08 (1H, brs) , 9. 32 ( 1H, brs) . 
MS : m/e (ESI) 590. 2 (MH+) 
MMM 112 

l-(3-M 3 ^f/M-^ h ^^-5- W /bZ£ =/^)-2- (5. 6- h =fr 



NKHCI 




1H-NMR (DMS0-d6) 6 : 

1. 29 (3H, t, J=7. OHz) , 1 . 37 (9H, s) , 1. 40 (3H, t, J=7. OHz) , 3. 21 (4H, brs) , 3. 32 (4H, br 
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s) , 3. 94 (3H, s) , 4. 1 1 (2H, q, J=7. 0Hz) , 4. 21 (2H, q, J=7. 0Hz) , 4. 79 (2H, s) , 5. 55 (2H, s 
) , 7. 34 (1H, s) , 7. 50 (1H, s) , 7. 64 (1H, s) , 9. 04-9. 16 (3H, m) , 9. 40 (1H, brs) . 
MS : m/e (ES I) 52 7. 3 (MH+) 
MMM 113 

2-(2-{3-$3^f;H-^ h=»'^-5-[(2-^ h ±^^2khA HkZ % J ^ — 
M-2-**ry-^.^M-6-i??i =f-;V7 $7-3-^ ^ 7-2, 3-^ Fp-1)W VA V 




1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 2. 77 (3H, d, J=4. 0Hz) , 2. 80 (3H, s) , 2. 91 (6H, s) , 3. 18 (3H, s) , 3. 20-3. 48 
(4H, m), 3. 81 (3H, s) , 4. 73 (2H, s), 5. 43 (2H, s) , 7. 15 (1H, s) , 7. 50 (1H, s) , 7. 53 (1H, s) 
, 8. 06 (1H, s), 8. 36 (1H, q, J=4. 0Hz) . 
MS: m/e (ESI) 524. 3(MH+) 
%Wft 114 

i-r3-fl 3 y> f- }\s -5- (2- fc K p ;1^7 ^ y )-4- ^^^-^r-,.- 

/H-2-(5, 6-i^n h $ y-i, Kp-^ ^ p— /U - 2 - 
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NH.HQ 




1H-NMR (DMS0-d6) 5 : 

1. 38 (3H, t, J=6. 8Hz) , 1 . 45 (9H, s) , 1. 50 (3H, t, J=6. 8Hz) , 3. 44 (2H, t, J=5. 4Hz) , 3. 83 
(2H, t, J=5. 4Hz), 3. 89 (3H, s), 4. 18 (2H, q, J=6. 8Hz), 4. 24 (2H, q, J=6. 8Hz), 4. 91(2H, 
s) , 5. 49 (2H, s) , 7. 2 1 (1H, s) , 7. 55 (1H, d, J=2. 0Hz) , 7. 66 (1H, d, J=2. 0Hz) . 
MS : m/e (ESI) 502. 3 (MH+) 
HJS^I 115 

/U}-2-(5.6-S?J. fc 3^-7-7/^-0 -W $ 7-1. 3-^fc Kp-^C y^T ^ K— A-2- 



NH.HCI 




1H-NMR (DMS0-d6) 5 : 



1. 36 (3H, t, J=6. 8Hz) , 1. 44 (9H, s) , 1. 49 (3H, t, J=6. 8Hz) , 3. 04 (3H, brs) , 3. 38-3. 75 ( 
4H, m) , 3. 95 (3H, s) , 5. 49 (2H, s) , 7. 21 (1H, s) , 7. 77-7. 95 (2H, m) . 
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MS:m/e (ESI) 516. 4(MH+) 
MMM 116 

2-(2-[3-%$ 3 ^^-5-(3.4-^t: KP^y--b , py-;>--K;V)-4-^ L±j±lZ 




1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 8Hz) , 2. 88-2. 95 (2H, m), 3. 50-3. 
59 (2H, m) , 3. 61 (3H, s) , 4. 02 (2H, brs) , 4. 28 (2H, q, J=6. 8Hz) , 4. 83 (2H, s) , 5. 37-5. 60 
(2H, m) , 7. 29 (1H, s) , 7. 38 (1H, s) , 7. 54 (1H, s) , 8. 12-8. 28 (1H, m) , 8. 55 (1H, s) , 9. 14 ( 
lH,brs), 9. 82 (1H, brs). 
mt&ffl 117 

l-[3-^3 Zf^jV-S- ( (3R, 4R) -3- Kp»'>-4-^ h#^-tTP D ^^-W/l^)-4- 
^ h^->-:7^;=vR|-2-(5, 6-i^Ji Mpv^Jj^ZZk^Bzlzd! § ZzL 3-S?fc Kp--{ 

y^r >- K'— /v-2-^f /v) -3i & y is; v v yjua-ammm. 
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1H-NMR (DMSO-d6) 8 ■ 

1. 29 (3H, t, J=7. 2Hz), 1. 37 (9H, s) , 1. 39 (3H, t, J=7. 2Hz), 2. 91-2. 99 (1H, m) , 3. 03-3. 
12 (1H, m) , 3. 30 (3H, s) , 3. 40-3. 58 (2H, m) , 3. 63 (3H, s) , 3. 7 1-3. 79 (1H, m) , 4. 10 (2H, q 
, J=7. 2Hz) , 4. 10-4. 30 (3H, m) , 4. 78 (2H, s) , 5. 38-5. 60 (2H, m) , 7. 30 (1H, s) , 7. 33 (1H, 
s), 7. 41 (1H, s) , 8. 99-9. 12 (1H, m) , 9. 20-9. 40 (1H, m) . 
118 

l-(3-%l 3 ^f/M-h \?u*ci/-5-^;Vy * jj /-y^^ /V)-2-(5,6-^ )-3rix 

-7-y/va-g-w g; y-i. 3-^b Kp-^ y ± ^ K~^-2-^/^)-^^ y ^; jjjri&ir 




lH-NMR(DMS0-d6) 6 : 

1. 29 (3H, t, J=7. OHz) , 1. 38-1. 41 (12H, m) , 2. 78-2. 79 (4H, m) , 3. 81-3. 83 (4H, m) , 4. 11 
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(2H, q, J=7. 0Hz) , 4. 21 (2H, q, J=7. 0Hz) , 4. 79 (2H, s) , 5. 44 (2H, s) , 7. 33 (1H, s) , 7. 67 ( 
1H, s) , 7. 73 (1H, s) , 9. 03 (1H, brs) , 9. 20 (1H, brs) , 9. 28 (1H, brs) . 
MS : m/e (ESI) 5 1 4. 3 (MH+) 
119 

l-{3-^3yf/l/-5-[xf^-(2-b Kpjrj/jf;y)-7^ y]-4-y h^-y--y'^ — 
/H-2-(5, 6-v^ ^ 7-1, 3-i^h: Kp-^ y-f >• F— /V-2- 



1H-NMR (DMSO-d6) 5 : 

0. 96 (3H, t, J=6. 4Hz) , 1. 28 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 3. 14 
-3. 26 (4H, m) , 3. 47 (2H, t, J=6. 0Hz) , 3. 84 (3H, s) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 20 (2H, q, J 
=6. 8Hz) , 4. 79 (2H, s) , 5. 61 (2H, s) , 7. 33 (1H, s) , 7. 55 (1H, s) , 7. 60 (1H, s) , 9. 10 (1H, b 



rs) , 9. 57 <1H, brs) . 
mt&ffl 120 

2-(2-{3-g| 3 -f=f-/V-5-[{2-\i Kndrj/xf-;l/)-^f;l/7 g; y]-4-7 h»->-7i 



H3C 




OH 



CH3 
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1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 2. 75 (3H, d, J=4. OHz) , 2. 81 (3H, s) , 2. 91 (6H, s) , 3. 17 (2H, t, J=5. 6Hz) , 3 
. 52 (2H, t, J=5. 4Hz) , 4. 73 (2H, s) , 5. 52 (2H, s) , 7. 15 (1H, s) , 7. 53 (1H, s) , 8. 10 (1H, s) 
, 8. 38 (1H, q, J=4. OHz) , 9. 17 (1H, brs) , 9. 65 (1H, brs) . 
MtfoM 121 

l-<3-%3yf;^5-[(3b Kp^>/p \?M-*J-jVT % 73-4-;* — 
A-}~2-(5,6-v^ h»^-7-7^/tP-W LZzL 3-S?fc h*p-^y/fy p^- 7 i^- 2 - 



JMH.HCI 




lH-NMR(DMS0-d6) 5 : 

1. 28 (3H, t, J=6. 8Hz) , 1. 36 (9H, s), 1. 39 (3H, t, J=6. 8Hz), 1. 61 (2H, t, J=6. 4Hz) , 2. 75 
(3H, s) , 3. 14 (2H, t, J=6. 4Hz) , 3. 38 (2H, t, J=6. 4Hz) , 3. 82 (3H, s) , 4. 11 (2H, q, J=6. 8H 
z) , 4. 20 (2H, q, J=6. 8Hz) , 4. 79 (2H, s) , 5. 55 (2H, s) , 7. 33 (1H, s) , 7. 51 (1H, s) , 7. 54 (1 
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H, s) , 9. 08 (1H, brs) , 9. 45 (1H, brs) . 
HMM 122 

l-{3-mzzf=f-jU-5-\ (2-t Vu^r-y^/V)-(2-^ h *x/^M-T % J 1-4 * h 



1H-NMR (DMSO-d6) 5 : 

1. 29 (3H, t, J=7. 2Hz) ,1-36 (9H, s) , 1. 39 (3H, t, J=7. 2Hz) , 3. 15 (3H, s) , 3. 28 (2H, t, J= 
6. 0Hz) , 3. 20-3. 78 (4H, m) , 3. 46 (2H, t, J=6. 0Hz) , 3. 82 (3H, s) , 4. 12 (2H, q, J=7. 2Hz) , 
4. 21 (2H, q, J=7. 2Hz) , 4. 79 (2H, s) , 5. 51 (2H, s) , 7. 33 (1H, s) , 7. 51 (1H, s) , 7. 58 (1H, s 
) , 9. 06 (1H, brs) , 9. 39 (1H, brs) . 

MMM 123 



H3C 
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H3C o 




NH 2 



1H-NMR (DMS0-d6) 5 : 

1. 38 (3H, t, J=7. 2Hz) , 1. 43 (9H, s) , 1. 50 (3H, t, J=7. 2Hz) , 3. 85 (3H, s) , 4. 17 (2H, q, J= 
7. 2Hz) , 4. 24 (2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 39 (2H, s) , 7. 19 (1H, s) , 7. 44 (1H, d, J=2 
. OHz) , 7. 48 (1H, d, J=2. OHz) . 
MS : m/e (ESI) 458. 2 (MH+) 
H2S0y 124 

2-[2-(3-fl 3 Vzfxi \£jVT $7-4-^ h 3^-7 31 c=/V)-2-:fr3r-y- J. 

^/P]-6-j: h dr->--3-^ g 7-2. 3-S?fc Ko-IH-W V W >" K-/^-5-^;Vt^@^ 



1H-MJR (DMS0-d6) 6 : 

1. 19 (6H, d, J=6. OHz) , 1 . 36 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 4Hz) , 3. 60 
-3. 78 (1H, m) , 3. 71 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 83 (2H, s) , 4. 90 (1H, d, J=6. OHz) , 



H3C 




CH3 



N 
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5. 46 (2H, s) , 7. 14 (1H, s) , 7. 22 (1H, s) , 7. 53 (1H, s) , 8. 20 (1H, d, J=4. 4Hz) , 8. 55 (1H, s 
). 

MtfoWl 125 

l-[3-^ 3 ^^V^-5-((3S,4S)-3-t: h ^r\s-\fu U ls-\-4 /U) -4- 

^ h^-i/-^ ji^/W-]-2-(5,6-'^ f^^-7-^/W-^-p-l-^ $ y-l^-v'b KEzdC 




OH 



1H-NMR (DMS0-d6) 5 : 

1. 29 (3H, t, J=7. 2Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=7. 2Hz) , 2. 91-2. 99 (1H, m) , 3. 03-3. 
12 (1H, m) , 3. 30 (3H, s) , 3. 40-3. 58 (2H, m) , 3. 63 (3H, s) , 3. 71-3. 79 (1H, m) , 4. 10 (2H, q 
, J=7. 2Hz) , 4. 10-4. 30 (3H, m) , 4. 78 (2H, s) , 5. 38-5, 60 (2H, m) , 7. 30 (1H, s) , 7. 33 (1H, 
s) , 7. 41 (1H, s) , 8. 99-9. 12 (1H, m) , 9. 20-9. 40 (1H, m) . 
MS : m/e (ESI) 558. 3 (MH+) 
126 

1-C3-IS 3 ^/W5-((3S, 4S)-3, 4-^/- h ^^-tfp V isls-l-J ;u)-4- * V **s- 
7ol—;V\ -2- (5, 6-v^ b %->-l--7 Mvl-I-J ^y-l,3-v?t KjEzdLZrQlK 
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lH-NMR(DMS0-d6) 5 : 

1. 28 (3H, t, J=7. 2Hz) ,1.37 (9H, s) , 1. 39 (3H, t, J=7. 2Hz) , 3. 03-3. 16 (2H, m) , 3. 29 (6H 
, s) , 3: 36-3. 52 (2H, m) , 3. 64 (3H, s) , 3. 9 1 (2H, brs) , 4. 1 1 (2H, q, J=7. 2Hz) , 4. 21 (2H, q 
, J=7. 2Hz) , 4. 78 (2H, s) , 5. 36-5. 62 (2H, m) , 7. 33 (2H, s) , 7. 44 (1H, s) , 8. 95-9. 35 (2H, 
m) . 

MS : m/e (ESI) 572. 4 (MH+) 
MMM 127 

(4-{3-H 3 ^^/W5-[2-(5,6-^ b^i^-7-^/^n-l-^f ^ /-I, 3-^b Kn- 



326 



WO 02/085855 



PCT/JP02/03961 




OH 



lH-NMR(DMS0-d6) 5 : 

1. 29 (3H, t, J=7. 0Hz) , 1. 38 (9H, s), 1. 40 (3H, t, J=7. 0Hz) , 3. 10-3. 69 (10H, m) , 3. 93 (3 
H, s) , 4. 1 2 (2H } q, J=7. OHz) , 4. 21 (2H, q, J=7. OHz) , 4. 22 (2H, brs) , 4. 80 (2H, s) , 5. 54 ( 
2H, s) , 7. 34 (1H, s) , 7. 49 ( 1H, s) , 7. 64 (1H, s) , 9. 10 (1H, brs) , 9. 40 (1H, brs) . 
MS:m/e(ESI)585. 3(MH+) 
^MM 128 

4-13-fjg 3 ^?VW5-r2-(5. 6-^ h *is-7-7 /Uj-y-l-^ $ /-l, 3-i?t Rg-^ 



327 



WO 02/085855 



PCT/JP02/03961 




lH-NMR(DMS0-d6) 6 : 

1. 01 (3H, t, J=7. 0Hz) , 1. 30 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 2. 93 
(4H, brs) , 3. 02-3. 08 (2H, m) , 3. 49 (4H, brs) , 3. 95 (3H, s) , 4. 12 (2H, q, J=7. OHz) , 4. 22 
(2H, q, J=7. OHz) , 4. 79 (2H, s) , 5. 48 (2H, s) , 7. 34 (1H, s) , 7. 50 (1H, s) , 7. 60 ( 1H, s) . 
MS:m/e (ESI) 598. 3 (MH+) 
mMffl 129 

l-(4-{3-f| 3 ^/W5-[2-(5, 6-^ K /-I. 3-^t: Kp 
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1H-NMR (DMSO-d6) 8 ■ 

1. 00 (3H, t, J=7. OHz), 1. 29 (3H, t, J=7. 0Hz), 1. 37 (9H, s), 1. 40 (3H, t, J=7. 0Hz), 2. 36 
(2H, q, J=7. OHz) , 2. 94 (2H, brs) , 2. 98 (2H, brs) , 3. 66 (4H, brs) , 3. 96 (3H, s) , 4. 11 (2H 
5 , q, J=7. OHz) , 4. 2 1 (2H, q, J=7. OHz) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 34 (1H, s) , 7. 50 (1H, 

d, J=2. OHz) , 7. 61 (1H, d, J=2. OHz) , 9. 06 (1H, brs) , 9. 28 (1H, brs) . 
MS:m/e (ESI) 583. 4(MH+) 
MMM 130 

l-(3,5-i^-fS 3 ^f;W4-b \? n ^~jU) -2- 5 y-l,3-S?fc Ko-^f 

10 y ^ K— ;v-2-^ /w) -a. » y ^ ; »fc?kiit§£J£[ 

1H-NMR (DMSO-d6) 6 : 

1. 60 (18H, s) , 4. 83 (2H, s) , 5. 50 (2H, s) , 7. 62-7. 83 (5H, m) , 8. 05 (1H, s) , 8. 13-8. 22(1 

H, m) , 9. 21 (1H, brs) , 9. 90 (1H, brs) . 
MMffl 131 

15 l-(3, 5-^-31 3 ^v^-4-h KP»$/-7a^A>)-2-(W $ /-5-2* h^f -l. 3- 

— .... — l ., - - . — , 

lH-NMR(DMSO-d6) 5 : 

I. 41 (18H, s) , 3. 88 (3H, s) , 4. 78 (2H, s), 5. 46 (2H, s) , 7. 24 (1H, d, J=8. 8Hz) , 7. 35 (1H, 
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s) , 7. 77 (2H, s) , 8. 10 (1H, d, J=8. 8Hz) , 9. 04 (1H, brs) , 9. 71 (1H, brs) . 
MS : m/e (ESI) 409. 1 (MH+) 

mmm 132 

N-{2-[2-(3, S--J-m 3 y^/V-4-b Kn ^~/U)-2-$-*r y-^=f-/W\-3-4 

% j -2, b kp -iH--r y ^ k— /u-s-^t m -rt hr^ k ; ^-fbTk^t^: 

1H-NMR (DMS0-d6) 6 : 

1. 41 (18H, s) , 2. 10 (3H, s) , 4. 77 (2H, s), 5. 49 (2H, s) , 7. 59-7. 71 (2H, m) , 7. 76 (2H, s) , 
8. 01-8. 12 (1H, s), 8. 68 (1H, s),9. 19 (1H, brs) , 9. 99 (1H, brs), 10. 37 (1H, s). 
MS: m/e (ESI) 436. 1 (MH+) 
MMffl 133 

N-{2-r2-(3. 5-^-^ 3 -ff-A^i-K Kp ^^ZjElE M-2-yt*j-V-=.?-M-l-<< 

% y-2. kp-ih-^ y^r ^ K— /us-^m-t^ hr^ \jijidk£MMM 

1H-NMR (DMS0-d6) 8 : 

1. 42(18H, s), 2. 12 (3H, s), 4. 81 (2H, s), 5. 47 (2H, s), 7. 69 (1H, d, J=8. 4Hz), 7. 77 (2H, 
s) , 8. 00-8. 20 (3H, m) , 9. 07 (1H, brs) , 9. 76 (1H, brs) , 10. 51 (1H, s) . 
MS : m/e (ESI) 436. 1 (MH+) 
134 

N-{2-[2-(3,5-v ? -M 3 Rp ^ y--^ ^ ~/t>Q -2-;^ y-J^/l/1-3-^ 

5 y -2.3-5*1: Rp-1H-^ V>f > K— /W5-^lVW-y ^yx;l^7ty7^ Kj&f^ 

1H-NMR (DMS0-d6) 6 : 

1. 42 (18H, s) , 3. 11 (3H, s) , 4. 80 (2H, s) , 5. 50 (2H, s) , 7. 53 (1H, d, J=8. 8Hz) , 7. 73 (1H, 
d, J=8. 8Hz) , 7. 75 (2H, s) , 8. 08 (1H, s) , 9. 22 (1H, brs) , 10. 02 (1H, brs) . 
MS: m/e (ESI) 472. 1 (MH+) 
Hl^iJ 135 

N-{2-[2-(3,5-vMg 3 ^VW-b Kg *r*/-7 y-:n7vH-W 
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1H-NMR (DMS0-d6) 5 : 

1. 40(18H, s), 3. 16(3H, s), 4.81 (2H, s), 5. 46 (2H, s), 7. 37(1H, d, J=8. 8Hz), 7. 50(1H, 
s) , 7. 76 (2H, s) , 8. 10 (1H, d, J=8. 8Hz) , 9. 07 (1H, brs) , 9. 97 (1H, brs) . 
MS:m/e(ESI)472. 1 (MH+) 
MMW'i 136 

1- (3, 5-i/-m 3 zf^/U-j- h Kp»->7j -2- ( W ^ J -6-^ V Zf n tK 3r ^ 

-l. 3-3*1: Kp-^y^fy K— /w2->f /u)-3i» y ^;-ft^tokjKifejft 

lH-NMR(DMS0-d6) 6 : 

1. 32 (6H. d. J=6. OHz) , 1. 42 ( 18H. s) , 4. 52-4. 70 (1H. m) , 4. 76 (2H. s) , 5. 49 (2H. s) , 7. 3 

3 (1H. d J=8. 4Hz) , 7. 64 (1H. d. J=8. 4Hz) , 7. 77 (2H. s) , 7. 82 (1H. s. ) , 9. 21 (1H. brs) , 9 

.78(1H. brs). 

MS : m/e (ES I) 43 7. 1 (MH+) 

mi&ffl 137 

l-(3. 3 ^vt^-fc Kg =3rv--7 ji^yl-)-2-(l-^ $ y-5--T V^p 

zL 3-3? E Ko-^f y>f ^ K— /W2-^/u)-^»y >sJMb*jBMftlft 
lH-NMR(DMS0-d6) 6 : 

1. 31 (6H. d. J=6. OHz) , 1. 42 (18H. s) , 4. 68-4. 81 (1H. ra) , 4. 77 (2H. s) , 5. 47 (2H. s) , 7. 1 
9 (1H. d. J=9. 6Hz) , 7. 32 (1H. s) , 7. 77 (2H. s. ) , 8. 02-8. 19 (3H. ra) , 9. 03 (1H. brs) , 9. 70 
(1H. brs) . 

MS : m/e (ESI) 437. 2 (MH+) 
mMffl 138 

1- (3. 5-i?-M 3 ^^;M- b Kp^-y-7x ryV) -2- [W $ y -6- (2-y =fr 
b^ri-")-!, 3-v>b Kp-^ y^f ^ K— /W2-^/V]-rc^ y >±g&£gsjg^ 
1H-NMR (DMS0-d6) 8 : 
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10 



15 



1. 42 (18H. s) , 3. 32 (3H. s) , 3. 71 (2H. t. J=4. 4Hz) , 4. 17 (2H. t. J=4. 4Hz) , 4. 77 (2H. s) , 
5. 51 (2H. s) , 7. 40 (1H. d. J=8. 4Hz) , 7. 67 (1H. d. J=8. 4Hz) , 7. 78 (2H. s) , 7. 85 (1H. m) , 8 
. 08 (1H. brs) , 9. 24 (1H. brs) , 9. 80 (1H. s) . 
MS:m/e(ESI)453. 2(MH+) 
^Ifcm 139 

l-(3, 5-i^-%| 3 ^^;M-b Kp rc^yU)-2-Cl-^r g 7~5-(2-7 b*j/-^ 

1H-NMR (DMS0-d6) 8 : 

1. 42 (18H. s) , 3. 30 (3H. s) , 3. 66-3. 75 (2H. ra. ) , 4. 19-4. 31 (2H. m. ) , 4. 78 (2H. s) , 5. 47 
(2H. s) , 7. 24 (1H. d. J=8. 8Hz) , 7. 35 (1H. s) , 7. 77 (2H. s) . 8. 07 (1H. brs) , 8. 10 (1H. d. J 
=8. 8Hz),9. 06 (1H. brs), 9. 74 (1H. s). 
MS : m/e (ESI) 453. 1 (MH+) 
MMffl 140 

N-(2-f2-(3, 5-i?-Wi 3 ~Z?J-jV-±-\i Fp x^)-2-^^y-x^k]-l-Y 
$ 7-2,3— Kp-1H-^ is K— /W5-^/H-N~7 ?VU-Ti? K;-»^7k 



20 



1H-NMR (DMS0-d6) S : 

1. 40 (18H, s) , 2. 48 (3H, s) , 3. 25 (3H, s) , 4. 85 (2H, s) , 5. 51 (2H, s), 7. 66 (1H, d, J=9. OH 
z) , 7. 76 (3H, s) , 8. 10 (1H, s) , 8. 21 (1H, d, J=9. 0Hz) , 9. 26 (1H, s) , 9. 94 (1H, s) . 
MS : m/e (ESI) 450. 2 (MH+) 
MMM 141 

N-{2-f2-(3, 5--J-m 3 ^gvWI^fc KP^iX-^ai— /^)-2-^-^y-Ji^-/l^]-3-^ 



25 



1H-NMR (DMS0-d6) S : 

1. 40 (18H, s) , 2. 48 (3H, s) , 3. 25 (3H, brs) , 4. 86 (2H, s) , 5. 53 (2H, s) , 7. 75-7. 83 (2H, m 
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) , 8. 10 (1H, s) , 8. 16 (1H, s) , 9. 29 (1H, s) , 9. 94 (1H, s) . 
MS : m/e (ESI) 450. 2 (MH+) 
MMM 142 

{2-[2-(3.5-5MB 3 :/fv^-4-b K P *rl/-7 ^^/U)-2-^ y-J.^vU]-3->f $ 

y -2. 3- b K p -iH->f y -Y ^ ;W-i)v7; JMbTk^tHlt 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s) , 4. 74 (2H, s) , 5. 49 (2H, s) , 6. 12 (2H, s) , 7. 54-7. 62 (2H, m) , 7. 77 (2H, s) , 
8. 08 (1H, s), 8. 43 (1H, s), 9. 07 (1H, s), 9. 21 (1H, s), 9. 94 (1H, s). 
143 

{2-[2-(3.5-SMB 3 Zff-A^i-K KP»'>-7x^/^)-2-t^y-xf $ 

I -2, 3-i^ F p -iiw y^fy K— yu-5-^T /H - » ; ^fcTkif 

1H-NMR (DMSO-d6) 6 : 

1. 41 (18H, s) , 4. 76 (2H, s) , 5. 43 (2H, s) , 6. 19 (2H, s) , 7. 48 (1H, d, J=7. 7Hz) , 7. 57 (2H, 
s) , 7. 97 (1H, s) , 8. 0 (1H, d, J=7. 7 Hz) , 8. 07 (1H, s) , 8. 98 (1H, s) , 9. 22 (1H, s) , 9. 66 (1H 
, s). 

MMW 144 

1- (3, 5-i?-m 3 Kp#V-7i ^/U) -2- ( W $ / -7->f V ^P 

-l, 3-^t: kp-^t y^r ^ K-/w2-^r/v)-3i^ y ^jftflakafcifeft 

lH-NMR(DMS0-d6) 5 : 

1. 40 (6H. d. J=7. 6Hz) , 1. 42 (18H. s) , 4. 78 (2H. s) , 4. 87-5. 02 (1H. m) , 5. 49 (2H. s) , 7. 2 
6(1H. d. J=8. 4Hz) , 7. 30 (1H. d. J=8. 4Hz) , 7. 82 (IE t. J=8. 4Hz) , 7. 77 (2H. s), 8. 04 (1H 
. brs) , 8. 08 (1H. s) , 9. 22 (1H. brs) . 
MS : m/e (ESI) 437. 2 (MH+) 
MMM 145 

l-(3, 5-^-31 3 ^^;W4-t Kp»>>7j:=/l>)-2-(l-{;y-6-^ 

^fcFn-^y^y K—/v-2--f yu) -x £ 7 ^:&ftataRIfetfc 
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lH-MMR(DMS0-d6) 5 : 

1. 42(l8H. s),3. 84 (3H. s),4. 77 (2H. s), 5. 52 (2H. s), 7. 38 (1H. d. J=8. 4Hz), 7. 67 (1H. 
d. J=8. 4Hz) , 7. 78 (2H. s) , 7. 86(1H. s) f 8. 08 (1H. brs) , 9. 25 (1H. brs), 9. 85 (1H. brs) . 
MS:m/e(ESl)409. KMH+) 
HiSM 146 

l-(3, 5-*?-%$ 3 !7*9vl~4-t: Kp^v--73:-^)-2-(6-7/^p-K ^ / -1.3- 
lH-NMR(DMS0-d6) 8 : 

1. 41 (18H. s) , 4. 85 (2H. s) , 5. 52 (2H. s) , 7. 71 (1H. dd. J=8. 8 and 8. 4Hz) , 7. 77 (2H. s) , 
7. 80-7. 88 (1H. m. ) , 8. 06 (1H. d. J=8. 8Hz) . 
MS:m/e (ESI) 397. 2 (MH+) 
MMM 147 

l-(3.5-^-^ 3 ^f-zM-t: Kp»j/-7i^ ;l>)-2-(5-7 fr^u-l-^ $ 7-1, 3- 
1H-NMR (DMS0-d6) 5 : 

1. 41 (18H. s) , 4. 86 (2H. s) , 5. 51 (2H. s) , 7. 52-7. 61 (1H. m. ) , 7. 69 (1H. d. J=8. 4Hz) , 7. 
77 (2H. s) , 8. 22-8. 31 (1H. m. ) , 9. 24 (1H. brs) , 9. 92 (1H. brs) . 
MS We (ESI) 397. 1 (MH+) 
MMM 148 

1- (3. 5-^-H 3 r/^/V-4- 1 Kn^ri/-7x =■ 7U) -2- (5--Y ^ 7 -5, 7- S£ fc K P - tf 

g p [3, 4-b] e y s?^-6->f /W-) -jc» j ^-,2 nftakasifea 

1H-NMR (DMS0-d6) 5 : 

1. 40(18H, s) , 4. 91 (2H, s) , 5. 58 (2H, s) , 7. 75 (1H, dd, J=7. 1, 4. 8Hz) , 7. 78 (2H, s) , 8. 0 
8 (2H, s) , 8. 67 (1H, d, J=7. 1) , 8. 94 (1H, d, J=4. 8Hz) , 9. 56 (1H, s) , 10. 27 (1H, s) . 
MS:m/e(ESI)380. 1 (MH+) 

mmm 149 
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l-(3.5-S?-jg 3 Rp *c*s~7 a =-;V)-2-\l-4 ^ J -6- (2-^ 

!H-NMR(DMS0-d6) 6 : 

5 1. 22 (6H. s) , 1. 41 (18H. s) , 3. 16 (3H. s) , 3. 91 (2H. s) , 4. 77 (2H. s) , 5. 49 (2H. brs) , 7. 4 

1 (1H. d. J=8. 0Hz) , 7. 67 (1H. d. J=8. 0Hz) , 7. 77 (2H. s) , 7. 85 (1H. s. ) , 8. 09 (1H. brs) , 9 
. 22 (1H. brs) , 9. 95 (1H. brs) . 
MS:m/e(ESl)481. 3(MH+) 
HJE^I 150 

10 l-(3. S-jt-sg 3 -7=f-;\s-\-\i KP»'>-7x-^)-2-[6-(2-t: KP^r'>l.l-^ 

lH-NMR(DMS0-d6) 6 : 

1. 23 (6H. s) , 1. 41 (18H. s) , 3. 79 (2H. s) , 4. 75 (1H. s) , 4. 77 (2H. s) , 5. 49 (2H. s) , 7. 39 ( 
15 1H. dd. J=8. 4and2. 4Hz) , 7. 66 (1H. d. J=8. 4Hz) , 7. 77 (2H. s) , 7. 83 (1H. brs. ) , 8. 08 (1H 

. brs) , 9. 21 (1H. brs) , 9. 75 (1H. brs) . 
MS:m/e(ESl)467. 2(MH+) 
151 

1- (3, 5- i?-m 3 Zf^/U-A- b KP^r->-7x — /V) -2- ( W ^ 7 -6-4 y ^ b 3r is 

20 -l, 3-v^b Ka-^r y-r ^ k— /u-2->f /v) ? y ^i^itTkmmm. 

lH-NMR(DMS0-d6) 8 : 

1. 00 (6H. d. J=6. 8Hz) , 1. 41 (18H. s) , 2. 00-2. 13 (1H. m) , 3. 81 (2H. d. J=6. 8Hz) , 4. 77 (2 
H. s) , 5. 50 (2H. s) , 7. 38 (1H. d. J=8. 8Hz) , 7. 65 (1H. d. J=8. 0Hz) , 7. 77 (2H. s) , 7. 84 (1H 
. s. ) , 8. 08 ( 1H. brs) , 9. 22 ( 1H. brs) , 9. 78 < 1H. brs) . 
25 MS We (ESI) 451. 2 (MH+) 

mi&ffl 152 
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2-[2-(3, 5-i?-m 3 -ff-jU-A-M Kp ^j/-7 a = ^t^r V- -3->f ^ J 
-2, 3-i?K Kp-IH-^T K-^5-^;w^yg[ y ^/^^^^JftflStafclMa 

1H-NMB (MS0-d6) 8 : 

1. 41 (18H, s) , 3. 92 (3H, s) , 4. 96 (2H, s) , 5. 53 (2H, s) , 7. 77 (2H, s) , 7. 92 (1H, d, 8. 0Hz) 
5 , 8. 09 (1H, s) , 8. 36 (1H, d, 8. 0Hz) , 8. 91 (1H, s) , 9. 39 (1H, s) , 10. 09 (1H, s) . 

MS:m/e(ESI)437. 1 (MH+) 
MMffl 153 

2-[2-(3 > 5-v>-^ 3 T'f/M-b Kp *i/-y ^=.M-2-$-*c y-^^/U~]-3-^ $ y 
-2, 3-^t: Kg-lH--f y^T^K— ;u-5-%sU7$^M T ^ K; Jfcfbakjftifeift 
10 1H-NMR (DMS0-d6) 5 : 

1.41 (18H, s) , 4. 92 (2H, s) , 5. 54 (2H, s) , 7. 67 (1H, s) , 7. 78 (2H, s) , 7. 96 (1H, d, J=8. OH 
z), 8. 09 (1H, s) , 8. 20 (1H, s) , 8. 25 (1H, d, J=8. 0Hz) , 8. 77 (1H, s) , 9. 34 (1H, s), 10. 01 ( 
1H, s) . 

MS:m/e(ESI)422. 1 (MH+) 
15 MMM 154 

2- [2- (3, 5- -J-m 3 y^vW-4-t: Kp » V-7 a = -2-t» y- - W S / 

-2. 3-^ Vu-in-^ y^f >-y—ju-5-^/u^^m T % K ; HffctoBBteft 

1H-NMR (DMS0-d6) 8 : 

1. 41 (18H, s) , 4. 92 (2H, s) , 5. 54 (2H, s) , 7. 70 (1H, s) , 7. 78 (2H, s) , 8. 10 (1H, s) , 8. 12 ( 
20 1H, d, 7. 8Hz) , 8. 21 (1H, s) , 8. 22 (1H, s) , 8. 27 (1H, d, 7. 8Hz) , 9. 34 (1H, s) , 10. 01 (1H, s 

). 

MS : m/e (ESI) 422. 2 (MH+) 
Mlfaffl 155 

2- (4or5— >T y -2-^ ^ y-3-^P bVV-b 0 P jj ^>-l-^;U)-l-(3, 3 ^g; 

25 ;V-4- fc PP^j/-7a^)-xjf;y; IkffcfcSBlfcitt 
1H-NMR (DMS0-d6) 8 ■ 
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1. 40 (18H, s) , 4. 98 (2H, s) , 5. 55 (2H, s) , 7. 78 (2H, s) , 8. 02 (1H, d, J=8. 4Hz) , 8. 10 (1H, 
s) , 8. 28 (1H, d, J=8. 4Hz) , 8. 67 (1H, s) , 9. 48 (1H, s) , 10. 06 (1H, s) , B: 1. 40 (18H, s) , 4. 
94 (2H, s) , 5. 55 (2H, s), 7. 78 (2H, s), 8. 10, (1H, s) , 8. 18 (1H, d, J=8. 4Hz) , 8. 32 (1H, s) 
8. 38 (1H, d, J=8. 4Hz) , 9. 48 (1H, s) , 10. 17 (1H, s) . 
MS:m/e(ESI)404. 1 (MH+) 
MMffl 156 

l-(3. 5-j?-m 3 Kg ^ris-? z^—;V)-2-&-\i Kp^v/-W$7 

-l, 3-v^b Kp--Y y-Y ^ K— /K-^/i/)-x^ y ^;#^7k^^ 

1H-NMR (DMSO-d6) 6 : 

1. 41 (18H. s) , 4. 71 (2H. s) , 5. 48 (2H. s) , 7. 20 (1H. d. J=8. 4Hz) , 7. 48-7. 59 (2H. m) , 7. 7 
7(2H. s),8. 05(lH.brs),9. 12(1H. brs) , 9. 77(lH.brs), 10. 22(1H. s). 
MS:m/e(ESI)395. 1(MH+) 
HJS^il 157 

l-(3, 5-i?-m 3 -f^-JV-^-M Kn^;/-7x=^)-2-(5-b: Kp^->-1-^ $ 7 
-1, 3- 2 K n y 4 V }?—/U-2-s{ /V) -3i ^ y ^ ; jjt^tj; 
1H-NMR (DMS0-d6) 5 : 

1. 41 (18H. s) , 4. 72 (2H. s) , 5. 42 (2H. s) , 7. 02 (1H. d. J=8. 4Hz) , 7. 07 (1H. s) , 7. 76 (2H. 
s) , 8. 00 (1H. d. J=8. 4Hz) , 8. 05 (1H. brs) , 8. 93 (1H. brs) , 9. 60 (1H. brs) , 10. 78 (1H. br 
s). 

MS:m/e(ESI)395. 1 (MH+) 
MMffl 158 

l-(3.5-^-j3 ^^/U-4-t: Ko^y-7x= /l^)-2-[W § 7-6-(2-y h^fi^-1- 
y fvv^ h =fr -l, 3- g£ tKp-fy^y K— /W2->f tH - j. » 7 ^ ; #fc?kgitgt 

lH-NMR(DMS0-d6) 5 : 

1. 26 (3H, d, J=6. OHz) , 1. 42 (18H, s) , 3. 29 (3H, s) , 3. 46-3. 57 (2H, m) , 4, 60-4. 68 (1H, m 
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) , 4. 76 (2H, s) , 5. 51 (2H, s) , 7. 37 ( 1H, dd, J=8. 4and2. 4Hz) , 7. 65 (1H, d, J=8. 4Hz) , 7. 7 
8 (2H, s) , 7. 87 ( 1H, brs) , 8. 05 (1H, brs) , 9. 22 (1H, brs) , 9. 79 (1H, brs) . 
MS:ra/e(ESI)467. 2(MH+) 
MMM 159 

5 2-[2-(3 > 5-v ? -^3 Kp *rl/--7 =c=-/U)-2-^-^r y-ai^/Pl-3--Y ^ y 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s) , 2. 94 (3H, s) , 3. 03 (3H, s) , 4. 91 (2H, s) , 5. 53 (2H, s) , 7. 77 (2H, s) , 7. 84 ( 
1H, d, J=7. 8Hz) , 7. 86 (1H, d, J=7. 8Hz) , 8'. 10 (1H, s) , 8. 32 (1H, s) , 9. 31 (1H, s) , 9. 93 (1 
10 H, s) . 

MS:m/e (ESI) 450. 2 (MH+) 
MMM 160 

2-[2-(3, 5-i?-m 3 Zff-A^-A-M Kp ^^-7 a^)-2-^» y-xf A/]-3->f $ 7 

-2, Kp-IH-Y y^T V K— /W5-;ft/Hiff ^Ift; jfiEfeifc 
15 lH-NMR(DMSO-d6) 5 : 

1. 40 (18H, s) , 4. 94 (2H, s) , 5. 57 (2H, s) , 7. 77 (2H, s) , 7. 90 (1H, d, J=7. 1Hz) , 8. 09 (1H, 
s) , 8. 33 (1H, d, J=7. 1Hz) , 8. 91 (1H, s) , 9. 53 (1H, s) , 10. 13 (1H, s) , 13. 53 (1H, s) . 
MS:m/e(ESI)423. 1 (MH+) 
161 

20 3-{2-C2-(3.5-^-M 3 :c=/l')-2-;^ifry-J-?vV]-3--'f 

1H-NMR (DMS0-d6) 6 : 

1. 40(18H, s), 2. 95 (6H, s), 4. 75 (2H, s), 5. 49 (1H, s), 7. 61 (1H, d, J=7. 9Hz), 7. 64 (1H, 
25 d, J=7. 9Hz) , 7. 77 (2H, s) , 8. 06 (1H, s) , 8. 48 (1H, s) , 8. 72 (1H, s) , 9. 15 (1H, s) , 9. 88 (1 

H, s). 
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MS: m/e (ESI) 465. 2(MH+) 
MMM 162 

2-{6-m 3 ^^W;/>-l,3-i?I: KP-^y^V JU) -1- (3, 5- v?- 

1H-NMR (DMSO-d6) S : 

1. 35 (9H, s) , 1. 41 (18H, s) , 4. 80 (2H, s) , 5. 49 (2H, s) , 7. 69 (1H, d, J=8. 0Hz) , 7. 76 (2H, 
s) , 7. 87 (1H, d, J=8. 0Hz) , 8. 30 (1H, s) , 9. 19 (1H, brs) , 9. 83 (1H, brs) . 
163 

2-{2-[2-(3, 5-^-11 3 KP^'>-7x^/V)-2-t^y-xf;l.1-3-^ 

$ 7 -2, 3-e? b k p -iH->f y ^ k— ^-s-^r oxy} -:/p ^ ■a-fr.Tk^i^^ 

1H-NMR (DMS0-d6) S : 

1. 41 (18H, s) , 1. 55 (3H, d, J=6. 8Hz) , 4. 75 (2H, s) , 4. 90 (1H, q, J=6. 8Hz) , 5. 49 (2H, s) , 
7. 34 (1H, dd, J=8. 8and2. 4Hz), 7. 65 (1H, d, J=8. 8Hz) , 7. 73 (1H, brs), 7. 77 (2H, s) , 8. 0 
9 (1H, brs) , 9. 22 (1H, brs) , 9. 88 (1H, brs) . 
MS : m/e (ES I ) 467. 2 (MH+) 
Hi&#H 164 

2-{2-[2-(3. 5-: 3 K p ^->-7 x ^/V) y-x^;k] -3-^ 

lH-NMR(DMS0-d6) 5 : 

1. 41 (18H, s), 1. 59 (6H, s), 4. 75 (2H, s), 5. 48 (2H, s), 7. 27 (1H, dd, J=8. 4and2. 4Hz), 7 
. 65 (1H, d, J=8. 4Hz) , 7. 69 (1H, d, J=2. 4Hz) , 7. 77 (2H, s) , 8. 08 ( 1H, brs) , 9. 17 (1H, s) , 
9.93UH, s). 

MS: m/e (ESI) 481. 2(MH+) 

mmm 165 

l-(3, S-V'-W, 3 ^^-yU-4-fc K P=fr->-:7 j. ^/U) -2- (W $ 7-6-7 5VW. 3-v? 
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b F p - b° p p [3, 4-c] b° V JU) - j. $ J >; ; jftjfejft 

1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s) , 2. 64 (3H, s) , 4. 93 (2H, s) , 5. 58 (2H, s) , 7. 78 (2H, s) , 8. 06 (1H, s) , 8. 09 ( 
1H, s) , 8. 94 (1H, s), 9. 61 (1H, brs) , 10. 27 (1H, brs) . 
MS : m/e (ESI) 394. 2 (MH+) 

mmm 166 

l-(3. 5-i?-M 3 :/^vU-4-b Y?v3ci/-7 zi~/U)-2-(7->{ 5. /-2-7^vU-5. 7-j? 
b K p - tf p p [3. 4-b] b° 2J ^ ^-6-^T ;^-xj?yy; jftgfejft 
1H-NMR (DMS0-d6) 5 : 

1. 41 ( 18H, s) , 2. 67 (3H, s) , 4. 84 (2H, s) , 5. 63 (2H, s) , 7. 70 (1H, d, J=8. OHz) , 7. 78 (2H, 
s) , 8. 08 (1H, brs) , 8. 16 (1H, d, J=8. OHz) , 9. 63 (1H, brs) , 9. 94 (1H, brs) . 
MS: m/e (ESI) 394. 1 (MH+) 
HffltflJ 167 

l-(7-g| 3 3-^y KP-^^y 7^ V-5-- f A-)-2-(W 5 

y -6->f y t° p aK^r s^-i. 3- b Kp-^y^y k— /v-2-^r ^) - j- » j is ; -e^tK 

lH-NMR(DMS0-d6) 6 : 

1. 30-1. 37 (21H, m) , 4. 39 (2H, s) , 4. 59-4. 71 (1H, m) , 4. 77 (2H, s) , 5. 48 (2H, s) , 7. 34 (1 

H, d, J=8. 8H) , 7. 65 (1H, d, J=8. 8Hz) , 7. 72 (1H, s) , 7. 80 (1H, s) , 7. 82 (1H, s) , 9. 25 (lH, 
brs), 9. 79(lH,brs). 

MS: m/e (ESI) 435. 1 (MH+) 
168 

l-(3.5-S?-fl$ 3 ygvt^^b Kp=^'>-^3i^^)-2-(6-^ h^^-l-^f $ /-l. 3- 
1H-NMR (DMS0-d6) 6 : 

I. 38 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 77 (2H, s) , 5. 51 (2H, s) , 
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7. 36 (1H, dd, J=8. 4and2. 4Hz) , 7. 66 (1H, d, J=8. 4Hz) , 7. 78 (2H, s) , 7. 84 (1H, brs) , 8. 0 
8(1H, s), 9. 22 (1H, brs), 9. 81 (1H, s). 
MS : ra/e (ESI) 423. 1 (MH+) 
MMM 169 

5 1-Q.5-SMB 3 ^gvUr±lfe KP^rv / -^ , ji^/^)-2-(5-Ji h^iX-W $ y-1.3- 

l? b Fp-/f y-Y >■ K— >^-2-Y ^) -j. ^ y > ; -^fc?kif 

1H-NMR (DMS0-d6) 5 : 

1. 36 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 4. 16 (2H, q, J=6. 8Hz) , 4. 78 (2H, s) , 5. 49 (2H, s) , 
7. 21 (1H, d, J=8. 8Hz) , 7. 33 (1H, s) , 7. 78 (2H, s) , 8. 05 (1H, s) , 8. 12 (1H, d, J=8. 8Hz) , 9 
10 . 08 (1H, brs) , 9. 75(lH,brs). 

MS:m/e(ESI)423. 2(MH+) 
MMffl 170 

l-(3, 5-^-15 3 /f/M-b Kp^V-7x^)-2-(K 5 y-4. 7-v^ yfutf 

15 1H-NMR (DMSO-d6) 5 : 

1. 25 (6H, d, J=6. 0Hz) , 1. 38 (6H, d, J=6. 0Hz) , 1. 42 (18H, s) , 4. 64 (1H, qq, J=6. 0Hz, 6. 0 
Hz) , 4. 69 (2H, s) , 4. 87 (1H, qq, J=6. 0Hz, 6. 0Hz) , 5. 48 (2H, s), 7. 24 (1H, d, J=9. 2Hz), 7 
. 38 (1H, d, J=9. 2Hz) , 7. 76 (2H, s) , 8. 05 (1H, brs) . 
mt&ffl 171 

20 l-{2-[2-(3, 5-i l?-f5 3 "ff-As-k-t Ka#'> / -7 3i=yU)-2-^-^fy-J.^-/^]-3-Y 

g; y-2, 3-^^ k p -1H--Y y^fy k— ^-5--Y/W-3-y f-tv-t? i^y ;JfcftakjfciMft 

1H-NMR (DMS0-d6) 6 : 

1. 40 (18H, s) , 2. 67 (3H, s) , 4. 74 (2H, s) , 5. 48 (2H, s) , 7. 55 ( 1H, d, J=8. 4Hz) , 7. 59 (1H, 
d, J=8. 4Hz) , 7. 77 (2H, s) , 8. 06 (1H, s) , 8. 44 (1H, s) , 8. 97 (1H, s) , 9. 15 (1H, s) , 10. 40 ( 
25 1H, s) . 

MS:m/e(ESI)451. 2(MH+) 
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HJSM 172 

{2- [2- (3, 5-^-35 3 "^f-jU-A-M Kp ±^zZ ^— M~2-^ y-zc^/U]-3-^ % 

J-2,Z--JM y><.>K— /us—fM-mm ^^/\y^.^=r;v,m.mM. 

1H-NMR (DUS0-d6) 8 ' 

1. 40(18H, s), 3. 64 (3H, s), 3. 88 (2H, s), 4. 83 (2H, s), 5. 54 (2H, s),7. 70 (1H, d, J=8. OH 
z), 7. 73 (1H, d, J=8. 0Hz), 7. 78 (2H, s), 8. 02-8. 10 (1H, br), 8. 13 (1H, s), 9. 94 (1H, s). 
MM&l 173 

{2-[2-(3.5-S?-fE 3 y^A^-t KP=ir^-7x^)-2-t^y-xf;V]-3-. < $ 

7-2. 3-s?fc Kp-IH-^T V > K-/W5-^/W-i^^;-ir-fbA^^ 

1H-NMR (DMS0-d6) 6 : 

1. 40(18H, s), 3. 74(2H, s), 4. 83 (2H, s), 5. 55(2H, s), 7. 69 (1H, d, J=8. 0 Hz), 7. 71 (1H, 
d, J=8. 0Hz), 7. 78 (2H, s), 8. 14 (1H, s), 9. 94 (1H, s). 
MMffl 174 

l-(3,6-S?-jK 3 /f/W4-fc KnJri/-73:-;V)-2-(W $ 7-4-^f yyP7j>>y/ 
lH-NMR(DMS0-d6) 5 : 

1. 36-1. 50(24H, m), 4. 79 (2H, s), 4. 87-4. 98 (1H, m), 5. 50 (2H, s), 7. 26 (1H, d, J=7. 6Hz 
), 7. 30 (1H, d, J=8. 4Hz) , 7. 73 (1H, d, J=7. 6Hz) , 7. 77 (2H, s) , 8. 03 (1H, brs), 8. 07 (1H, 
brs) , 9. 23 (1H, brs) . 
WfcM 175 

1-C3, 3 ^y^-4-b KP^^-7x^;l/)-2-[l-^ $ 7-6-Q-7 h^v^-1- 

7 f;i/-xf^)-i, Kp— f y>f ^ K-/^-2-^^]-xj?y ^; jftYbTkattaMft 

lH-NMR(DMS0-d6) 5 : 

1. 13 (t, J=6. 8Hz) , 1. 41 (18H, s) , 3. 25 (3H, s) , 3. 66 (s) , 4. 12 (q, J=6. 8Hz) , 5. 12 (2H, s 
) , 5. 54 (2H, s) , 7. 78 (2H, s) , 7. 79 (1H, d, J=6. 8Hz) , 7. 86 (1H, d, J=6. 8Hz) , 8. 39 (1H, s) 
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mmm 176 

{2- [2- (3, 5- v*-^ 3 Kp^v'-7i ^/U-) -2-^-=^ y-mfyt/] ^ 

y-2.3-^fc K P-lH-^f y<T ^ K— h^rv^-fE^! Jifywc^y/U; 

lH-NMR(DMSO-d6) 5 : 

1. 13 (3H, t, J=6. 8Hz) ,1.41 (18H, s) , 3. 38 (3H, s) , 4. 12(2H, q, J=6. 8Hz) , 4. 86 (2H, s) , 
5. 12 (1H, s), 5. 53 (2H, s), 7. 78 (2H, m), 7. 79-7. 84 (2H, s), 8. 31 (1H, s). 
177 

2-{2-[2-(3,5-v ? -fl 3 Kn ^r->-^ s.=^;V)-2-^^V-^- z f-}V\-Z—< 

% 7-2, 3-y^t: Kp-IH-^T y>f ^ K— ^-5--Y/M-3-^ ^/]HK&;*fc>fcjfcife!fc 
lH-NMR(DMSO-d6) 5 : 

0. 67 (3H, d, J=6. 5) , 1. 04 (3H, d, J=6. 5) , 1. 17 (1H, t, J=6. 5) , 1. 41 (18H, s) , 2. 25-2. 36 
(1H, m) , 4. 82 <2H, s) , 5. 54 (2H, s) , 7. 72 ( 1H, d, J=7. 0) , 7. 75 (1H, d, J=7. 0) , 7. 77 (2H, s 
),8.27(1H, s), 10.03UH, s). 

MS:m/e(ESI)479. 4(MH+) 
%Wfr\ 178 

2-[2-(3, 5-^-M 3 -ff-fls-Ar*. Kn ±^zZ ^^■M-2-^^-y-^/U\-&-=sL ^ 3f 
S y-2. 3-i^t: Kp-IH— 1 y 4 1/ Y— ;l^5-^;l/»Kyi ^ 3 zf'f-fV xl*. 

1H-NMR (DMSO-d6) 8 ■ 

1. 39 (3H, t, J=6. 8Hz) ,1.41 (18H, s) , 1. 53 (9H, s) , 4. 14 (2H, q, J=6. 8Hz) , 4. 80 (2H, s) , 
5. 53 (2H, s) , 7. 78 (2H, s) , 7. 83 (1H, s) , 8. 02 (1H, s) . 

mmm 179 

2-C2-(3,5-v ? -i§ 3 K n » -y-7 ^ = -2- 1 y-xf ;V]-6-x ^ Jf- 

vHH; $ y-2, 3-v^t: Ro-IH-^ y^ V K-/W5-^;l/#yj; h U 7Mpjj 



343 



WO 02/085855 



PCT/JP02/03961 



lH-NMR(DMS0-d6) 5 : 

1. 39 (3H, t, J=6. 8Hz) ,1.41 (18H, s) , 4. 15 (2H, q, J=6. 8Hz) , 4. 80 (2H, s) , 5. 53 (2H, s) , 
7. 78 (2H, s) , 7. 87 (1H, s) , 8. 05 (1H, s) , 9. 06 (1H, s) , 10. 05 (1H, s) . 
MMffl 180 

l-(3,5-i?-^ 3 KP^-7x=;l/)-2-(5,6-^a h»->W ^ >> 

-i, 3-i^t: Kp— yd! ^ Vsu-2-4M-^# / ^^ikikMWM. 

1H-NMR (DMS0-d6) 5 : 

1. 25-1. 41 (24H, m) , 4. 08 (2H, q, J=6. 8Hz) , 4, 14 (2H, q, J=6. 8Hz) , 4. 71 (2H, s) , 5. 44 (2 

H, s) , 7. 35 (1H, s) , 7. 75 (2H, s) , 7. 81 (1H, s) , 9. 05 (1H, brs) , 9. 59 (1H, brs) . 
MMffl 181 

l-(3, 5-v>-fg 3 ^;H-h Kp^->-7 j^)-2-(4,7-^7^p-H ^ ^ 

-l, 3-^fc: Fo-^y^y i^2^kE£ ^^a-pfEifejtt 

lH-NMR(DMS0-d6) 8 : 

4. 77 (2H, s) . 5. 19 (2H, s) . 7. 49 (1H, ra) . 7. 60 (1H, m) . 7. 68 (2H, s) . 
MMffl 182 

1- (3,5-^-j3/f;M-t: FP^v^-^3i^/^)-2-[6-(2-b KP^->-l-^f;V- 
1H-NMR (DMS0-d6) 5 : 

I. 25 (3H, d, J=6. 4Hz) , 1. 42 (18H. s) , 3. 50-3. 63 (2H. m) , 4. 42-4. 53 (1H. m) , 4. 76 (2H. s 
) , 4. 95 (1H. t. J=5. 6Hz) , 5. 50 (2H. s) , 7. 36 (1H. brd. J=8. 8Hz) , 7. 64 (1H. d. J=8. 8Hz) , 
7. 78 (2H. s) , 7. 84 (1H. brs) , 8. 08 (1H. brs) , 9. 21 (1H. brs) , 9. 78 (1H. s) . 

MS : m/e (ESI) 453. 4 (MH+) . 

183 

2- {2- [2- (3. B--J- / m 3 :/9vl— 4-b Pp^-7j= /l^) -2-^-=3f- y-^c^/U]-3-^ 
$7-2,3-^1: Kn-1H-^ y-< ^ K— /v-5-^r/^^-=¥->}-§§^; H)7;utpSi 
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lH-M4R(DMSO-d6) 5 : 

1. 02 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 1. 86-2. 10 (2H, m) . 4. 68-4. 83 (3H, m) , 5. 50 (2H. s 
), 7. 36 (1H, dd, J=8. 4and0. 8Hz) , 7. 67 (1H, d, J=8. 4Hz), 7. 77 (1H, s) , 7. 78 (2H, s) , 8. 0 
8 (1H, brs) , 9. 25 (1H, brs) , 9. 87 (1H, brs) . 
MS:ra/e(ESI)481. 3(MH+) 



MMffl 184 

{2- [2- (3, 5-iP-m 3 ^gvWj^b h*n*cjs-7 ^-/U-)~2-a-3ry-^jU~\-3—{ ^ 
7-2. 3-i?lr Rp-IH-^ y^T V K-;V-5-^/H-^ h^rv^-j^^; fc U Z7/V^-nmm 

1H-NMR (DMS0-d6) 5 : 

I. 41 (18H, s) , 3. 38 (3H, s) , 4. 83 (2H, s) , 4. 99 (1H, s) , 5. 52 (2H, s) , 7. 77-7. 83 (2H, m) , 
7. 78 (2H, s) , 8. 07 (1H, br) , 8. 32 (1H, s) , 9. 29 (1H, brs) , 9. 95 (1H, brs) . 
Hflg#>J 185 

2- [2- (3, 5-i V-Wi 3 yfyW4-b KP^V-7x^/V)-2-^y-xf;l/]-6-x h dp- 
v^W $ 7-2, 3-v^fc Kp-IH-Y y >T is K— ;v-5-^;v^yj; V jJ 7;i/tnftj 

1H-NMR (DMS0-d6) 5 : 

1. 37 (3H, t, J=6. 8Hz), 1. 41 (18H, s), 4. 21 (2H, q, J=6. 8Hz), 4. 83 (2H, s), 5. 46 (2H, s), 
7. 53 (1H, s) , 7. 75 (2H, s) , 8. 49 ( 1H, s) , 9. 16 (1H, br) , 9. 78 (1H, br) . 
MMffl 186 

2- {2- [2- (3, 5-3?-jB 3 ^/U-4-fc Vn*i/-7 ^-M-Z-^y-^/^-Z-^ 

% y-2, 3-v^b kp-ih-^t > Y—^-s-jM-i-y ^•s^-T'o^vafe; bJLZ 

P gfUgyj; 

1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s) , 1. 69 (3H, s) , 3. 18 (3H, s) , 4. 83 (2H, s) , 5. 52 (2H, s) , 7. 78 (3H, s) , 7. 86 ( 
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1H, d, J=8. 0Hz) , 8. 07 (1H, br), 8. 41 (1H, s) , 9. 32 (1H, s) , 9. 99 (1H, s) . 
187 

N-{3-H 3 -zfJ-J\s-2-\i Kp js-5- [2- (7-4 $ /-2-y f^-5,7-^fc Kn-fc°P p 
[3, 4-b] fc° U v*>-6— £ /^-T-tr^/^-^ji— /W-N-^ ^vU-y ^yx;l/7^y7 

lH-NMR(DMS0-d6) 6 : 

1. 37 (9H, s) , 2. 66 (3H, s) , 3. 14 (6H, sX2) , 4. 05 (2H, s) , 5. 47-5. 62 (2H, m) , 7. 70 (1H, d, 
J=8. 0Hz) , 7. 81 (1H, s) , 7. 97 (1H, s) , 8. 16 (1H, d, J=8. 0Hz) , 9. 57 (1H, brs) , 9. 95 (1H. s 
), 10. 01 (1H, s). 
MS:m/e(ESI)445. 2(MH+) 
MMffl 188 

2-[2-(3. 5-i?-M 3 /f;M-l: Kp ^'>"7x= /lQ-2-;j-=¥ y-J^/k}-3— f $ y 

-2, 3-^ Kp-ih-^ y>f v K-^-5-^;i/^yj^f/!/7 $ K;iifflfeifc 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s) , 2. 82 (3H, d, 5. 3Hz) , 4. 91 (2H, s) , 5. 55 (2H, s) , 7. 77 (2H, s) , 7. 85 ( 1H, d, 
J=8. 1Hz) , 8. 03-8. 12 (1H, br) , 8. 21 (1H, d, J=8. 1Hz) , 8. 70 (1H, q, J=5. 3Hz) , 8. 74 ( 1H, 
s), 10. 05 (1H, s). 
MMM 189 

2-[2-(3, 5-SMB'£ Zff-A^-A-M Kp *c^-Z7 n=-/U)-2-sj-3r y-^^M-l-^ 5 7 

-2, 3-v^b kp-hw y^r >: R-vu-s-^/V'^ife y ^7 ^ K;i£itj& 

1H-NMR (DMS0-d6) 5 : 

1. 40 ( 18H, s) , 2. 8 1 (3H, d, J=5. 3Hz) , 4. 91 (2H, s) , 5. 56 (2H, s) , 7. 79 (2H, s) , 8. 08 ( 1H, 
s), 8. 09(1H, d, =8. 1Hz), 8. 17 (1H, s), 8. 31 (1H, d, J=8. 1Hz), 8. 74 (1H, q, J=5. 3), 9. 44 
(1H, s) , 8. 74 (1H, s) , 10. 05 (1H, s) 10. 12 (1H, s) . 

■ 

Mt&ffl 190 

2-(2-f2-(3. S-V-m 3 >^yU-4-b Kp ^ris-y a.— ^)-^^y-Jf/H-3-^ £ 
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5 7-2,3-v*!: Kp-IH— j y-f ^ K— fr-S-^ Y *r is-^v \f$ST $ Kj 

lH-NMR(DMS0-d6) 6 : 

1. 41 (18H, s) , 1 . 68 (3H, s) , 3. 18 (3H, s) , 4. 83 (2H, s) , 5. 52 (2H, s) , 7. 34 (1H, brs) , 7. 4 
3 (IH, brs) , 7. 74-7. 78 (1H, ra) , 7. 77 (2H, s) , 7. 84 (1H, d, J=8. OHz) , 8. 34 (1H, s) . 
HJ£0iJ 191 

2- {2- [2- (3, 5-i?-m 3 -?=f-)V-±-\i Yxi5r*/-7 ^~;\s)-2-Jr-*y-^M-Z-4 
lH-NMR(DMS0-d6) S : 

1. 41 (18H, s) , 1. 69 (3H, s) , 2. 58 (3H, d, J=4. 4Hz) , 3. 18 (3H, s) , 4. 83 (2H, s) , 5. 52 (2H, 
s) , 7. 71-7. 82 (2H, m) , 7. 85 (2H, s) , 7. 99 (1H, brs) , 8. 31 (1H, s) . 
192 

1- (3, h-V'-W, 3 Zf^-^-A-M 3in/W)-2-(7-^ $ y-2-7°P 7- 

Sjfc KP-b°P p [3,4-b3 fc°!J v'y-e-^/^-x^/y^S 
1H-NMR (DMS0-d6) 8 : 

0. 93 (3H, t, J=7. 2Hz) ,1.41 (18H, s) , 1. 70-1. 83 (2H, m) , 2. 89 (2H, t, J=7. 6Hz) , 4. 84(2 - 
H, s) , 5. 57 (2H, s.) , 7. 71 (1H, d, J=8. OHz) , 7. 77 (2H, s) , 8. 08 (1H, s)., 8. 17 (1H, d, J=8. 0 
Hz) , 9. 52 (1H, brs) ; 9. 85 (1H, brs) . 

MS:ra/e(ESI)422. 2(MH+) 
MMM 193 

2- [2-(3, 3 zf^-JV-A-M Kg jrv^Z s=Mzgz^L^Z^2kjz3zd! § 7 
-2. 3-i^fc Kp-IH-^T y-T ^ K— /WS-^/t^a-^Bgv^ 5: K;l£^^ 
1H-NMR (DMSO-d6) 8 : 

1. 40 (18H, s) , 2. 67 (6H, s) , 4. 99 (2H, s) , 5. 55 (2H, s) , 7. 77 (2H, s) , 8. 06 (1H, d, J=8. 1H 
z), 8. 16 (1H, d, J=8. 1Hz), 8. 73 (1H, s) . 
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MS:m/e(ESI)486. 2(MH+) 
MMffl 194 

2-{2-[3-%| 3 ^/U-4-t: Kp ^'>-5-(pt ? ^^.^U^^-^/W^ ^/U-T ^ 7 )-y 

y-J^/M-S-Y $ 7-2, 3-^fc Kp-1H-^ y-Y ^ K— 

1H-NMR (DMS0-d6) 8 : 

1. 39 (18H, s) , 2. 95 (3H, s) , 3. 03 (3H, s) , 3. 15 (6H, s) , 4. 92 (2H, s) , 5. 52 (2H, s) , 7. 81- 
7. 88 (3H, m) , 7. 97 (1H, s), 8. 32 (1H, s) , 9. 39 (1H, s) , 9. 95 (1H, s) , 10. 04 (1H, s) . 
MS:ra/e(ESI)501.2(MH+) 
Uli 195 

({2- [2- (3, 5-v^ 3 ^/1^-4-t: Kp jr^zZ M-2-Hr*t y-Ji9vkl-3-^ 5 
lH-NMR(DMSO-d6) 5 : 

1. 40 (18H, s) , 3. 00 (3H, s) , 4. 20 (2H, s) , 4. 92 (2H, s) , 5. 55 (2H, s) , 7. 77-7. 88 (2H, m) , 
7. 78 (2H, s) , 8. 09 (1H, s) , 8. 24-8. 39 (1H, 2s), 9. 39 (1H, br) , 9. 93-10. 03 (1H, br) . 
MS : m/e (ESI) 494. 3 (MH+) 
H2&M196 

l-(3,5-^-H 3 y^VW4-t KP^r^-^Ji^/U)-2-(4-^ h^->-l-^ $ y-1.3- 
1H-NMR (DMS0-d6) 5 : 

1. 25-1. 53 (21H, m) , 4. 37 (2H, q, J=6. 8Hz) , 4. 80 (2H, s) , 5. 50 (2H, s) , 7. 24-7. 31 (2H, m 
), 7. 68-7. 79 (3H, m) , 8. 07 (1H, brs) , 8. 32 (1H, brs) , 9. 24 (1H, brs) . 
MMffl 197 

l-(3, 3 3^/U-4-fc Kp ^ci/-?^ — /U)-2-(W $ y-4-y- h^->-1.3- 

i£t Kc-^y^y K— ^-2-4 /!>) - J: $ J is ; #^?R^i£ 

348 



WO 02/085855 



PCT/JP02/03961 



lH-NMR(DMS0-d6) 5 : 

1. 42 (18H, s) , 4. 00 (3H, s) , 4. 80 (2H, s) , 5. 49 (2H, s) , 7. 25 (1H, d, J=8. 4Hz) , 7. 29 (1H, 
d, J=7. 6Hz) , 7. 51-7. 78 (3H, m) , 8. 06 (1H, brs) , 8. 64 (1H, brs) , 9. 23 (1H, brs) . 
MMW 198 

2-[2-(3, 5-y^-ff 3 y^vU-4-fc: Kg ^V-7x= /U)-2-xj-^r y-J^-/U]-6-J h =fr 

j/'-W ^ y-2, 3-^b Kp-ih-y y^y.F-/u-5-^/i/^yj ^5^/ut$ k; h 

lH-NMR(DMSO-d6) 6 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) ,2.81 (3H, d, J=4. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 80 
(2H, s), 5. 52 (2H, s), 7. 77 (2H, s), 7. 91 (1H, s), 7. 94 (1H, s) , 8. 21-8. 23 (1H, m). 
MS:m/e(ESI)480. 3(MH+) 
MMffl 199 

2-[2-(3. 5-3MB3 ^^/U-4-fc KP^rv--^3:-/^)-2-^-^ry-^^-/H-6-J: h df- 
lH-NMR(DMSO-d6) 5 : 

1. 39 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 2. 83 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 8 - 
4 (2H, s) , 5.. 48 (2H,,s) , 7. 54 (1H, s) , 7. 77 (2H, s) , 8. 20 (1H, q, J=4. 8Hz) , 8. 55 (1H, s) , 9 

m • 

. 13 (lH.br), 9. 82<1H, br). 
MS:ra/e(ESI)480. 3(MH+) 
MM&i 200 

N-{3-M 3 y"^-/W5-[2-(5. 6-v^ h jj^zizd! § /-l. 3-S?fc Kn-^y^y K— 
lH-NMR(DMS0-d6) 3 : 

1. 38 (18H, ra) , 3. 14 (6H, s) , 4. 07-4. 1 5 (4H, m) , 4. 72 (2H, s) , 5. 43 (2H, s) , 7. 36 (1H, s) , 
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7. 81 (2H, s) , 7. 93 (1H, s) , 9. 08 (1H, brs) , 9. 60 (1H, brs) . 
MMffl 201 

2-f2-(3, 5-^-13 7*^/^-4- fc: K P ^r->7 a. ^/H V-xf ;l/l-3->T $ J 

-2,3-^1: Kn-ltW Vjj s R— /u-5-^;vfCyl ai^vuyg 

1H-NMR (DMS0-d6) 5 : 

1.15 (3H, t, J=7. 0Hz) , 1 . 40 ( 18H, s) , 3. 27-3. 45 (2H, m) , 4. 93 (2H, s) , 5. 53 (2H, s) , 7. 7 
7 (2H, s), 7. 85 (1H, d, J=8. 0Hz), 8. 01-8. 23 (1H, ra) , 8. 22 (1H, d, J=8. 0Hz) , 8. 70 (1H, s) 
, 8. 72 (1H, s), 9. 34 (1H, s) , 10. 01 (1H, s) . 
MS:m/e(ESI)450. 3(MH+) 
%Wfr\ 202 

{2-C2-0, 5-i?-m 3 -fT-j^-i-M ^ — y-^^M^—f $ 

1H-NMR (DMS0-d6) 5 : 

1. 40 (18H, s) , 3. 70 (3H, s) , 4. 76 (2H, s), 5. 51 (2H, s) , 7. 61 (1H, dd, J=8. 4, 1. 8Hz) , 7. 6 
7 (1H, d, J=8. 4Hz) , 7. 77 (2H, s) , 8. 07 (1H, brs) , 8. 49 (1H, brs) , 9. 20 (1H, s) , 9. 99 (1H, 
brs), 10. 12 (1H, s). 
MS : m/e (ESI) 452. 3 (MH+) 

* 

HJ£#i|203 

{2-[2-(3.6-SMB 3 /f/W4-t: Kp#->7x- ^)-2-^-^r y-^^/Vl-1-^ $ 
7-2,3-^fc Kp-1H-^ y^f y K-;l/-5--f M-^;/^ $ yj ^f-ju^^/u,^ 

1H-NMR (DMSO-d6) 6 : 

1. 40 (18H, s) , 3. 70 (3H, s) , 4. 80 (2H, s) , 5. 48 (2H, s) , 7. 63 (1H, dd, J=8. 4, 1. 8Hz) , 7. 7 
7 (2H, s) , 7. 92 (1H, s) , 8. 09 (1H, d, J=8. 4Hz) , 9. 06 ( 1H, brs) , 9. 74 (1H, brs) , 10. 33 (1H 
, s). 
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MS : m/e (ESI) 452. 3 (MH+) 
MMffl 204 

3-{2-[2-(3, S-x-fS 3 Kg jp^zZ /^)-2-^# y-^^M-Z-^ 

^ y-2, Ka-1H— { V-Y > K"-/V-5-^T /t^}-2-^ gVWZ ^ J/Wjft ^5vl-3c 

lH-NMR(DMS0-d6) 8 : 

1. 37 (3H, t, J=6. 8Hz) , 1. 41 (18H, s) , 2. 08 (3H, s) , 4. 23 (2H, q, J=6. 8Hz) , 4. 88 (2H, s) , 
5. 22 (2H, s) , 7. 68 (1H, s) , 7. 77 (2H, s) , 7. 83-7. 91 (2H, m) , 8. 32 (1H, s) . 
%Mm 205 

l-(3, 3 ^^/U-4- fc Kg *ci/--7 ^~}V)-2-{\-4 ^ V 7 jU^a * 

1H-NMR (DMS0-d6) 6 : 

4. 98 (2H, s) , 5. 56 (2H, s) , 7. 78 (2H, s) , 8. 04 (1H, d, J=8. OHz), 8. 20 (1H, d, J=8. Oz) , 8. 
69 (s. 1H) . 
MMffl 206 

3-{2-[2-(3.5— 3 -f=f-;\s-±-ic K a ^ x -2-^-=^ y-xf /U]-3-^ 

g y -2, fcjKg -m->f y >- Kr±±i -2. Nz>L* gvkrZ ^ U >±Z § K- - 

■ « ■ 

lH-NMR(DMSO-d6)~ : 5 '*: 

1. 41 (18H, s) , 2. 05 (3H, s) , 2. 71 (3H, d, J=4. 4Hz) , 4. 87 (2H, s) , 5. 53 (2H, s) , 7. 31 (1H, 
s) , 7. 76-7. 80 (2H, m) , 7. 78 (2H, s) , 8. 10 (1H, br) , 8. 30 (1H, s) . 
MMM 207 

3-{2-[2-(3.5-^-j5 3 /f;W4-t jfn =fr ->-:7 ~;U) -2-;f 3=- y-zc^yU]-3--f 
$7-2.3-^b Ko-IH— f K— A--5-- f /M-Z-pt^/U-T^ L±2L§ H Hfc 

1H-NMR (DMSO-d6) 5 : 



351 



WO 02/085855 



PCT/JP02/03961 



1. 41 (18H, s) , 2. 05 (3H, s) , 4. 87 (2H, s) , 5. 53 (2H, s) , 5. 76 (1H, s) , 7. 22 (1H, br) , 7. 34 
(1H, s) , 7. 63 (1H, brs) , 7. 77 (3H, s) , 7. 79 (1H, d, J=5. 2Hz) , 8. 24 (1H, s) . 
MMffl 208 

l-(3,5-v ; -^ 3 T'^/U^-fc Kpjri/-7x^;V)-2-(5. 6-v^ p $ J 

5 -l. 3-^fc Ka-^y^y K-;v-2-^^)-xjr y v;^b7K^^ 

lH-NMR(DMS0-d6) 6 : 

4. 53 (2H, s) , 5. 66 (2H, s) , 7. 55 (1H, s) , 7. 80 (1H, s) , 7. 90 (2H, s) . 
MMffl 209 

l-(7-j 3 /U-3, f ;V-2. K p > '/ 7 7 y-5--f -2- (7--f $ 

10 / -2-^ ^ A~5. 7- fc K p - tf o p C3, 4-b] fc° U 2 >-6--< /Up - ji ^ / >- ; Jfefcakjte 

* ■ 

nut; 

1H-NMR (DMS0-d6) 6 : 

1. 33 (6H, s) , 1. 34 (9H, s) , 2. 67 (3H, s) , 4. 39 (2H, s) , 4. 85 (2H, s) , 5. 54 (2H, brs) , 7. 71 
1 (1H, d, J=8. 0Hz) , 7. 712 (1H, s) , 7. 79 (1H, s) , 8. 16 (1H, d, J=8. 0Hz) , 9. 51 (1H, brs) , 9 
15 .95(lH,brs). 

MS : m/e (ESI) 392. 2 (MH+) 
HifeM210 

. 1- (3, 5-jy-m 3 y^-/U-4- 1: K p ft^Z Z ^ =-M -2- (7-^f $ / -2-^ h =fr gvU 

i 

-5 t 7- ^ fc K p - H p C3. 4-b] fc° y >*-6-^ /l^) - J. ^ 7 >- ; jftjfejfc 
20 1H-NMR (DMS0-d6) 5 : 

1. 42 (18H, s) , 3. 41 (3H, s) , 4. 67 (2H, s) , 4. 89 (2H, s) , 5. 50-5. 52 (2H, m) , 7. 78 (2H, s) , 
7. 85 (1H, d, J=8. 0Hz) , 8. 08 (1H, brs), 8. 29 (1H, d, J=8. 0Hz) , 9. 50-9. 52 (1H, m) , 9. 99 ( 
1H, brs) . 

MS:m/e(ESI)424. 2(MH+) 
25 Uttftf 211 

l-(3, 5-i?-m 3 :/5vU-4-t H ji -/U) -2- (3- JL h*^-l-<< % J -2- * 
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7- 2. t K p - b" a a [3, 4-b] fc° V S£ ^-6->< /l^) -^c ^ y ^ ; affifcfe 
lH-NMR(DMS0-d6) 8 ■ 

1. 30-1. 50 (21H, m), 2. 50 (3H, s), 4. 21 (2H, q, J=7. 2Hz), 4. 79 (2H, s), 5. 49 (2H, s),7.7 
6 (3H, sX2) , 8. 06 ( 1H, s) , 9. 24 ( 1H, brs) , 9. 74 ( 1H, brs) . 
MS:m/e(ESI)438. 2(MH+) 
MMffl 212 

l-(3, 3 -7*^vW4-b Kp^'>7x=;1/)-2-[W $ 7 -6- ( I) v^V-l- 

1H-NMR (DMS0-d6) 5 : 

1. 30-1. 70 (6H, m) 1. 40 (18H, s) , 3. 28 (2H, m) , 3. 60 (2H, m) , 4. 88 (2H, s) , 5. 55 (2H. s) , 7 
. 79 (2H, s) , 7. 81 (1H, d, J=8. 4Hz), 7. 85 (1H, d, J=8. 4Hz), 8. 09 (1H, brs) , 8. 27 (1H, s), 
9. 34 (1H, brs) 9. 94 ( 1H, brs) . 
MS:m/e(ESI)490. 3(MH+) 
MMffl 213 

M K P - P P [3, 4-b] fc° V i? >^-6—f M ? y 1/ ; - jr^Tk^^^ 
lH-NMR(DMS0-d6) 5 : 

1. 40 (18H, s), 2. 72 (3H, s) , 4. 93 (2H, s) , 5. 56 (2H, s) , 7. 77 (2H, s) , 8.. 9 7 (1H, s) . 
MS :m/e (ESI) 39 5. 2 (MH+) 
214 

1- (3. 5-i>-^ 3 b KP^rv / -7x ^/U) -2- (2-i^/- f;V7 S 7 y 5vt— 7- 

^ $ y-5,7-^fc FP-fc°P nr3,4-b1 Oj^±dlMlEiZ»dl^ 
1H-NMR (DMS0-d6) 5 : 

1. 42 ( 18H, s) , 2. 88 (6H, s) , 4. 64 (2H, brs) , 4. 96 (2H, s) , 5. 58-5. 72 (2H, m) , 7. 79 (2H, s 
) , 7. 95-8. 05 (1H, m) , 8. 10 (1H, s) , 8. 37 (1H, d, J=8. 4Hz) , 9. 79-9. 91 (1H, m) , 10. 03-10 
. 10(lH,m), 10. 80-10. 96(lH,m). 
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MS:m/e(ESI)437. 2(MH+) 
MMffl 215 

l-(3. 5-Z?-m 3 Kp ^-j/-? a^—M -2- (2-4 5. /-4-* h^cis* ^-/U 

1H-NMR (DMS0-d6) 6 : 

1. 42 (18H, s) , 2. 64 (3H, s) , 4. 73 (2H, s) , 5. 54 (2H, s) , 7. 37 (1H, d, J=8. 4Hz) , 7. 54-7. 6 
7 (2H, m) , 7. 79 (2H, s) . 
MS:m/e (ESI) 393. 2 (MH+) 

1- (3.5-v*-H 3 :/5v^-4-b Vd^r-y-y^.z=./U)-2-(3-^ h^ri^-7-4 ^ J -2, 4- 

^;^-5, fa K p - fcf p p [3. 4-b] ]) i?>--6-4 /U)-^ ? J is ; Mfc&mM 

1H-NMR (DMS0-d6) S : 

1. 40 (3H, t, J=7. 2Hz), 1. 42(18H, s), 2. 32 (3H, s), 2. 58 (3H, s), 3. 99 (2H, t, J=7. 2Hz), 
4. 81 (2H, s) , 5. 52 (2H, s) , 7. 76 (2H, s) , 8. 07 (1H, s) , 9. 37 (1H, brs) , 9. 84 (1H, brs) . 
MS:m/e(ESI)452. 2(MH+) 

2- [2-(3, 5-i?-m 3 ygTHKb Kpjri/-7x- /U)-2-^-jry-xf ;u]-3-xf g y 

- ■ 

-2, 3-^t: Kp-IM-V V41/ Y— AsMls^k (2-^ h =fr:y-ji^vU) -T $ K; 
1H-NMR (DMS0-d6) 5 : 

1. 40 (18H, s) , 3. 27 (3H, s) , 3. 31 (2H, s) , 3. 48 (2H, brs) , 4. 91 (2H, s) , 5. 52 (2H, s) , 7. 7 
7 (2H, s) , 7. 86 (1H, d, J=8. 0) , 8. 09 (1H, brs), 8. 23 (1H, d, J=8. 0) , 8. 72 (1H, s) , 8. 77 (l 
H, brs) , 9. 24 (1H, brs) , 10. 03 ( 1H, brs) . 
218 
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lH-NMR(DMSO-d6) 5 : 

1. 18 (6H, d, J=6. 9) , 1. 40 (18H, s) , 4. 05-4. 16 (1H, m) , 4. 91 (2H, s) , 5. 52 (2H, s) , 7. 77 ( 
2H, s) , 7. 85 (1H, d, J=8. 0) , 8. 08 (1H, s) , 8. 23 (1H, dd, J=8. 0, 1. 1Hz) , 8. 48 (1H, d, J=7. 
8Hz) , 8. 68 (1H, s) , 9. 32 (1H, brs) , 10. 00 (1H, brs) . 
MS:m/e(ESI)464. 3(MH+) 
MMffl 219 

2-[2-(3".5-SMB3 y^/W-b Kp#S/-7 a= /l^)-2-;j-3r y-^5vt/l-3— f $ / 

-2, 3-^b rp-ih-1' y^r>K— ;v-5-7^7j-yj7-; KLSib^sEM 

1H-NMR (DMS0-d6) 5 : 

1. 40 (18H, s) , 4. 95 (2H, s) , 5. 53 (2H, s) , 7. 64 (2H, s) , 7. 77 (2H, s) , 7. 99 (1H, d, J=7. 9) 
,8. 09 (1H, brs) , 8. 23 (1H, d, J=7. 9) , 8. 75 (1H, s), 10. 14(lH,brs). 
HJS^J 220 

2-[2-(3. 5-v?-M 3 y^/V-4-fc: Kp ^-yai~/^) -2-^^-^/1/1-3-^ $ y 
-2, 3-v?t: Kp-IH-^T y^T ^ a- >Hy gvUT $ K:-jMtok3<ifrttr 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s), 2. 47 (3H) , 4. 96(2H, s), 5. 54(2H, s), 7. 72(1H, q. J=4, 6Hz), 7. 77 (2H, s) 
,8. 02(1H, d, J=7. 9) , 8. 09 (1H, brs) , 8. 17 (1H, dd, J=7. 9, 1. 2Hz),8. 75(1H, a), 10. 14( 
1H, brs) . 
MMPl 221 

l-(3, 5-i?-m 3 -f=f-;V-A.-\i Kp=^^-7x^;1/)-2-(7-^ $ 7 -2. 5-C/7 gvU 
-5,7-^fc Rp-tfp p T3,4-b] tfy ^V-6-^;i/)-xjry y;Hig 
lH-NMR(DMS0-d6) 6 : 

1. 42 (18H, s) , 1. 48 (3H, d, J=7. OHz) , 2. 67 (3H, s) , 5. 00 (1H, q, J=7. 0Hz) , 5. 4 (1H, d, J= 
. 18. 4Hz) , 5. 6 (1H, d, J=18. 4Hz) , 7. 73 (1H, d, J=8. OHz) , 7. 79 (2H, s) , 8. 05 (1H, s) , 8. 18 
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(1H, d, J=8. 0Hz) , 9. 45 (1H, s) , 9. 93 (1H, s) . 
MS:m/e(ESI)408. 2(MH+) 
^fi&ffl 222 

2- {2- [2-0,5-^-11 3 -ff-fir-A-t Kp»V-7j= jV)-2-i>r*ty-^=f-;\A-Z-4 
^ J -2, 3- -J b_KP -lH-< y >f > K— A*-5-*f /H -2-^ h ^rV-T % h T $ Kj -j-fe 

1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s) , 3. 33 (3H, s) , 4. 77 (1H, br) , 4. 85 (2H, s) , 5. 51 (2H, s) , 7. 39 <1H, brs) , 7. 
61 (1H, brs) , 7. 73-7. 83 (2H, m) , 7. 86 (2H, s) , 8. 27 (1H, s) . 
MMM 223 

{2-[2~(3, 5—^-gl 3 2l±Zkl±I^ Rg^v / -^^~/^)-2-;^y-3:9vI/l-3-^ $ 
7 -2,3-^1; Ko-lH-^f y-Y > K— /^-5--Y/W}-^ I-dp^-ifc^ t: p7^K;*fe 

1H-NMR (DMS0-d6) 5 : 

1.41 (18H, s) , 4. 35 ( 1H, br) , 4. 84 (3H, s) , 4. 86 (2H, s) , 5. 52 (2H, s) , 7. 76 (4H, s) , 8. 27 

(1H, s) . 

m&M224 

IzUtM 3 ^^A^-A- fc RPjfr >"-5- (2-^ h 3^- J^/lQ -7j: ~/H -2- (7-^ $ 7 

- 

-2- y> ?W-5, 7-i? b Kn-enp[3, 4-b] fc" ]} *? is-G-j ^)-x^yy; jfcg£J£ 
1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s) , 2. 67 (3H, s) , 2. 94 (2H, t, J=6. 8Hz) , 3. 27 (3H, s) . 3. 55 (2H, t, J=6. 8Hz) , 4 
. 84 (2H, s) , 5. 46-5. 52 (2H, m), 7. 65-7. 74 (3H, m) , 8. 15 (1H, d, J=8. OHz) , 9. 40 (1H, s) , 
9. 46-9. 56 (1H, m) , 9. 93 (1H, s) . 
MS:ra/e(ESI)396. 1(MH+) 
MM&\ 225 

3-m 3 zf^-/V-2-\i KP=»->-5-r2-(7— Y ^ 7-2- 7 ^-7^-5,7-^ t: Ko-b'PP 
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[3, 4-bl fcf y i?^-6-y( /U)-T±3-M- ! &&&& * f^k^ZiZJklM^M 
1H-NMR (DMS0-d6) 6 : 

1. 42 (9H, s) , 2. 67 (3H, s) , 3. 98 (3H, s) , 4. 86 (2H, s) , 5. 58-5. 69 (1H, m), 7. 71 (1H, d, J= 
8. 0Hz) , 8. 05 (1H, s) , 8. 17 (1H, d, J=8. OHz) , 8. 38 (1H, s) , 9. 99 (1H, s) , 1 2. 07 (1H, s) . 
MS:m/e(ESI)396. 0(MH+) 
MMffl 226 

2-{2-[3-^ 3 ^f-jV-ArM Kp^t->-5-(^ yx;!/7t^^ f /V-7 $ / )-7 

h =frv-W $ y-2, 3-^1: Kp-IH--^ V-Y > K 

1H-NMR (DMS0-d6) 6 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 81 (3H, d, J=4. 4Hz) , 3. 13 (6H, s) , 4. 19 (2H, q, J= 
6. 8Hz) , 4. 80 (2H, s) , 5. 48 (2H, s) , 7. 79 (1H, s) , 7. 94 (2H, s) , 8. 04 (1H, s) , 8. 25 ( 1H, br 
). 

MS:m/e(ESI)531. 2(MH+) 
227 

2-{2-[3-^ 3 ^f/H-b K P ^ '>-5- ( ^ y ^ /U7 1 ^ f /W7 $ / ) - 7 
^^/U]-2-^-^r-y-ji^-/U}-6-3c f.drjx-3--^ $ y-2, 3-v^fc: Kp-1H--Y y>f ^ K 

1H-NMR (DMSO-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 81 (3H, d, J=4. 4Hz) , 3. 13 (6H, s) , 4. 17 (2H, q, J= 
6. 8Hz) , 4. 83 (2H, s) , 5. 43 (2H, s) , 7. 53 (1H, s) , 7. 80 (1H, s) , 7. 92 (1H, s) , 8. 19 (1H, br 
),8. 56 (1H, s). 
MS:m/e<ESI)531. 2(MH+) 
MMM 228 

2-i2-[3-(T±^/U-^^/U-T^ /)-5-m 3 7~f/H-l: Kp^->7x=^1-2- 
^-jf-y-^^/l^l-6-^ h^^-3-^( $ 7-2, 3-v^b Kp-1H-^ y^f > K— 7W5-7J/l^ 
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1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 12 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) ,3.10 (3H, s) , 4 
. 18 (2H, q, J=6. 8Hz) , 4. 47 (2H, s) , 4. 82 (2H, s) , 5. 42 (2H, s) , 7. 53 (1H, s) 7. 82 (1H, s) , 
5 7. 91 (1H, s) , 8. 21 (1H, d, J=2. 0Hz) , 8. 54 (1H, s) , 9. 21 (1H, brs) , 9. 83 (1H, brs) . 

MMW 229 

1- (3.S-S?-jB 3 Kp ^->-7^^/^)-2-r6-(l-h Kajr^Ptf 
1H-NMR (DMSO-d6) 6 : 

10 0. 94 (3H, t, J=7. 6Hz) , 1. 77-1. 84 (2H, m) , 4. 74 (1H, t, J=6. 8Hz) , 4. 89 (2H, s) , 5. 48 (2H 

, s), 7. 67-7. 78(2H, m), 7. 79(lH, d, J=7. 6Hz), 7. 93 (2H, s), 8. 13(1H, s). 
MS We (ESI) 439. 2 (MH+) 3 
230 

2- {6- [2- (3, 3 /f/M-t: Kp »i^-7 a^)-2-t^y-xf^]-7->f 
15 5/-6.7-S?t: KP-5H-b°P P [3. 4-b] V-2--Y /^} -2- ^ hdp-^-^a tf^-> 

K;jftMfeift 

1H-NMR (DMS0-d6) 6 : 

1. 39 (3H, t, J=6. 8Hz) , 1. 41 (18H, s) , 1. 81 (3H, s) , 3. 16 (3H, s) , 4. 87 (2H, s) , 5. 63 (2H, 
s) , 7. 39 (1H, s) , 7. 54 (1H, s) , 7. 78 (2H, s) , 7. 83 (1H, d, J=7. 2Hz) , 8. 08 (1H, s) , 8. 27 (1 
20 H, d, J=7. 2Hz) , 9. 72 (1H, br) , 9. 78 (1H, br) . 
MS:m/e(ESI)481. 1 (MH+) 

mmm 231 

N-{3-^ 3 "ff-As-V- b_Ka± js-5- [2- (7-^ g / -2- * 7-3? fc K p - fc° P g 

r3.4-b]fc°y v ? ^-6-^/^-T-fe^/v]-^<^v ; M-N-y^/WTir h T $ K;jftife!ft 
25 1H-NMR (DMSO-d6) 6 : 

1. 37 (9H, s) , 2. 11 (3H, s), 2. 67 (3H, s) , 3. 10 (3H, s) , 4. 48 (2H, s) , 4. 86 (2H, s) , 5. 55 (2 
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H, s) 7. 71 (1H, d, J=8. 0Hz) , 7. 82 (1H, s) , 7. 92 (1H, s) , 8. 15 (1H, d, J=8. 0Hz) , 9. 58 (1H, 
s),9. 95 (1H, s). 

Mt&&l 232 

l-(3.5-S?-fB 3 KP^'>-7a^)-2-(S-x > »'V-4-7;>tP-l- 

5 ± g; y-i, 3-s>b Kp-^ y-Y y y ^HflafcaMBfe 

1H-NMR (DMS0-d6) 5 : 

I. 39 (3H, t, J=6. 9Hz) , 1. 40 (18H, s) , 4. 26 (2H, q, J=6. 9Hz) , 4. 91 (2H, s) , 5. 46 (2H, s) , 
7. 55 (1H, t, J=8. OHz) , 7. 77 (2H, s) , 8. 03 (1H, d, J=8. OHz) , 8. 08 (1H, s) , 9. 22 (1H, s) , 9 
.90(lH,brs). 

10 MS : m/e (ESI) 441. 2 (MH+) 

l£Jfa0>J 233 

7 -2, 3- v? b Fp -1H— i y >f V K— /W5--Y /V} ^fjM /Wj 5: >jSj y ^/l/xx 

15 lH-NMR(DMSO-d6) 6 : 

1. 10 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 3. 62 (3H, s) , 3. 70 (2H, q, J=6. 8Hz) , 4. 86 (2H, s) , 
5. 52 (2H, s) , 7. 72 (1H, d, J=8. 4Hz) , 7. 78 (2H, s) , 7. 79 (1H, d, J=8. 4Hz) , 8. 16 (1H, s) . 
^Mffl 234 

1- (3, 5-i?-m 3 yf-jl^-i-H KP^v--^^=/l^)-2-(6or7-fc: Ko^^fM- 
20 ■< $ y-1, 3,6, 7-r b7b KP-5,8-v ? ^-=3r-9--2-T-y-v / ^ p-<>-^ ^ U 

1H-NMR (DMSO-d6) 5 : 

3. 66 (2H, brs) , 4. 05-4. 16 (2H, m) , 4. 45 (1H, m) , 4. 68 (2H, s) , 5. 15 (1H, t, J=5. OHz) , 5. 
56 (2H, s) , 5. 46 (2H, s) , 7. 26 (1H, s) , 7. 75 (2H, s) , 7. 77 (1H. s) . 
25 MMM 235 

2- r2-(3, 5-^-f3yf/M-fc Kn ^j/-7i^)-2-^-^y-xf ;U]-3-^ ^ y 
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1H-NMR (DMS0-d6) 6 : 

2. 29 (3H, s) , 2. 86 (3H, d, J=5. OHz) , 4. 78 (2H, s) , 5. 80 (2H, s) , 7. 41 (1H, s) , 7. 81 (2H, s 
),7. 86 (1H, s). 
££6(&0g 236 

l-(3. 5-^-fl 3 ^f^-b Kp»V-7x=/V)-2-[W LLHhj T^jX-:?" 
p b°/^)-l, Kp-W y>f V F— /V-2--f y k^it^M^ 

lH-NMR(DMSO-d6) 5 : 

0. 90 (3H, t, J=7. 6Hz), 1. 50(18H, s), 1. 61-1. 75 (2H, in), 3. 23 (3H, s),4. 25 (1H, t, J=7. 
6Hz) , 4. 80 (2H, s) , 5. 92 (2H, s) , 7. 32 (1H, s) , 7. 50 (1H, d, J=8. 8Hz) , 7. 70 (1H, d, J=8. 0 
Hz) , 7. 98 (2H, s) , 8. 70 (2H, brs) . 

HJSM 237 

N-(2-{3-% 3 -7^/W2-b Kp^v--5-[2-(7-Y ^ / -2-*?-jU-5.7-i? fc K'P-tf 
p P [3,4-b] e y i>V-6-<^)-7'-fe-^ : -/^]-^ J i-/H-JL^-/V)-N-.7t^/^-T-fe h 

1H-NMR (DMSO-d6) 5 : 

1. 398 (9H, s), 2.019 (3H, s), 

2. 482 (3H, s) , 2. 84-2. 92 ( 1H, m) , 2. 96-3. 02 (1H, m) , 3. 014 (3H, s) , 3. 34-3. 42 (2H, m) , 
4. 852 (2H, s) , 5. 529 (2H, s) , 7. 64-7. 78 (3H, m) , 8. 155 (1H. d, J= 

8. OHz) , 9. 50-9. 60 (2H, m) , 9. 90-9. 99 (2H, m) . 
HiSM 238 

l-(3. 5-i?-m 3 Fp»->-7 zc~M-2-(2-x. h*cl/-7-J $ y-5.7- 

v 1 ^ KP-fc°P p T3. 4-bl b°y ^-6- J M - a: P 7 > ; ^fofcjt^Jfe 
1H-NMR (DMS0-d6) 5 : 

1. 37 (3H, t, J=7. OHz) , 1. 42 (18H, s) , 4. 48 (2H, q, J=7. OHz) , 4. 79 (2H, s) , 5. 54 (2H, s) , 
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7. 24 (1H, d, J=8. 8Hz), 7. 77 (2H, s), 8. 13 (1H, d, J=8. 8Hz), 9. 63 (1H, s). 
MS : m/e (ESI) 424. 1 (MH+) 
MMM 239 

2-[2-(3,5-v ; -i3 Zff-A^-A-M KP^-7a^)-^y-xf^1-6-x 



1H-NMR (DMS0-d6) 8 : 

1. 15 (3H, t, J=7. OHz) , 1. 40 (18H, s) , 2. 78 (3H, s) , 3. 00 (3H, s) , 4. 22 (2H, q, J=7. OHz) , 
4. 82 (2H, s) , 5. 47 (2H, s) , 7. 50 (1H, s) , 7. 77 (2H, s) , 8. 02 (1H, s) , 8. 08 (1H, brs) , 9. 67 
(lH,brs). 

MS : ra/e (ESI) ] 494. 2 (MH+) 
MMffl 240 

3-j| 3 ^;WN-x^;l/-2-b Kp =3r'>-5-F2-(7-^ 5 J -2-* gVW5, 7-i^t: Kp- 
b°n p [3, 4-bl fc° U v ? ^-6-Y^)-T-^^P3-N-^ f^yf y7;U7j-V7 $ 

K 

1H-NMR (DMS0-d6) 8 : 

1. 09 (3H, t, J=6. 8Hz) , 1. 38 (9H, s) , 2. 63 (3H, s) , 2. 87 (3H, s) , 3. 24 (2H, q, J=6. 8Hz) , 4 
. 86 (2H, s) , 6. 24 (2H, s) , 7. 44 (1H, d, J=8. 2Hz) , 7. 82 ( 1H, d, J=8. 2Hz) , 8. 1 1 ( 1H, s) , 8. 
16 (1H, s) , 10. 08 (1H, s) , 1 1. 98 (1H, brs) . 
MS: ra/e (ESI) 459. 1(MH+) 
Mt&ffl 241 

3-{6-r2-(3.5-> ? -m 3 ^9^-4-t: Kp ±^z2-ElE: Mziz£± VzZ^tMzlzd. 
$ / -6, 7- v? t Kp -5H- g P P [3, 4-b3 bf y ^-2->T yU} -2- ^ gvW T£J) 

1H-NMR (DMS0-d6) S : 

1. 27 (3H, t, J=6. 8Hz) ,1.41 (18H, s), 2. 34 (3H, s) , 4. 23 (2H, q, J=6. 8Hz) , 4. 88 (2H, s) , 
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5. 52 (2H, s) , 7. 69 (1H, s) , 7. 73 (2H, s) , 7. 99 (1H, d, J=8. 4Hz) , 8. 28 (1H, d, J=8. 4Hz) . 
MS : m/e (ESI) 492. 3 (MH+) 
MMM 242 

2- (2- {3- [ (T ir gvW ;* f/W7 ^ 7 ) - ^ -5-^ 3 y^/U-4- Fn^rv/-7i 
^yW-2-^-^y-^^/l^)-6-^- h=3f->-W ^ 7-2,3—:? b KP-lH-^f y-f ^ K— 
/U-5-^/U^^@g 7?v^X$ K;-j:-fb7k^^^ 
lH-NMR(DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 12 (3H, s) , 2. 81 (3H, d, J=4. 8Hz) , 3. 09 (3H, s) , 4 
. 21 (2H, q, J=6. 8Hz) , 4. 47 (2H, s) , 4. 8 1 (2H, s) , 5. 52 (2H, s) , 7. 81 (1H, s) , 7. 91 (1H, s) 
, 7. 94 (1H, s) , 8. 07 (1H, s) , 8. 21-8. 25 (1H, m) . 
mtfe&l 243 

2-[2-(3, 5-i?-%$ 3 ^f/W^-fc K o ^^-7 x y-xf ;l/]-6-7;l/t 
p-3-^T ^ 7-2, 3-v*t: Kn-lH-^f y ^ >■ K— /U-5-^/^^^ f/VT ^ Kjjjfc 

1H-NMR (DMS0-d6) 8 : 

1. 41 (18H, s), 2. 82 (3H, d, J=4. 4Hz), 4. 90 (2H, s), 5. 51 (2H, s), 7. 74 (2H, s), 7. 76 (1H, 
d, J=8. 8Hz) , 8. 51 (1H, br) , 8. 54 (1H, d, J=5. 2Hz) . 
HMJ 244 

2- C2- (3, 5-^-^3 "ff-A^-Ar-M h'n M-2-^-^-y-^-^-jU\-Q-^. h=*c 

$ 7-2, 3-i?K. KP-lH—f y4 > K-^-5-j?;Ut'>l (2-b Kpjfv'-i 

lH-NMR(DMS0-d6) 6 : 

1. 40Q8H, s), 1. 41 (3H, t, J=6. 5Hz), 3. 38 (2H, dt, J=6. 2, 6. 1Hz), 3. 55 (2H, dt, J=6. 2, 
6. OHz), 4. 28 (2H, q, J=6. 5Hz), 4. 83 (1H, t, J=6. 1Hz), 4. 85 (2H, s) , 5. 45 (2H, s) , 7. 55 ( 
1H, s) , 7. 76 (2H, s), 8. 35 (1H, t, J=6. OHz) , 8. 67 (1H, s) , 9. 84 (1H, brs). 
MS : m/e (ESI) 510. 3 (MH+) 
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MM&i 245 

6-[2-(3, 5-^-1^3 Kg ^y--^3i— ?V)-2-^T^-^-^ 5 7 

-6, 7-^fc: Kn-5H-tf p a [3, 4-bl fc° V i?>--2-* s^^M i?* gyt^T $ 

1H-NMR (DMS0-d6) 6 : 

2. 94 (3H, s) , 3. 05 (3H, s) , 4. 94 (2H, s) , 5. 55 (2H, s) , 7. 75 <2H, s) , 7. 96 (1H, d, J=10Hz) 
,8. 38 (1H, d, J=10Hz). 
MMffl 246 

1- {3-flg 3 yf;V-2- fc K p 3r ->~5- [2- (7-^T $7-2-7 f/W5, 7- i? b K P - fa? P P 
[3,4-bl fc°y v^-6-^ /l^)-T-^^7V]-^<V^/H-t:°P U '✓ ? ^-2-;j-V;-»'fK7k»BS 

1H-NMR (DMS0-d6) 5 : 

1. 380 (9H, s) , 1. 93-2. 03 (2H, m) , 2. 34-2. 40 (2H, m) , 2. 672 (3H, s) , 3. 500 (2H, t, J=7. 2 
Hz, 2H) , 4. 426 (2H, s) , 4. 865 (2H, s) , 5. 570 (2H, s) , 7. 709 (2H, d, J=8. OHz) , 7. 812 (2H, 
s) , 8. 164 (1H, d, J=7. 2Hz) , 9. 951 (1H, s) , 10. 674 (1H, s) . 
MMffl 247 

N-(l-{3-m 3 7*f/H-l: Kp^-5-[2-(7-^ $ 7-2-7 5v^-5,7--^t: Ko-bf 
PPr3,4-b1fc'y 1/^-6-^ M-T-t^/l']-? ^~M-^?-/ls)-T-t: hT S. Ki-ft- 

lH-NMR(DMS0-d6) 5 : 

1. 388 (9H, s) , 1. 473 (3H, d, J=6. 8Hz, 3H) , 1. 880 (2H, m) , 2. 673 (3H, s) , 4. 863 <2H, s) , 5 
. 08-5. 17 (1H, m), 5. 46-5. 65 (2H. m), 7. 712(lH, d, J=8. OHz), 7. 760(1H, s), 7. 813(1H, 
s) , 8. 169 (1H, d, J=8. OHz) , 8. 948 (1H, d, J=7. 6Hz) . 
MMffl 248 

N-(l-{3-M 3 ^/U-2-t: Kp^-5-[2-(7-W $ J -2-* 9vU-5.7-^b Kn-fcT 
P P [3,4-b] fc°y v>>--6-^/W)-T-fe^/U]-73i— /H-Ji^/W)-N-y gvWXj: b 
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K;jfegftta: 

1H-NMR (DMS0-d6) 8 : 

1. 362 (9H, s), 1. 577 (3H, d, J=7. 2Hz), 2. 095 (3H, s) , 2. 673 (3H, s) , 2. 895 (3H, s) , 4. 86 
6 ( 2H, s) , 5. 54-5. 76 (3H, m) , 7. 71 1 (1H, d, J=8. 0Hz) , 7. 806 (1H, s) , 7. 924 (1H, s) , 8. 1 
63 (1H, d, J=8..0Hz), 9. 577 (1H, s) , 9. 952 (1H, s) , 11. 076 (1H, s) . 
HJSM 249 

N-{3-^ 3 :/5vV-5-r2-(3-Ji h dp- ->-7-^ ^ 7-2. 4-v^ 7-S?b Kn-b'P 

a [3, 4-b] fcf 1) v^-6— {M-T±^/^]-2-l: Kp ^^-^^'^M-N-y: f/WTt 

1H-NMR (DMS0-d6) 5 : 

1. 32-1. 45 (12H, m) , 2. 1 1 (3H, s) , 2. 31 (3H, s) , 2. 58 (3H, s) , 3. 1 1 (3H, s) , 3. 90-4. 20 (2 
HandH20) , 4. 78 (2H, s) , 4. 84 (2H, s), 5. 59 (2H, s), 7. 81 (1H, s), 7. 93 (1H, s) , 9. 61 (1H, 
s),9. 85 (1H, s), 11. 28 (1H, s). 
MS : m/e (ESI) 481. 2 (MH+) 
MMffl 250 

N- {3-m 3 [2- (3-^c h dp is-7-o( % / -2, 4-v^ ^VW5, fc K p - fc° P 

p [3, 4-b] fc'y i^^-6-^/U)-y-fe^-/U]-2-t: Kp ^c-y-Z? gvW^ £ 

lH-NMR(DMSO-d6) 5 : 

1. 34-1. 42(12H, m), 2. 32(3H, s), 2. 58(3H, s), 3. 15 (6H, sX2), 3. 99(2H, q, J=6. 8Hz), 4 
. 83 (1H, s) , 5. 50 (1H, s) , 7. 8 1 (1H, s) , 7. 96 (1H, s) , 9. 42 (1H, brs) , 9. 85 (1H, brs) , 10. 
03 (1H, s). 

MS: m/e (ESI) 503. 2 (MH+) 
Mlfeffl 251 

l-{3-H 3 KP^rv'-5-[2-(7-^ g! 7 -2- 7 7-i?t KP-bfp p 

f3,4-b] fc°y ^^-6-^/i^)-T-fe^/v]-73i^/H-t o p D z?y-2-*y,mrfr.7kmm 
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1H-NMR (DMS0-d6) 8 : 

1. 42 (9H, s) , 2. 11-2. 21 (2H, m) , 2. 41-2. 46 (2H, m), 2. 69 (3H, s) , 3. 65-3. 71 (2H, m) , 4, 
85 (2H, s), 5. 48 (2H, s), 7. 72 (1H, d, J=8Hz), 7. 74 (1H, s), 7. 78 (1H, s), 8. 17 (1H, d, J=8 
5 Hz). 

HJSM 252 

l-{3-M 3 -7^vU-2-t: Kp^^-S-[2-(7-^ $ 7-2-y> f/W5, 7-S?t: KP-b'P a 
f3.4-b1 b°y ^^-6-^/U)-T-fe^-/^]-^<^^/M-t:°^y v^V^-^-Vi-ft-lbA^^ 

10 lH-NMR(DMS0-d6) 5 : 

1. 373 (9H, s) , 1. 64-1. 78 (4H, m) , 2. 34-2. 38 (2H, m) , 2. 674 (3H, s) , 3. 43-3. 50 (2H, m) , 
4. 483 (2H, s) , 4. 863 (2H, s) , 5. 541 (2H, s) , 7. 712 (1H, d, J=8. 0Hz) , 7. 822 (1H, d, J=2. 0 
Hz) , 7. 887 ( 1H, d, J=2. 0Hz) , 8. 164 (1H, d, J=8. 0Hz) , 9. 940 (1H, s) . 

my&m 253 

15 l-(3, 5-^-35 3 T/^vV-4-b Kg ^i/-7 3i=/v0-2-(2— ^ fyV7 ^ y y ^VV-3- 

h 3riX-7— l" ^ y -4-y gvj^ 7- v> fc Fp-fcfP P [3, 4-b] fc° ]J y? V-6--Y /!-) zE: 

* 

lH-NMR(DMS0-d6) 6 : 

1. 25 (18H, s) , 1. 37 (3H, t, J=6. 8Hz) ,2.19 (6H, s) , 2. 26 (3H, s) , 3. 58 (2H, s) , 4. 00 (2H, 
20 q, J=6. 8Hz) , 4. 55 (2H, brs) , 4. 88-4. 92 (2H, m) , 7. 4 1 (2H, s) . 

MS:m/e(ESI)495. 3(MH+) 
MMffl 254 

[2-({2-[2-(3, 5-: -y-m 3 ^fAH-b KP^^-7a&=yl^)-2-^-^-y-3i^Ul-6- 
h3rv--3-^r g y-2.3-v?fc: Fn-IH-^ y ± V K— 7V-5-#^#'-/H-T L/Jz 

1H-NMR (DMS0-d6) 5 : 
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1. 35 (9H, s) , 1. 40 (18H, s) , 1. 42 (3H, t, J=7. 2Hz) , 3. 08-3. 40 (2H, m) , 3. 60-3. 78 (2H, m 
) 4. 27 (2H, q, J=7. 2Hz) , 4. 84 (2H, s) , 5. 44 (2H, s) , 6. 85-6. 94 (1H, m) , 7. 55 (1H, s) , 7. 7 
5 (2H, s) , 8. 29 (1H, t, J=5. 2Hz) , 8. 59 (1H, s) , 9. 83 (1H, brs) , 
MS : m/e (ESI) 609. 3 (MH+) 
5 MMffl 255 

2- [2- (3, 5-^-^3 T^vW-t: Kg. ±^zZ ^— Mzgz±± y-J=-^/V]-6-J- 
->-3-^ $ y-2, 3-^t: Kp-IH-W V-^ >- K-r/WS-fr/Vaff^jfe (2-7 $ J -=-*f- 

r^tzXJL Kj 2gfflfeti[ 

1H-NMR (DMS0-d6) 6 : 

10 L 40(18H, s), 1. 42 (3H, t, J=7. 2Hz), 2. 96 (2H, brt, J=6. 4Hz), 3. 56(2H,brq, J=6. 4Hz) 

, 4. 28 (2H, q, J=7. 2Hz) , 4. 84 (2H, s) , 5. 53 (2H, s) , 7. 56 (1H, s) , 7. 55 (1H, s) , 7. 77 (2H, 
s), 8. 04 (3H, brs), 8. 47 (1H, t, J=5. 6Hz) , 8. 65 (1H, s) . 
%Wfa 256 

({2-r2-(3. 3 T^vW-^-fc Kp ^ri/-7x-;V)-2-^»y-x^]-6-x h 

15 =fr v--3— f § /-2, Ko-llW y>f > K— /i~5-;ft/i-^~/W-7 ^ y)-§EEfe; 

1H-NMR (DMS0-d6) 5 : 

1. 40 (18H, s) , 1. 45 (3H,. t, J=7. OHz) , 4. 05 (2H, d, J=5. 4Hz) , 4. 33 (2H, q, J=7. OHz) , 4. 8 
5 (2H, s) , 5. 47 (2H, s) , 7. 59 (1H, s) , 7. 77 (2H, s) , 8. 07 (2H, s) , 8. 61 (1H, t, J=5. 4Hz) , 8 
20 .73(1H, s),9. 15(lH,brs),9.88(lH,brs). 

MS : m/e (ESI) 524. 2 (MH+) 
£tt£9 257 

2-[2-(3, 5-^-^3 ^u^^-y ^=.jU)-2-^-^y- = ^=f- / u'\-&-^. 

g 7 -2, 3-v? bJKg -lH-^T y >f V K— /is-S-X/lstf^m (2-T±^/UT $ 

25 /-j:^-/p)-7 5: K;-iMK7k3teife«sr 

1H-NMR (DMS0-d6) 5 : 
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1. 40 (18H, s), 1. 41 (3H, t, J=6. 8Hz), 3. 18-3. 37 (4H, m) , 4. 28 (2H, q, J=6. 8Hz), 4. 84(2 
H, s) , 5. 46<2H, s) , 7. 55 (1H, s) , 7. 76 (2H, s) , 7. 96 (1H, t, J=5. 5Hz) , 8. 07 (1H, brs) , 8. 
31 (1H, t, J=5. 1Hz) , 8. 60 (1H, s) , 9. 13 (1H, brs) , 9. 82 (1H, brs) . 
MS:m/e(ESI)551. 3(MH+) 
5 MMM 258 

2-[2- (3. 5-^-^3 K P y--7 x ^/l/) -2-t ^ y-xf /U] -3--^ ^ J 

-2, 3.6,7-r h7b Kn-lH-5.8-v ? ^-^-9--2-T-y-'>^ n^^j? lb]j-7 ? 

1H-NMR (DMS0-d6) 8 : 

10 1. 27 (3H, t, J=7. 2Hz) , 1. 42 (18H, s) , 4. 25 (2H, q, J=7. 2Hz) , 4. 36-5, 15 (3H, ra) , 7. 30 (1 

H, s) , 7. 71 (1H, s) , 7. 91 (2H, s) . 
MS:m/e(ESI)509. 2(MH+) 

259 

3 Kp [2- (7-^T § 7 -2-^ ^/V-5. 7-v>b K a - h° n a 

15 [3. 4-b] b° U v ? V-6-^/v)-T-ir^-/v]-^ j-^/W-^ ?vio&/w*g; ^ f^x 

1H-NMR (DMS0-d6) 5 : 

I, 42 (9H, s) , 2. 67 (3H, s) , 3. 40 (3H, s) , 3. 79 (3H, s) , 4. 88 (2H, s) , 5. 60 (2H, s) , 7. 68 (1 
H, s) , 7. 70 (1H, d, J=8Hz) , 7. 80 ( 1H, s) , 7. 15 (1H, d, J=8Hz) . 

20 MMffl 260 

2-f2- (3, 5-^-^ 3 ZfJ-/V-A- bJTgJjj: y^2 £ — ^ zgz±± y-aifvH - W ^ 7 
-6-^ gvj^ 3-^b K P -1H — f V K-/V-5-^^^yi f;k7 5 K;-ft-fK 

1H-NMR (DMS0-d6) 6 : 

25 2. 42 (3H, s) , 2. 78 (3H, s) , 4. 82 (2H, s) , 5. 50 (2H, s) , 7. 68 (1H, s) , 7. 76 (2H, s) , 8. 06 (1 

H, s) , 8. 40 (1H, d, J=6. 0Hz) . 
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MMm 26i 

2-[2-(3, 5-i?-f& 3 ^f/M-t Ko»'>'-73:=/l/)-^^y-^>«/l-M ^ 7 




5 1H-NMR (DMS0-d6) 8 : 

2. 42 (3H, s) , 3. 26 (3H, s) , 3. 43 (4H, m) , 4. 82 (2H, s) , 5. 50 (2H, s) , 7. 66 (1H, s) , 7. 76 (2 

H, s) , 8. 05 ( 1H, s) , 8. 48 (1H, t, J=6. 0Hz) . 
MMM 262 

2-{2-[3-(l-Tir^/^T $ 3 ^f-^M-b Kp j=/U1-2- 

1H-NMR (DMS0-d6) 8 : 

I. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 1. 46 (3H, d, J=6. 4Hz) , 1. 86 (3H, s) , 2. 82 (3H, d, J= 
4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 06-5. 13 (1H, m) , 5. 36-5. 51 (2H, ra) , 7. 5 

15 2(1H, s),7. 74(1H, s), 7. 77 (1H, s),8. 19(lH,br). 

MS:m/e(ESI)509. 2(MH+) 
Mlfoffl 263 

N-[2-b Kn^rv--5-[2-(7-^ $ y-2-^ ^yU-5, 7— Kn-fcf p n [3. 4-bl fc° U 
^--6-^/^)-T-fe^U]-3-(2-^ b »V-xf ^/) w<y s?;]/]-^^ f;t^7t K T $ 

20 K;H'ftoiciK»a[ 

1H-NMR (DMS0-d6) 8 : 

2. 11 (3H, s) , 2. 68 (3H, s) , 2. 87 (2H, t, J=6. 8Hz) , 3. 06 (3H, s) , 3. 22 (3H, s) , 3. 53 (2H, t 
, J=6. 8Hz) , 4. 48 (2H, s) , 4. 87 (2H, s) , 5. 48 (2H, s) , 7. 71 (1H, d, J=8. 2Hz) , 7. 78 (1H, s) 
, 7. 82 (1H, s) , 8. 17 (1H, d, J=8. 2Hz) . 
25 MS :m/e (ESI) 425. 1 (MH+) 




Jfc^J 264 
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{2- [2- (3, 5-^-fl 3 :/^yP-4-b K p ^ v"- 7 x ^/l/) V-x^/l/] -6-x h 
jrv^W ^ y-2, 3-S?h: Kn-1H— f y^f >: K— ;u-5-^^}-^/M ^ l/W * 9vt- 

1H-NMR (DMS0-d6) 5 : 

1. 38-1. 42 (21H, m) , 3. 70 (3H, s) , 4. 19 (2H, q, J=6. 8Hz) , 4. 75 (2H, s) , 5. 48 (2H, s) , 7. 4 
2 (1H, s) , 7. 77 (2H, s) , 8. 50 (1H, s) , 8. 81 (1H, s) , 9. 07 (1H, brs) , 9. 79 (1H, brs) .. 
MS : m/e (ESI) 496. 2 (MH+) 
MM&l 265 

{2-[2-(3. 5-i?-m 3 -/"f-fV-A-M KP»^-7a= /I/)-2-^»y-xf-/|/]-fi-j f> 
»v'-3-f § /-2, 3— KP-lH->f "JA ^ K— /^-5-^f yV} - J: ^/U-jb g 

1H-NMR (DMS0-d6) 6 : 

1. 05 (3H, t, J=7. 2Hz) , 1. 33 (3H, t, J=7. 2Hz) , 1. 42 (18H, s) , 3. 26 (3H, s) , 3. 43-3. 51 (2 

H, m) , 4. 18 (2H, q, J=7. 2Hz) , 4. 18 (2H, s) , 5. 47 (2H, s) , 7. 50 (1H, s) , 7. 77 (2H, s) , 8. 04 
(1H, s),9. 11 (1H, brs), 9. 64(lH,brs). 

MS : m/e (ESI ) 542. 2 (MH+) 
MMffl 266 

6-C2-(3. S-l?-m 3 y^M-t: Kg en =./P)-2-^-^r y-^^/U-1-7-^ $ / 

-6, 7-v^b Kp-5H-I^pp T3, 4-bl b° U S*^-2-;fr/Viiff^Bfe J-fVl^T $ K;-»>fk7k 

lH-NMR(DMS0-d6) 6 : 

I. 19 (3H, t, J=10Hz) , 3. 42 (2H, q, J=10Hz) , 4. 99 (2H, s) , 5. 38 (2H, s) , 7. 78 (2H, s) , 8. 3 
5(1H, d, J=10Hz), 8. 43 (1H, J=10Hz, 1H), 8. 83 (1H, t, J=10Hz). 

mmm 267 

3-{6-[2-(3, 5-j?-m 3 ^5vt^-4-b Kg ^-jy-y =. y-^/v\~i-^ 
5 7 -6, fc K a -5H- bf n p [3, 4-b] fc° U >-2— f /U} -2-* fvW7 £ U ;l/7 5: 
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lH-NMR(DMS0-d6) 5 : 

1. 42 (18H, s) , 2. 33 (3H, s) , 4. 89 (2H, s) , 5. 61 (2H, s) , 7. 27 (1H, brs) , 7. 35 (1H, br) , 7. 
68 (1H, brs) , 7. 78 (2H, s) , 7. 86 (1H, d, J=8. 4Hz) , 8. 27 (1H, d, =8. 4Hz) , 9. 71 (1H, br) . 
MS:m/e(ESI)463. 1 (MH+) 
^Mffl 268 

3- {6- [2- (3. 5- i?-m 3 :/5vW-4-b Kp jr'>-7x=;i/)-2-t^y-xf ;u]-7-^ 
^ 7 -6, 7—2* tKP -5H- lfPP[3, 4-b] fc° ]J 2. ^z2cA ~2~ * p tr°^- 

1H-NMR (DMS0-d6) 5 : 

1. 09 (3H, d, J=6. 4Hz) , 1. 42 (18H, s) , 2. 83-2. 89 (2H, ra) , 3. 14-3. 20 (1H, m) , 4. 86 (2H, s 
), 5. 56 (2H, s) , 6. 75 (1H, s), 7. 29 (1H, s), 7. 66 (1H, d, J=8. 0Hz) , 7. 77 (2H, s), 8. 07 (1H 
, br) , 8. 17 (1H, d, J=8. 0Hz) , 9. 47 (1H, br) , 9. 81 (1H, br) . 
MS : m/e (ESI) 465. 2 (MH+) 
HJ&M 269 

N- {3-m 3 "ff-Ar-V.- b K p v"-5- [2- (7— f ^ 7 -2- ^ b Ko-tfpp 

C3, 4-b] b° y -7 1 f /v] y -w- ^ £ ^^/v^^^x 

1H-NMR (DMSO-d6) 5 : 

1. 409 (9H, s) , 2. 678 (3H, s) , 2. 737 (3H, s) , 3. 027 (3H, s) , 4. 382 (2H, s) , 4. 866 (2H, s) , 
5. 552 (2H, s), 7. 710(1H, d, J=8. 0Hz), 7. 804 (1H, d, J=2. 0Hz), 7. 814 (1H, d, J=2. 0Hz), 
8. 163 (1H, d, J=8. 0Hz) , 9. 944 (1H, s) . 
HiS^J 270 

[3, 4-b] b° y ^y-e-f/^-Ttf/vi-^y^/v)-^ ^/t--^/^3: >-eft ^^s^w 
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1H-NMR (DMS0-d6) 8 : 

1. 400 (9H, s) , 2. 681 (3H, s) , 2. 949 (3H, s) , 4. 533 (2H, s) , 4. 861 (2H, s), 5. 165 (2H, s) , 
5. 504 (2H, s) , 7. 24-7. 42 (5H, m) , 7. 716 (1H, d, J=8. OHz) , 7. 804 (1H, s) , 8. 170 (1H, d, J 
=8. OHz), 9. 952 (1H, s). 
5 HJfeM 271 

l-(3-H 3 7^/1-4- Kadrv'-5-- h P -7 j. -/V)-2-(7-4 X S-2-* gvV 
-5, fc K p - b° P P [3. 4-b] M g v> ^-6-^T /V) -jx. jr y ; -j-^Tk^f 
1H-NMR (DMS0-d6) 6 : 

L 45 (9H, s) , 2. 64 (3H, s) , 4. 89 (2H, s) , 5. 60 (2H, s) , 7. 73 (1H, d, J=8. OHz) , 8. 07 (1H, d 
10 , J=2. OHz) , 8. 18 (1H, d, J=8. OHz) , 8. 52 (1H, d, J=2. OHz) , 9. 52 (1H, s) , 10. 02 (1H, s) , 1 

1. 50 (1H, s). 
272 

l-(3, 3 ^f/M-t: j.^l^)-2-(3-^ v-7— T 3: 7-4-.* 

=5-}V-2--7 a b°/U-5, 7- v> b K p - bT n p [3. 4-b] b° V 2. >^§=d 
15 H[ 

1H-NMR (DMS0-d6) 6 : 

0. 95 (3H, t, J=7. 2Hz) , 1. 37-1. 44 (21H, m) , 1. 71-1. 82 (2H, m) , 2. 32 (3H, s) , 2. 83-2. 90 
(2H,s),3. 97 (2H, q, J=7. 2Hz), 4. 81 (2H, s),5. 52(2H, s),7. 77(2H,s),8. 08(1H, s),9. 
41 (1H, brs) , 9. 71 (1H, brs) . 
20 MS : m/e (ESI) 480. 2 (MH+) 

mmm 273 

N-(3-l3 ^f/WS-^-O-x f $ j -4-^ =f- } \,-2--f v bVW5,7-v>b K 

p-tfP p [3, 4-b] b°!) -J^-^-^ ?V)-T^ = f-}V\-2-^ Kp ^ri/-^>-^}-N-^f 

25 1H-NMR (DMSO-d6) 5 : 

0. 96 (3H, t, J=7. 2Hz), 1. 37 (9H, s), 1. 40 (3H, t, J=6. 8Hz), 1. 65-1. 82 (2H, m), 2. 11 (3H 
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, s) , 2. 32 (3H, s) , 2. 81-2. 85 (2H, m) , 3. 1 1 (3H, s) , 3. 98 (2H, q, J=6. 8Hz) , 4. 48 (2H, s) , 
4. 84 (2H, s) , 5. 47-5. 56 (2H, m) , 7. 81 (1H, s) , 7. 92 ( 1H, s) , 9. 46-9. 56 (1H, m) , 9. 72 (1H 
,brs), 11. 29 (1H, s). 
MS : m/e (ESI) 509. 2 (MH+) 
274 

2- [2- (3, 5-i^-^3 Kp *ci/-7 xl—/U)-2-$-$- y-J.7vV]-6-;r. 

'>-3-^f ^ 7-2, 3-v^fc: Rp-lH--f V-Y V K— /U-5-%sl'7$>'M (2-7 h^^-ac^- 

1H-NMR (DMS0-d6) 5 : 

1. 40 (18H, s) , 1. 42 (3H, t, J=7. 3Hz) , 3. 30 (3H, s) , 3. 49 (4H, brs) , 4. 27 (2H, q, J=7. 3Hz 
) 4. 84 (2H, s) , 5. 48 (2H, s) , 7. 56 (1H, s) , 7. 76 (2H, s) , 8. 07 ( 1H, s) , 8. 26 (1H, brs) 8. 65 
(1H, s) , 9. 06 (1H, brs) , 9. 85 (1H, brs) . 
MS : m/e (ESI) 524. 2 (MH+) 
Hii£0!l 275 

2-[2-(3,5--;-i3 ^f/Hrb Kp ^r->-7 j^)-2-^-^-y-x^]-6-x f # 
^-3->f 5 7-2, 3-^b FP-1H--Y VA 1/ V—JU-5-i7/^^m (3-7 h =fr v^p 
bW) -7-; K; »ib?kilf Hife • 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s) , 1. 40 (3H, t, J=7. 0Hz) , 1. 74 (1H, tt, J=6. 4, 6. 3Hz) , 3. 25 (3H, s) , 3. 33 (2 
H, dd, J=6. 3, 5. 7Hz) , 3. 61 (2H, t, J=6. 4Hz) , 4. 25 (2H, q, J=7. 0Hz) , 4. 83 (2H, s) , 5. 47 ( 
2H, s), 7. 53 (1H, s), 7. 76 (2H, s), 8. 07 (1H, brs), 8. 25 (1H, t, J=5. 7Hz), 8. 51 (1H, s), 9 
. 12 (1H, brs) , 9. 80 ( 1H, brs) . 
MS : m/e (ESI) 538. 3 (MH+) 

mnm 276 

l-(3. 5-^-H 3 ^^/V-4-b KP j rv / -7x=^)-2-(7-^ > $ 7 -2-7 5vW5-:7°P 
K°/U-5. K p - tf p p [3, 4-b] p M - j. ^ 7 V ; fttokSBlfeift 
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lH-NMR(DMS0-d6) 5 : 

0. 80 (3H, t, J=6. 4Hz) , 1 . 42 (18H, s) , 1. 82-1. 94 (2H, m) , 2. 04-2. 14 (2H, in) , 2. 67 (3H, s 
), 5. 03 (1H, q, J=2. 8), 5. 35 (1H, d, J=18. 8Hz), 5. 61 (1H, d, 18. 8Hz), 7. 72 (1H, d, J=8. 0 
Hz) , 7. 71 (2H, s) , 8. 16 (1H, d, J=8. 0Hz) , 9. 95 (1H, s) . 

MS:m/e(ESI)436. 2(MH+) 
Mlfcffl 277 

2-(2-{3-E(T-fer^/W^^/V-T $y)-^^/l^]-5-^3 ^/^-4-fc Kp»^-7x 

y- J^/l/)-6- J- h 3^-3—f g Z 3-^ t Kp -ih— f y w > K— 

1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=7. 1Hz) , 2. 12 (3H, s) , 3. 10 (3H, s) , 3. 38 (2H, dt, J=5. 4, 5. 2 
Hz) , 3. 54 (2H, dt, J=5. 4, 4. 9Hz) , 4. 28 (2H, q, J=7. 1Hz) , 4. 48 (2H, s) , 4. 83 <1H, t, J=4. 
9Hz) , 4. 86 (2H, s) , 5. 47 (2H, s) , 7. 56 (1H, s) , 7. 82 ( 1H, s) , 7. 90 (1H, s) , 8. 46 (1H, t, J= 
5. 2Hz) , 8. 68 (1H, s) , 9. 87 (1H, brs) . 

MS:m/e(ESI)539. 2(MH+) 
Mt&M 278 

2-{2-[3-(l-T J t^/UT 5 y-^M-S-m 3 ^yU-4-t: K£jj^7£ zgz 
yjrae- h =frv"-3-^ g 7-2, 3-^b Kp-IH-^T y>f > K'-/W-6-;ft/l' 

aff^lft (2-fc Kn^^-xf/v)-7$ K;-^fc?kif^j£: 

lH-NMR(DMS0-d6) S : 

1. 39 (9H, s) , 1. 42-1. 48 (6H, m) , 1. 88 (3H, s) , 3. 38 (2H, dt, J=5. 5, 5. 2Hz) , 3. 54(2H, dt 
, J=5. 4, 4. 9Hz) , 4. 27 (2H, q, J=6. 8Hz) , 4. 83 (1H, t, J=4. 9Hz) , 4. 85 (2H, s) , 5. 13 (1H, d 
q, J=7. 0, 6. 4Hz) , 5. 40 (1H, d, J=18. OHz) , 5. 50 (1H, d, J=18. OHz) , 7. 56 (1H, s) , 7. 75 (l 
H, s), 7. 79 (1H, s) , 8. 37 (1H, t, J=5. 2Hz) , 8. 67 (1H, s) , 8. 90 (1H, d, J=6. 4Hz) , 9. 85 (1H 
, brs) . 

MS : m/e (ESI) 539. 2 (MH+) 
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MMffl 279 

N-{3-M 3 KP^-v--5-[2-(7-^^y-2-^ b friot 9vU-5, K 

P - 1:° P p C3, 4-b] fc° y v>>--6-^/^)-7'-fe-^^3-^<> / ^/H-N-^^/l--T-fe- h T $ 

K;jftjtjft 

lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 2. 1 1 (3H, s) , 3. 10 (3H, s) , 3. 41 (3H, s) , 4. 48 (2H, s) , 4. 68 (2H, s) , 4. 9 1 (2 

H, s) , 5. 54 (2H, s) , 7. 82 (1H, s) , 7. 85 (1H, d, J=8. 0Hz) , 7. 91 (1H, s) , 8. 29 (1H, d, J=8. 0 
Hz) , 9. 58 (1H, brs) , 10. 00 (1H, brs) , 11. 29 (1H, s) . 

MS : m/e (ESI) 453. 1 (MH+) 
MMffl 280 

N-{3-g| 3 ^/U-2-t: Kg =3rv--5-[2-(7-^ ^ fc°/P-5, 7-i?fc KP-t°n 

p [3, 4-b] b°]J y^-6-^T /^-/-tf/^-^y^vl-N-^ gTWTt h T $ K;jft» 

1H-NMR (DMS0-d6) 5 : 

0. 93 (3H, t, J=7. 2Hz) , 1. 37 (9H, s) , 1. 72-1. 82 (2H, m) , 2. 11 (3H, s) , 2. 86-2. 93 (2H, m) 
, 3. 10 (3H, s) , 4. 48 (2H, s) , 4. 86 (2H, s) , 5. 55 (2H, s) , 7. 72 (1H, d, J=8. 0Hz) , 7. 82 (1H, 
s) , 7. 91 (1H, s) , 8. 1 7 (1H, d, J=8. 0Hz) , 9. 60 (1H, brs) , 9. 85 (1H, s) , 11. 28 (1H, s) . 
MS: m/e (ESI) 451. 1 (MH+) 
mt&ffl 281 

2- {2- [2- (3, 5- v^-ll 3 y^/l^-4-b K_g ff^zZ ^=-M-2-yt^-l/-=cf'M-l-^ 
1H-NMR (DMS0-d6) 6 : 

I. 41(18H, s), 1. 53 (3H, d, J=6, 4Hz), 4. 75 (2H, s), 4. 89-4. 98 (1H, m), 5. 45 (2H, s), 7. 1 
6 (1H, d, J=8. 8Hz) , 7. 22 (1H, s) , 7. 77 (2H, s) , 8. 07 (1H, d, J=8. 8Hz) , 9. 07 ( 1H, brs) , 9. 
76(lH,brs). 
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MS:m/e(ESI)467. 2(MH+) 
MMW 282 

6-[2-(3.5-SMB 3 ^f/Hrfc KP^'>7i=^)-^»y-af;V]-7->f 5 J 
-6. 7-S? b F p -5H- fc° p p [3, 4-b] e U ^-2->fr /l^^ife j?xf^y g jf ; -St-^fh 

1H-NMR (DMS0-d6) 6 ■ 

1. 06 (3H, t, J=10Hz) , 1. 16 (3H, t, J=10Hz) , 3. 20 (2H, q, J=10Hz) , 3. 49 (2H, q, J=10Hz) , 
4. 92 (2H, s) , 5. 53 (2H, s) , 7. 74 (2H, s) , 7. 90 (1H, d, J=10Hz) , 8. 37 (1H, d, J=10Hz) . 
MM&l 283 

2-[2-(3, 5-^-^3 ^f/M-b Kp jL^zZ ^=Mzg~£± y-Ji^v^l-3-^ $ 7 
-6-* h 3f fc Kp-IH-^T y^>- K— /W5-^7/U-^V@g ^^v^Tg K;* 

lH-NMR(DMSO-d6) S : 

2. 81 (3H, d, J=6. 0Hz) , 3. 98 (3H, s) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 55 (1H, s) , 7. 76 (2H, s 
) , 8. 31 (1H, brs) , 8. 59 (1H, s) . 

MMffl 284 

2-[2-(3.5-v ? -g£ 3 ^f;M-b Kp ±j^zZ^E^2ziz£±Zzg^2*ddhd! § Z 



-6-7°P^=3r:y-2, 3-^t: K P -1H-- Y y ^ ^ K— /W-5-^7/^#^^ ^ ^/^T ^ Rj 



1H-NMR (DMSO-d6) 6 : 

0. 98 (3H, t, J=10Hz) , 1. 82 (2H, m) , 2. 82 (3H, d, J=6. 0Hz) , 4. 20 (2H, t, J=10Hz) , 4. 85 (2 
H, s) , 5. 46 (2H, s) , 7. 56 (1H, s) , 7. 76 (2H, s) , 8. 31 (1H, d, J=6. 0Hz) , 8. 59 (1H, s) . 
285 

l-(3. zf^-JV-A-H Kp^^-7x^/v)-2-(W g 7-1, 3, 6, 7-T b^b 

Kp-S, 8-^3r-fr-2-T1f-v^ p^<^ \sl/-2-^ J^l&Ak 
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1H-NMR (DMS0-d6) 8 : 

1. 32 (3H, d, J=7. 2Hz) , 1. 42 (18H, s) , 3. 90-3. 98 (1H, m) , 4. 30-4. 44 (2H, m) , 4. 69 (2H, s 
) , 5. 45 (2H, s) , 7. 19-7. 27 (1H, m) , 7. 68-7. 74 (1H, m) , 7. 77 <2H, s) , 9. 04 (1H, brs) , 9. 6 
4(1H, brs). 

MS : m/e (ESI) 45 1 . 1 (MH+) 
286 

1- {3-M 3 b K p dp y--5- [2- (W ^ / -2- ^ ^vl—5, fc Kn-fc'DD 

[3, 4-b] H'V /U)-T^^/^l-^l/iSM -T^/<^-2-*ls;mfc7kmmm 

1H-NMR (DMS0-d6) 5 : 

1. 370 (9H, s),l. 46-1. 59 (4H, m) , 1. 61-1. 7 (2H, m) , 2. 54-2. 60 (2H, m) , 2. 674 (3H, s) , 3 
. 54-3. 60 (2H, m) , 4. 506 (2H, s) , 4. 865 (2H, s) , 5. 521 (2H, s) , 7. 71 1 (1H, d, J=8. OHz) , 7 
. 81 1 (1H, s) , 7. 987 (1H, s) , 8. 160 (1H, d, J=8. OHz) , 9. 920 (1H, s) . 
MMM 287 

6-f PP-2-[2-(3, 5-i?-m 3 :/5vU-4-b Kg »->-7 ^=/>)-2-a-3r y-m^- 

5: y-2, 3-i^fc Kp-ih-^t y^f > Y—^-^-^^i^.ym.^f-t^T ;f;I 

1H-NMR (DMS0-d6) 5 : 

1. 42 (18H, s) , 2. 80 (3H, d, J=4. 8Hz) , 4. 90 (2H, s) , 5. 54 (2H, s) , 7. 78 (2H, s) , 7. 99 (1H, 
s) , 8. 04-8. 12 (1H, br), 8. 29 (1H, s) , 8. 59 (1H, q, J=4. 4Hz) , 9. 38 (1H, br) , 9. 95 (1H, br 
). 

MS: m/e (ESI) 470. 1 (MH+) 
MM&l 288 

l-(3, 5-i?-m 3 ^f/M-b Kp^'>7*s/U)^(W $ 7-5,7-v^ h*ci/ 

-l, 3-s?b fp—t y^r v K w -^-2--Y sis) y zy.^^Ammm 

1H-NMR (DMS0-d6) 5 : 

1. 49 (18H, s) , 3. 91 (3H, s) , 3. 99 (3H, s) , 4. 74 (2H, s) , 5. 87 (1H, brs) , 6. 02 (2H, s) , 6. 5 
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2 (1H, d, J=2Hz) , 6. 64 (1H, d, J=2Hz) , 7. 46 (1H, brs) , 8. 00 (2H, s) 10. 75 (1H, brs) . 
MS : m/e (ESI) 439. 0 (MH+) 

289 

2- [2- (3. 5-^-^ 3 ^^/V-4-t: Kp =frv--:7 zc^/I^)-2-^-^r y-Ji^vH-6-ji 
^-3-^T g 7-2, 3-^fc: Kp-1H-^ V^T ^ K-;i/-5-j>/V^yj T $ K;#^7k^ 

MM 

1H-NMR (DMS0-d6) 8 : 

1. 40 (18H, s) , 1. 41 (3H, t, J=7. 5Hz) , 4. 84 (2H, s) , 5. 48 (2H, s) , 7. 54 (1H, s) , 7. 69 ( 1H, 
brs) , 7. 77 (2H, s) , 8. 07 (1H, s), 8. 63 (1H, s) , 9. 15 (1H, brs) , 9. 82 (1H, brs) . 
MS : m/e (ESI) 466. 1 (MH+) 
290 

1- (3-fg 3 /f/M-b KP^^-5-^f;l/7$y ^f;^7i= A")-2-(7-Y $7 
-2-p< 5vW-5, 7-S?fc Kn-lfon fa. 4-bl g U i?>--6-4 / I/; 2 jijggg 
1H-NMR (DMSO-d6) 5 : 

1. 401 (9H, s) , 2. 582 (3H, t, J=4. 8Hz) , 2. 667 (3H, s) , 4. 289 (3H, s) , 4. 869 (2H, s) , 5. 62 
7 ( 2H, s) , 5. 739 (1H, s) , 7. 705 (1H, d, J=8. 0Hz) , 7. 870 (1H, s) , 8. 15-8. 17 (2H, ra) , 9. 1 
88 (1H, s) , 9. 959 (1H, s) , 10. 207 (1H, s) . 

mt&ffl 291 

2- [2- (3,5-^-jl 3 ^^/W4-h KP^r'>-^3i^/P)-2-^-dry-^^/U]-3-^ $ / 
-6-(2-^ h^'>-^c h^r-»-2.3-^t Kp-1H— T V >f V K— /WB-^/V^f >M ^ 

1H-NMR (DMS0-d6) 5 : 

2. 84 (3H, d, J=6. 0Hz), 3. 76 (2H, t, J=10Hz), 4. 85 (2H, s), 5. 46 (2H. s), 7. 56 (1H, s), 7. 
76 (2H, s) , 8. 31 (1H, d, J=6. 0Hz) , 8. 59 (1H. s) . 

^li 292 

2-{2-[3-f| 3 ^^vU-4-t: Kg =fr--X-5-(2-;j-af y- jj i^^-W/U^ 5=-/U)-7 
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1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 1. 64-1. 75 (4H, m) , 2. 33-2. 37 (2H, ra) , 2. 83 (3H, d, 
J=4. 8Hz) , 3. 44-3. 49 (2H, m) , 4. 28 (2H, q, J=7. 2Hz) , 4. 48 (2H, s) , 4. 85 (2H, s) , 5. 47 (2 

H, s) , 7. 54 (1H, s) , 7. 82 (1H, d, J=2. 0Hz) , 7. 88 (1H, d, J=2. 0Hz) , 8. 20 (1H, q, J=4. 8Hz) 
, 8. 56 (1H, s) , 9. 20 (1H, br) , 9. 83 (1H, br) , 11. 55 (1H, br) . 

MS:m/e (ESI) 535. 2(MH+) 
m&M 293 

2-[2-(3-j 3 ;U-5-xf h'P ^ -2-^-^ y-jL^v^l-e-j, 

b g 7-2, 3-^ Kp-IH-W y-T ^ K— /W5-^7/^^^^ ^JVT 5: K; 

1H-NMR (DMSO-d6) 5 : 

I. 16 (3H, t, J=7. 6Hz) , 1. 40 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 70 (2H, q, J=7. 2Hz) , 2. 82 
(3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=4. 8Hz) , 4. 84 (2H, s) , 5. 45 (2H, s) , 7. 53 (1H, s) , 7. 68 ( 
1H, s) , 7. 70 (1H, s) , 8. 20 (1H, q, J=4. 8Hz) , 8. 55 (1H, s) . 

MS : m/e (ESI) 452. 1 (MH+) 
mMffl 294 

l-(3-^ 3 ^/WS-xfA^-i: FP^rv'-7 j = -2- (3- J- LjrVzZzd. § ^ 
-2, 4-t^ ^vU-5, 7-S? b Kp-^'pp [3, 4-b] b° jj v? V-6-^ yl^) - j. / ^ ; jjfejfeaa 
lH-NMR(DMS0-d6) 5 : 

1. 15 (3H, t, J=7. 6Hz), 1. 32-1. 46(12H, m), 2. 31 (3H, s), 2. 58 (3H, s) , 2. 69 (2H, q, J=7. 
6Hz) , 3. 99 (2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 52 (2H, s) , 7. 68 (1H, s) , 7. 70 (1H, s) , 9. 32 
(1H, brs) , 9. 48 (1H, s), 9. 83 (1H, s) . 
MS : m/e (ESI) 424. 1 (MH+) 



MM 295 
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l-{3-M 3 ^f-;W5-[2-(3-x h ^y-l—i $ 7-2, 4-^^f;V-5, 7-5? t: Kn-h°p 
E [3, 4-b] b° U ^-6-^ JU)-T± -2- b Kn^r is — g V ^/U] - y >-2- 

lH-NMR(DMS0-d6) 5 : 

1. 32-1. 44 (12H, m) , 1. 64-1. 78 (4H, m) , 2. 32 (3H, s) , 2. 32-2. 40 (2H, m) , 2. 58 (3H, s) , 3 
. 41-3. 50 (2H, m) , 3. 95-4. 02 (2HandAc0Et) , 4. 48 (2H, s) , 4. 83 (2H, s) , 5. 49 (2H, s) , 7. 
82 (1H, s) , 7. 88 (1H, s) , 9. 41 (1H, brs) , 9. 85 (1H, brs) , 1 1. 56 (1H, s) . 
MS : m/e (ESI) 507. 2 (MH+) 

mmm 296 

{2-[2-(3,5-v ? -^ 3 Ko^^-7x^)-2-^^y-x^;i/1-6-x f 

^rjX-7-^/^a-3-^ ^ 7 -2. 3— KP-lH-^f y^f >■ K-;V-5-f;l/}-^;W^ $ 

1H-NMR (DMS0-d6) 5 : 

1. 34 (3H, t, J=7. 2Hz), 1. 40(l8H, s), 3. 72 (3H, s), 4. 25 (2H, q, J=7. 2Hz), 4. 89 (2H, s), 
5. 50 (2H, s) , 7. 76 (2H, s) , 8. 06 (1H, s) , 8. 47 (1H, s) , 9. 28 (1H, s) , 9. 36 (1H, brs) , 10. 0 
7 (1H, brs) . 

MS: m/e (ESI) 5 14. 1 (MH+) 
mMM 297 

1- (3.5-3?-fft 3 ^5vU-4-fc Kp^->-7x^)-2-(M ^ 7 -3a, 4. 6. 6a-7^ h g 

b Kp-iH-b'P p [3,4-dM ^ 7v-5-^/u)-ji^ y >;^t±mmm 

1H-NMR (DMS0-d6) 8 : 

1. 31 (18H, s) , 4. 54 (2H, s) , 5. 20 (2H, s) , 6. 34 (1H, s) , 7. 66 (2H, s) , 7. 97 (1H, s) , 9. 42 ( 

lH,s),9. 65 (1H, s). 

MS : m/e (ESI) 369. 0 (MH+) 

MM&l 298 

2- f2-(3,5-v ? -f|3 KP^riX-7^^^)-2-^-=3ry-J:^/H-3-^ $ 7 
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1H-NMR (DMS0-d6) 6 : 

1. 38 (6H, d, J=6. OHz) , 2. 83 (3H, d, J=5. OHz) , 4. 83 (2H, s) , 4. 86 (1H, m) , 5. 46 (2H, s) , 7 
. 56 (1H, s) , 7. 76 (2H, s) , 8. 09 (1H, d, J=5. OHz) , 8. 55 (1H, s) , 9. 79 (1H, brs) . 
MMffl 299 

6-^^P7 > Ptf/V^ bdrv--2-[2-(3, 5-v^-jg 3 -Jf-tV-A- H KP^j/-7x- 
/U)-2-a-3cy-^<3-/U~\-3--<{ * 7-2, 3-S?t: Kn-lH->f y K— /V-5-;fr/Hfl;:-- 

^7 5vuT$ F;^7k^M 




1H-NMR (DMS0-d6) 5 : 

0. 41 (2H, bd, J=8. OHz) , 0. 60 (2H, bd, J=8. OHz) , 2. 85 (3H, d, J=5. OHz) , 4. 15 (2H, d, J=8 
. OHz) , 4. 83 (2H, s) , 5. 46 (2H, s) , 7. 56 (1H, s) , 7. 76 (2H, s) , 8. 09 (1H, d, J=5. OHz) , 8. 5 
5(1H. s). 

MMW 300 

1- (3, b-i?-m 3 "ff-A^-M Kpdr^-7x=/V)-2-(7-^ ^7-3-7 h d^y. 

-2-7 f;v-5, 7-v^t: Fp-tfpp [3, 4-b] b° U v ? >--6-</w)-ji^ 7 l/;MMt& 

1H-NMR (DMS0-d6) 5 : 

i 

1. 42 (18H, s) , 2. 61 (3H, s) , 3. 43 (3H, s) , 4. 63 (3H, s) , 4. 85 (3H, s) , 5. 58 (3H, s) , 7. 77 ( 
2H, s) , 8. 07 (1H, brs) , 8. 15 (1H, s) , 9. 49-9. 53 (1H, m) , 9. 89-9. 93 (1H, m) . 

MMW 301 

2- [2-(3-H 3 /f/M-fc Kg 3f y--5~7 f;l/-7x- /U)-2-^-^y-Ji^/^]-6-rc 

<( Z 7-2.3-^ t: Kn-iH-Y y-OK— /w- 5-^7 M'Vj^f;>7^ K; 

1H-NMR (DMS0-d6) 6 : 

1. 39 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 28, (3H, s) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J 
=6. 8Hz) , 4. 84 (2H, s) , 5. 44 (2H, s) , 7. 53 (1H, s) , 7. 70 (1H, s) , 8. 17-8. 23 (1H, m) , 8. 55 
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(1H, s). 

MS:m/e(ESI)438. 1 (MH+) 
MMffl 302 

3- {6- [2- (3. B--J-m 3 :/?vV-4-t: Kg 2j-*s-7 a~M-2-** 

5 7-6, 7-S?t: Ko-5H-fc'p p [3. 4-b] fc° U ^>--2-^7W-2-y h *t 9 s-T 9 V A^T 

1H-NMR (DMSO-d6) 8 : 

1. 41 (18H, s) , 3. 76 (3H, s) , 4. 89 (2H, s) , 5. 55 (2H, s) , 6. 71 (1H, s) , 7. 65 (1H, br) , 7. 75 
(2H, s) , 7. 98 (1H, br) , 8. 27 (1H, d, J=8. 8Hz) , 8. 29 (1H, d, J=8. 0Hz) . 
MS:m/e(ESI)479. 1 (MH+) 
303 

{2-[2-(3-M 3 :/^yP-4-fc K P ^->-5-^ f ;W7 x -2-^-=^r y-xf /H -6- 
1H-NMR (DMS0-d6) 5 : 

1. 25-1. 42 (12H, m) , 2. 28 (3H, s) , 3. 70 (3H, s) , 4. 18 (2H, q, J=6. 8) , 4. 74 (2H, s) , 5. 40 ( 
2H, s) , 7. 41 (1H, s) , 7. 69 (2H, s) , 8. 50 (1H, s) , 9. 07 (1H, brs) . 
MS : m/e (ESI) 454. 1 (MH+) 
HJSM 304 

l-(3, 5-^-^ 3 /f7W Kp»'>7x=/V)-2-(5-^^ f2kZ § Zzlzdl § Z 
1H-NMR (DMSO-d6) 5 : 

1. 44 (18H, s) , 3. 08 (6H, s) , 4. 70 (2H, s) , 5. 42 (2H, s) , 6. 92-6. 97 (2H, m) , 7. 79 (2H, s) , 
7. 95 (1H, d, J=9. 6Hz) , 8. 05 (1H, s) , 8. 77 (1H, s) , 9. 42 (1H, s) . 
MMW 305 

l-(3-m 3 KP^r'>-5-y f/k-7x=/l/)-2-(3-j h g; y 
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-2, 4-^ 7-i? K p - faf p o C3, 4-b] If y V s ;l/)-xjryy; - j^Tk 



lH-NMR(DMS0-d6) 5 : 

1. 39 (9H, s). 1. 40 (3H, t, J=7. 2Hz), 2. 28 (3H, s), 2. 31 (3H, s), 2. 58 (3H, s), 3. 99 (2H, q 
, J=7. 2Hz) , 4. 82 (2H, s) , 5. 47 (2H, s) , 7. 70 (2H, s) , 9. 35 (1H, s) , 9. 40 (1H, brs) , 9. 83 ( 
lH,brs). 

MS:m/e(ESI)410. 0(MH+) 
MM&i 306 

l-(3, 5-i?-%$ 3 -f=f-jV-\-\i Kp^'>7x-;1/)-2-(5, h^^IzZJk^lB 
lH-NMR(DMS0-d6) 6 : 

1. 28 (3H, t, J=7. 0Hz), 1. 40 (3H, t, J=7. OHz), 4. 11 (2H, q, J=7. OHz), 4. 22 (2H, q, J=7. 0 
Hz) , 4. 77 (2H, s) , 5. 47 (2H, s) , 7. 33 (1H, s) , 7. 76 (2H, s) , 9. 03 (1H, brs) . 
MS:m/e(ESI)485. 1 (MH+) 
MM&l 307 

3- {6- [2- (3, 5- i?-m 3 fc Kp»V-7i -2-^-^r y-J.?vH -7—< 

^/-6.7-v^fc: Ko-SH-tf PPf3. 4-b] bfjJ ^-2-^/1^-2-^ Mt^zZ£JL^kZ 

1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s), 3. 74, 3. 76 (3H, each 

s) , 4. 85, 4. 89 (2H, s) , 5. 56 (2H, s) , 6. 02, 6. 70 (1H, each 

s) , 7. 25 (1H, br) , 7. 43 (1H, br) , 7. 56, 7. 72 (1H, each d, J=8. OHz and J=8. 4Hz) , 7. 74, 

7. 75 <2H, each s). 

H*£#ll308 

2- [2- (3-Zf P -^-5-^3 ^f/IM-t: Kp ^'>7 as^)-2-t»y-xf^]-f-x 
K =fr — £ $ y-2. 3-^t: Kp-IH-W* y-f ^ ^—/U-B-^/U^^m^ f-A^T 5 Kj 
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lH-NMR(DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 
(2H, s) , 5. 44 (2H, s) , 7. 53 (1H, s) , 7. 76 (1H, d, J=2. 4Hz) , 8. 05 (1H, 2, J=2. 0Hz), 8. 20 ( 
1H, q, J=4. 4Hz) , 8. 55 (1H, s) , 9. 18 (1H, br) , 9. 84 (1H, br) . 
MS:m/e(ESI) 504. 1 (MH+) 
MM&l 309 

2-[2-(3-jf 3 :^fvU-4-b Yn^-jy-y ^~/U)-2-;j-=fr y-^5VK}-6-^ h=3ry--3- 

4 X y-2, 3-^b Kp-ih-^ y^f > K-/>-5-^;p^yt^ $ R;-»-te7kgg 

lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) 4. 28 (2H, q, J=7. 2Hz) , 4. 84 ( 
2H, s) , 5. 45 (2H, s) , 6. 98 (1H, d, J=8. OHz), 7. 53 (1H, s), 7. 64-7. 71 (1H, m) , 7. 76 (1H, d 
d, J=l. 6, 8. 4Hz), 7. 81 (1H, d, J=l. 6Hz),8. 18-8. 22(lH,m),8. 55(lH,s). 
MS:m/e(ESI)424. 0(MH+) 
Uli 310 

2- (2-{3-^ 3 /^;M-t Kp^-5-[(^ ^y^;l/7t^;l/-^f;^-7^ 7)-^ 

j:=/W-2-^-^y-^^/V)-6-Ji ^ S-2.3-i?l: Kp-1H-^ 

lH-NMR(DMS0-d6) 5 : 

1. 44 (9H, s) , 1. 45 (3H, t, J=7Hz) , 2. 75 (3H, s) , 2. 85 (3H, d, J=6Hz) , 3. 04 (3H, s) , 4. 30 ( 
2H, q, J=7Hz) , 3. 39 (2H, s) , 4. 87 (2H, s) , 5. 48 (2H, s) , 7. 55 (1H, s) , 7. 81 (1H, s) , 7. 82 ( 
1H, s) , 8. 22 (1H, q, J=6Hz) , 8. 59 (1H, s) , 9. 22 (1H, brs) , 9. 84 (1H, brs) . 
311 

3- ^ 3 -ff-As-Z-K Ko ^r'>-5-C2-(7-^ ^ /-2-y f-J^S. 7-S?fc Kn-t:°PP 
[3, 4-b] fc° y v?y-6-^/l/)-7tf^]-^ <^y*= h y ^W&fezkM^jl 
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1H-NMR (DMS0-d6) 5 : 

1. 28 (9H, s) , 2. 68 (3H, s) , 4. 82 (2H, s) , 5. 30 (2H, s) , 7. 66 (1H, d, J=lHz) , 7. 70 (1H, d, J 
=8Hz) , 7. 81 (1H, d, J=lHz), 8. 14 (1H, d, J=lHz) . 
MMffl 312 

2- [2- (3, 5-i?-m 3 1: Kg ^-7 31 ~/I^) y-^M -4, 6- 

h 3r->-3-^ ^ / -2, 3-5?b Kp-1H-^ y >f ^ K~/W5->fr/Vaff gvKT $ K; 



lH-NMR (DMS0-d6) 5 : 

1. 44 (3H, t, J=7Hz) , 1. 47 (3H, t, J=7Hz) , 1. 51 (18H, s) , 3. 04 (3H, d, J=5Hz) , 4. 13 (2H, q 
, J=7Hz) , 4. 38 (2H, q, J=7Hz) , 4. 74 (2H, s) , 5. 88 ( 1H, brs) , 5. 96 (1H, q, J=5Hz) , 6.08 (2 
H, s) , 6. 72 (1H, s) , 7. 52 (2H, brs) , 7. 99 (2H, s) . 
MS:m/e(ESI)524.0(MH+) 
MMffl 313 

1-Q.5-SHB 3 Ka=3r->-> f ^^^)-2-(4-^ $ y-l-y ^-/W4, 6-v^ 

t Kg -1H- e p p [3, 4-di g y^~/u-5-4 M:4k7kmm*& 

lH-NMR(DMS0-d6) 5 : 

3. 79 (3H, s) , 4. 71 (2H, s) , 5. 38 (2H, s) , 7. 76 (2H, s) , 8. 04 ( 1H, s) , 8. 95 (1H, brs) , 9. 84 
(1H, brs) . 

MS : m/e (ESI) 383. 0 (MH+) 
MMM 314 

1- (3, 5- i?-m 3 ^/V-4- 1: Kpjr->7a —/U) -2- (6--< $ J -1-/. gyW4, 6—^ 
lH-NMR(DMSO-d6) 6 : 

3. 92 (3H, s) . 4. 55 (2H, s) , 5. 40 (2H, s) , 7. 76 (2H, s) , 8. 05 (1H, brs) , 8. 17 (1H, s) , 9. 06 
(lH,brs),9. 35(lH,brs). 
MS : m/e (ESI) 383. 0 (MH+) 
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MMM 315 

l-(3, 5-^-^3 ^^/W-4-b Kp»'>7is /U)-2-f7-^ 5! 7-3-(l-^ h^y^c 
?v^)-2-^ ^;l/-5, KP-b°P p [3, 4-b] ^ !/ i?^-6-^f J ^iMfc 

1H-NMR (DMSO-d6) 8 : 

1. 38(3H, d, J=6. 4Hz), 1. 42(18H, s), 2. 68(3H, s), 3. 22(3H, s),4. 74(1H, q, J=6. 4Hz), 
4. 86 (2H, brs) , 5. 55 (2H, s) , 7. 77 (2H, s) , 8. 16 (1H, s) . 
MMffl 316 

-2. 3—^fc Kp-ih— i y>f y /v-5-^/^yj^^7^ K^ftizkagMfeift 

1H-NMR (DMSO-d6) 5 : 

1. 413 (3H, t, J=6. 8Hz) , 1. 92-2. 02 (2H, m) , 2. 749 (2H, t, J=7. 6Hz) , 2. 826 (3H, d, J=4. 8 
Hz) , 4. 278 (2H, t, 6. 8Hz) , 4. 823 (2H, s) , 5. 334 (2H, s) , 6. 786 (1H, d, J=8. 4Hz) , 7. 516 ( 
1H, s) , 7. 751 (1H, d, J=8. 4Hz) , 8. 556 (1H, s) . 
MMM 317 

1- C8-M 3 ~f J- >V-4- * =7-sU-3.4-i?H KP-2H-^y/[l,4]t^fv ; y-6-l' 
/1-) -2- (7--f ^ / -2-^ f/U-5, 7-> ? t F p - b° p p [3. 4-b] g U ^-6-^f /^) - j. ^ 

1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 2. 69 (3H, s) , 2, 92 (3H, s) , 3. 31 (2H, t, J=4. 4Hz) , 4, 36 (2H, t, J=4. 4Hz) , 4 
. 85 (2H, s), 5. 52 (2H, s) , 7. 19 (1H, d, J=2. 0Hz) , 7. 30 (1H, d, J=2. 0Hz), 7. 71 (1H, d, J=8 
. 0Hz) , 8. 16 (1H, d, J=8. 0Hz) , 9. 75 (2H, s) . 
MMM 318 

2- f2-(8-% 3 ^71^-4-^^/^-3,4-^1: KP-2H-^<^y [1, 4] ir^-Jly-^-A 
AA -2-** y -^*f-;V\ -6-3i ^ 3p- ->-3-^ ^ / -2, 3- i? b K P -IH-^f y >f V K— ^ 
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lH-NMR(DMS0-d6) 8 : 

1. 37 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 84 (3H, d, J=4. 4Hz) , 2. 92 (3H, s) , 3. 33 (2H, t, J= 
4. 4Hz) , 4. 31 (2H, q, J=7. 2Hz) , 4. 36 (2H, t, J=4. 4Hz) , 4. 85 (2H, s) , 5. 47 (2H, s) , 7. 18 ( 
1H, d, J=2. 0Hz), 7. 30 (1H, d, J=2. 0Hz), 7. 55 (1H, s), 8. 21 (1H, q, J=4, 4Hz),8. 57 (1H, s 
),9. 18 (1H, s),9. 83 (1H, s). 
MM&i 319 

l-{3-M 3 r/^l^-t: KP^rv--5-[(2-^ h^^-xf/l/)-^ f^7$ y]-7a 
=-M -2- (7—f g; gvW5, 7-S? t KP-bf P P T3. 4-b] bf U ^ 7V) ~x 

1H-NMR <DMSO-d6) 8 ■ 

1. 41 (9H, s) , 2. 69 (3H, s) , 2. 71 (3H, s) , 2. 97 (2H, t, J=5. 2Hz) , 3. 31 (3H, s) , 3. 43 (2H, t 
, J=5. 2Hz) , 4. 86 (2H, s) , 5. 53 (2H, s) , 7. 68 (1H, d, J=2. 0Hz) , 7. 72 (1H, d, J=8. 0Hz) , 7. 
80 (1H, d, J=2. 0Hz) , 8. 17 (1H, d, J=8. 0Hz) , 9. 18 (1H, s) , 9. 47 (1H, s) , 9. 91 (1H, s) . 
MMM 320 

1- (3, 5-^-^1 3 !7^/V-4- fc KP^'>-7x = M -2- [3-^c h ± $ J -4- * 

f-zl'-l- (2-* f;l/-7°n^^) -5, 7- v? b K p - b° p p [3, 4-b] h" V i?>-6-4 ;v\ - 

lH-NMR(DMS0-d6) 8 ■ 

1. 36 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 1. 99 (3H, s) . 2. 10 (1H, d, J=0. 8Hz) , 2. 30 (3H, s) , 
3. 93 (2H, q, J=6. 8Hz) , 4. 83 (2H, s) , 5. 54 (2H, s) , 6. 53 (1H, brs) , 7. 78 (2H, s) , 9. 48 (1H 
, s). 

MS : m/e (ESI) 492. 1 (MH+) 
mMM 321 

1- (3-^ 3 ^gTkri: t £E±2iZ£ Eik) "2- (3-^ h 3r v^W g 7 -2. 4- v^^ ^ 
7W5. K p- b° p P [3, 4-b] b:° y v^-6-^T ^) y ^; gj^SM^ 

lH-NMR(DMSO-d6) 5 : 
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1. 34-1. 43 (12H, ra) , 2. 31 (3H, s) , 2. 58 (3H, s) , 3. 99 (2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 4 
7 (2H, s) , 6. 96 (1H, d, J=8. 4Hz) , 7. 76 (1H, dd, J=8. 4and2. 0Hz) , 7. 81 (1H, d, J=2. OHz) , 
9. 42 (1H, bis) , 9. 83 (1H, brs) , 10. 62 (1H, s) . 
MS : m/e (ESI) 396. 0 (MH+) 
HS&M 322 

N-{3-% 3 :/^vW5-[2-(3-J- h^j-is-l—f ^ 7-2, 4-^7 5v^~5, KP-tf P 

n [3, 4-b] fcTg f ^)-T-fe^/l^]-2-b KP^^y^/W-N-^ J-fV-* $ 

1H-NMR (DMS0-d6) 6 : 

1. 37-1. 44(12H, m) , 2. 32 (3H, s) , 2. 59 (3H, s), 2. 73 (3H, s), 3. 02 (3H, s) , 4. 00 (2H, q. J 
=6. 8Hz) , 4. 38 (2H, s) , 4. 83 (2H, s) , 5. 51 (2H. s) , 7. 80 (2H, s) , 9. 26-9. 50 (2H, m) , 9. 84 
(1H, s). 

MS: m/e (ESI) 517. 1 (MH+) 
MMM 323 

2-(6-^ a p-5-31 f ^ 7-1.3-^h Kp-^T V -± V K — /l- -2- ^ 

/^) -1- (3, 5-v^-lg 3 -f^-jV-Ar fc Ka^>7a - J- £ 7 > ; a:fc7kit^& 
lH-NMR(DMSO-d6) 8 : 

1. 40 (18H, s) , 1. 40 (3H, t, J=6. 8Hz) , 4. 25 (2H, q, J=6. 8Hz) , 4. 82 (2H, s) , 5. 48 (2H, s) , 
7. 58 ( 1H, s) , 7. 77 (2H, s) , 8. 06 ( 1H, brs) , 8. 33 ( 1H, s) , 9. 17 (1H, br s) , 9. 73 ( 1H, brs) . 
MMW 324 

{6-[2-(3,5-^-f| 3 T'^^-t: Kn»^7xs^/)-Wy-xf ^]-7->f $ 
7 -6. 7-v* Kg -5H- b° p p [3. 4-bl tf V S?V-2-^ M-=^J-jV-j} ;U/< $ l^m M 

lH-NMR(DMS0-d6) 5 : 

1. 19 (3H, t, J=7. 2Hz) , 1. 42 (18H, s) , 1. 48 (9H, s) , 4. 02 (2H, q, J=7. 2Hz) , 4. 86 (2H, s) , 
5. 56 (2H, s) , 7. 78 (2H, s) , 8. 01 (1H, d, J=8. 6Hz) , 8. 19 (1H, d, J=8. 6Hz), 9. 68 (1H, s) . 
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MS : m/e (ESI) 523. 2 (MH+) 
MM&l 325 

1-0.5-^-18 3 Kp#V-7 a= ^)-2-(2-J-^-/VT 5 7-7— < $ y 

-5, 7-3? t: KP-lfP p [3, 4-b] y 7 >sifittjfc 

1H-NMR (DMS0-d6) 6 : 

1. 17(3H, t, J=7. 2Hz) , 1. 42 (18H, s) , 3. 41 (2H, q, J=7. 2Hz) , 4. 63 (2H, s) , 5. 51 (2H, s) , 
6. 84 (1H, d, J=8. 8Hz) , 7. 72 (1H, d, J=8. 8Hz) , 7. 77 (2H, s) , 8. 06 (1H, s) , 9. 21 (1H, s) , 9 
. 32 (1H, s) . 

MS:tn/e(ESI)423. 1(MH+) 
MMffl 326 

h [2- (4- b_KPjp ->-j- y f U W M y-J^/l/J -3-^ $ 

7-2, 3-^Tr Kn-iH->f y>f ^ K-^-5-#/M?:^7 f-;VT 5: K;*ft;;fafeMfeflI 
lH-NMR(DMS0-d6) 5 : 

1. 41 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 53 
(2H, s) , 6. 98-7. 03 (1H, m) , 7. 12-7. 18 (1H, ra) , 7. 51-7. 56 (3H, m) , 7. 59-7. 63 (1H, m) , 8 
. 18-8. 27 (1H, m) , 8. 36-8. 45 (1H, m) , 8. 57 (1H, s) . 
MS:ra/e(ESI)417. 9(MH+) 
mi&M 327 

6-^ Mg^zgzd! g / -2- (2-j- y -2-7 x ^/^-x f ;W) -2, 3- 1: Kp-IH-Y 7 
lH-NMR(DMS0-d6) 8 : 

1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 88 (2H, s) , 5. 55 
(2H, s), 7. 54 (1H, s) , 7. 61 (2H, t, J=7. 6Hz) , 7. 74 (1H, t, J=6. 8Hz) , 8. 02 (2H, d, J=6. 8H 
z) , 8. 20 (2H, q, J=6. 8Hz) , 8. 57 ( 1H, s) . 
MS: m/e (ESI) 351. 9(MH+) 
328 
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lH-NMR(DMS0-d6) 5 : 

1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 40 
(2H, s) , 6. 93 (2H, d, J=8. 8Hz) ,7.52 (1H, s) , 7. 89 (2H, d, J=8. 8Hz) , 8. 19-8. 21 (1H, m) , 
8. 56 (1H, s). 

MS:m/e(ESI)368. 0(MH+) 
H MM 329 

3-{3-H 3 r/^vU-5-[2-5-3i ^ 7 -6-^ f-^/U/^^/l^l. 3-v* t: K 

1H-NMR (DMS0-d6) 6 : 

1. 17 (3H, t, J=7. 2Hz) 1. 39 (9H, s) 1. 41 (3H, t, J=7. 2Hz) 2. 58 (2H, t, J=6. 4Hz) 2. 82 (3H, 
d, J=4. 8Hz) 2. 96 (2H, t, J=6. 4Hz) 4. 06 (2H, q, J=7. 2Hz) 4. 28 (2H, q, J=7. 2Hz) 4. 82 (2H, 
s) , 7. 52 (1H, s) 7. 70 (1H, s) 7. 72 (1H, s) 8. 18 (1H, q, J=4. 8Hz) 8. 54 (1H, s) . 
MS : m/e (ESI) 524. 1 (MH+) 
MMM 330 

2-T-fe^/^r $ 7-3-{6-r2-(3, 5-^-H 3 ^f-;W4-b Kn^$/-7a=/l/)-2-t 
^y-^^/l^]-7-^ S y-6.7-S?fc KP-5H-b°P p [3,4-b] f !) S?^-2-*f /M-^p 

lH-iNMR (DMS0-d6) 8 : 

1. 42 (18H, s) , 1. 86 (3H, s) , 3. 09-3. 15 (1H, m) , 3. 27-3. 33 (1H, m) , 4. 69-4. 73 (1H, m) , 4 
. 86 (2H, s), 5. 55 (2H, s), 7. 09 (1H, brs), 7. 38(lH,brs), 7. 67 (1H, d, J=8. 0Hz), 7. 77(2 
H, s), 8. 16-8. 21 (2H, id) . 
MS: m/e (ESI) 508. 1 (MH+) 
mifcffl 331 
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3- {Z-m 3 b Kn^r v--5- [2- (Jzd ^LzZzA ^^-5. 7- t: K g - tf a a 

[3, 4-b]b°D M-T^^fr}-? x.—M-Zfvi^l/m. ^^sVxlsXTjW,^ 

lH-NMR(DMS0-d6) 5 : 

1.17 (3H, t, J=7. 2Hz) 1. 38 (9H, s) 2. 58 (2H, t, 6. 4Hz) 2. 68 (3H, s) 2. 95 (2H, t, J=6. 4Hz) 
4. 06 (2H, q, J=7. 2Hz)4. 83 (2H, s) 5. 47 (2H, s) 7. 68-7. 74 (3H, ra) 8. 13 (1H, d, J=8. 0Hz) . 
MS : m/e (ESI) 438. 1 (MH+) 
MMffl 332 

2- [2- (3- £ p ^ ->vl— 4- t: Kp^ is -5- ^ gVW Z ^ -2-;<j- »y-xf 
yl^]-6-ji h ? y - 2 , 3-y?t Ra-1H— f ^ <f- 

1H-NMR (DMS0-d6) 6 : 

1. 20-1. 46 (5H, m) , 1. 409 (3H, t, J=6. 8Hz) , 1. 66-1. 83 (5H, m) , 2. 252 (3H. s) , 2. 822 (3H 
,d, J= 

4. 8Hz) , 2. 91-3. 01 (1H, m) , 4. 276(2H, q, J=6. 8Hz) , 4. 836 (2H, s), 5. 425(2H, s) , 7. 526 
( 1H, s) , 7. 639 (2H, s) , 8. 18-8. 21 (1H, m) , 8. 551 (1H, s) . 
333 

1- (3- is # P ^ is/U-4- 1: Kp^ js-s- ^ =f-;V- 7x-;l^) -2- (7-^^7-2-^^-^ 
-5, 7- g£ Kp-^p p [3, 4-b j tfy^ V-6-^T - Ji ^ J is ; -Jlftak jftBfeML 
lH-NMR(DMS0-d6) 8 : 

1. 22-1. 48 (5H, m) , 1. 68-1. 85 (5H, m) , 2. 262 (3H, s) , 2. 680 (3H, s) , 2. 93-3. 02 (1H, ra) , 
4. 854 (2H, s) , 5. 496 (2H, s) , 7. 651 (2H, s) , 7. 713 (1H, d, J=8. 0Hz) , 8. 159 (1H, d, J=8. 0 
Hz). 

mmm 334 

2- [2-(3-v^ & ^<l/^-;U-4- b Kp^^-S-;* ^ ^^/V)-2-^r^r y 

b 3r->-3-^ $ 7 -2, 3-v>b Kp-IH— f ^ K— /i— 5-^7/U^^^^ g; 
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1H-NMR (DMS0-d6) 5 : 

1. 409 (3H, t, J=6. 8Hz) , 1. 47-1. 82 (6H, m) , 1. 93-2. 03 (2H, m) , 2. 252 (3H, s) , 2. 822 (3H 
, d, J=4. 4Hz) , 4. 276 (2H, q, J=6. 8Hz) , 4. 834 (2H, s) , 5. 424 (2H, s) , 7. 524 ( 1H, s) , 7. 64 
5 4 (1H, s) , 7. 659 (1H, s) , 8. 17-8. 23 (1H, m) , 8. 549 (1H, s) . 

J^B^I 335 

l-(3— >^ Kp =^^-5-^ f-;W7a^/U)-2-(7--l' 5: y-2-^ 

-5. 7-S? t: Kn-tfpp [3, 4-b] b° >J ^ V-6—f J ls\ ^t^MmiM. 

1H-NMR (DMSO-d6) 6 : 

10 1. 46-1. 1. 82 (6H, m) , 1. 93-2. 03 (2H, m) , 2. 252 (3H, s) , 2. 669 (3H, s) , 4. 839 (2H, s) , 5. 

479 (2H, s) , 7. 63-7. 68 (2H, m) , 7. 700 (1H, d, J=8. 4Hz) , 8. 145 (1H, d, J= 8. 4Hz) . 
MMM 336 

1- (3-S^ P^yf/W4-t: Kpdri/-5-^f;W7xn ^)-2-(3-J- ^^-7-^ $ 
/ -2, 4- ^ gyWji, t: K p - tf p p [3, 4-bl fcf U ^ ^-6-^ M -s^f / zs; -fe-fb: 

15 7K3lgBfettL 

lH-NMR(DMS0-d6) 5 : 

1. 394 (3H, t, J= 
6. 8Hz) , 1. 47-1. 58 (2H, m) , 1. 60-1. 82 (4H, m) , 1. 94-2. 04 (2H, m) , 2. 250 (3H, s) , 2. 310 
(3H. s) , 2. 578 (3H, s) , 3. 988 (2H, q, J=6. 8Hz) , 4. 81 1 (2H, s) , 5. 457 ( 2H, s) , 7. 645 (1H 
20 , s),7. 659 (1H, s). 

m$&M 337 

2- (2-f3-r(2-^>-e^/^driX-Ji5 : -^)-^^-/P-T 5: J ]-5-fS 3 T'f-zM-t Kp 
3r %/-y x. =-M -2-** y-jc^/U) -6-J^ h ->-3-^ S J -2. 3-v? b K p -lH-^f y 

25 lH-NMR(DMS0-d6) S : 

1. 40 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 71 (3H, s) , 2. 84 (3H, d, J=4. 4Hz) , 3. 04 (2H, t, J= 
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5. 2Hz) , 3. 55 (2H, t, J=5. 2Hz) , 4. 30 (2H, q, J=6, 8Hz) , 4. 53 <2H, s) , 4. 85 (2H, s) , 5. 46 ( 
2H, s) , 7. 20-7. 40 (5H, ra) , 7. 55 (1H, s) , 7. 68 (1H, d, J=l. 6Hz) , 7. 80 (1H, d, J=l. 6Hz) , 8 
. 21 (1H, q, J=4. 4Hz) , 8. 57 (1H, s) , 9. 16 (1H, s) , 9. 24 (1H, s) , 9. 83 (1H, s) . 



2-(2-{3-^3^f-;V-4-b Ko^r ->-5- f (2- fa K_P ^y--xf;»-^ f;h7 ^ 7 1- 
^^zi/Ul^-^-ary-j^^^-g-j. ^dr->/-3-^ g; y-2, 3-v^fa Kp-1IW y^f ^ 

1H-NMR (DMS0-d6) 6 : 

1. 41 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 69 (3H, s) , 2. 84 (3H, d, J=4. 8Hz) , 2. 86 (2H, t, J= 
5. 2Hz) , 3. 58 (2H, t, J=5, 2Hz) , 4. 29 (2H, q, J=6. 8Hz) , 4. 85 (2H, s) , 5. 48 (2H, s) , 7. 55 ( 
1H, s) , 7. 65 (1H, d, J=l. 6Hz) , 7. 71 (1H, d, J=l. 6Hz) , 8. 21 (1H, q, J=4. 8Hz) , 8. 57 (1H, s 
), 9. 00-10. 00 (2H,brs). 



6-[2-(3, 5-v?-^ 3 Zf^/U-A-H Kp $~>-7 zc—SU)-2-#-3cy-^=?-sUl-3-^ ^ =fr 
i/-7-sf % J -4-^ f/M, 7-5? fa Kc-5H-b°P p [3, 4-b] fa° V i?>--2-# /l-T^l/M 



1H-NMR (DMS0-d6) 6 : 

1. 37 (3H, t, 6. 8Hz) , 1. 42 (18H, s) , 1. 58 (9H, s) , 2. 37 (3H, s) , 4. 08 (2H, q, J=6. 8Hz) , 4. 
90 (2H, s) , 5. 54 (2H, s) , 7. 77 (2H, s) , 8. 00-8. 12 (1H, m) , 9. 42-9. 55 (1H, m) , 9. 98 (1H, b 
rs) . 

MS : m/e (ESI) 538. 3 (MH+) 
mfaffl 340 

6- [2- (3, 5-i?-M 3 -ff-tV-A- fa K P =-M -2-3r*r y-J. gylj -3- 3i fc =fr 

->-7-^ ^ y-4-^ f;V-6. 7— ^fa KP-5H-fa°P p [3, 4-b] fa" V ^is-l-h tvMl/W.; 

1H-NMR (DMS0-d6) 5 : 



MM 338 



MM 339 
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1. 34 (3H, t, J=7. 2Hz) , 1 . 42 (18H, s) , 2. 35 (3H, s) , 4. 1 1 (2H, q, J=7. 2Hz) , 4. 89 (2H, s) , 
5. 53 (2H, s) , 7. 77 (2H, s) , 8. 02-8. 12 (1H, m) , 9. 42-9. 50 (1H, m) , 9. 99 (1H, brs) . 
MS : m/e (ESI) 482. 2 (MH+) 
341 

1- (3. 5-i?-m 3 pn»'/>-73:s^)-2-(7y § /-2-f7'/- 7U-2- 
^ /U-5. 7-i? b K p - fcf p p [3, 4-b] fc° U /lp - j: ^ / V ; »f bTk^^iift 
1H-NMR (DMS0-d6) 5 : 

1. 43 (18H, s) , 4. 96 (2H, s) , 5. 62 (2H, s), 7. 79 (2H, s) , 8. 03 (1H, d, J=3. 1Hz) , 8. 09 (1H, 
d, J=3. 1Hz) , 8. 42 (1H, d, J=8. 1Hz) , 8. 54 (1H, d, J=8. 1Hz) , 9. 90 (1H, brs) . 
MS : m/e (ESI) 463. 0 (MH+) 
MMM 342 

2- [2- (3. 5-^-m 3 Kp »V-7a= M-2-7fr*r y-J^t/1-6-3: j> 

■ 

v--3-^ $ 7 -2. 3-i? fc Fp-1H — < y ^ ^ K w -/W5-^^7^-^jfept f;l^7 $ K 
lH-NMR(DMS0-d6) 5 : 

1. 40 (18H, s) , 1. 40 (3H, t, J=7. OHz) , 2. 47 (3H, brs) 4. 35 (2H, q, J=7. OHz) , 4. 87 (2H, s) 
, 5. 49 (2H, s), 7. 15 (1H, q, J=4. 5Hz) , 7. 67 (1H, s) , 7. 76 (2H, s) , 8. 06 (1H, brs) , 8. 73 (1 

H, s) , 9. 23 (1H, brs) , 9. 94 (1H, brs) . 
MS: m/e (ESI) 516. 2(MH+) 

mmm 343 

2-f2-(3-m 3 -?T-As-4r* Y*cZs-Z7 aL—/\s)-2-Jr3cy-^=?';\s']-§-au h ±^Z^zd 

$7-2,3-^ KP-iH-^y^^K— ;>-5-^^^y^/ f ^ K;-»te7kSf§g 

1H-NMR (DMS0-d6) 5 : 

I. 36 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 8Hz) , 3. 93 (3H, s) , 4. 28 (2H, q, J= 
6. 8Hz) , 4. 85 (2H, s) , 5. 49 (2H, s) , 7. 19 (1H, d, J=8. 8Hz) , 7. 54 (1H, s) , 7. 84 (1H, d, J=2 
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. 4Hz) , 7. 93 (1H, dd, J=2. 4, 8. 8Hz) , 8. 17-8. 23 (1H, m) , 8. 56 (1H, s) . 
MS:m/e(ESI)438. 0(MH+) 
MM&l 344 

2-[2-(3-^ 3 -7*?-J\s-5—tr n p-4-b Fp =fr Z£zZ ^=-M-2-^r^r 
b 3r is-Z-sf % 7 -2, 3- b K P -lH-^T V >f ^ R— A^-5-i7 ^WT g K ; 

1H-NMR (DMSO-d6) 6 : 

1. 39 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 
(2H, s) , 5. 44 (2H, s) , 7. 53 (1H, s) , 7. 74 (1H, s) , 7. 93 (1H, s) , 8. 18-8. 22 (1H, m) , 8. 55 ( 
1H, s) . 

MS : m/e (ESI) 458. 1 (MH+) 
MMffl 345 

2-{2-[3-H 3 -f^-/V- 5-(2-v ? ^ ^/tofr/l^^-iVWJ^/V)-4-t: Rn ^;/-7x = 
/U]-2-^-=»y-^^7P}-6-J- h^y--3-^ ^ 7-2, 3-v?fc Rg-llW y>f >- F— 

1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 77-2. 90 (4H, m) , 2. 82 (3H, d, J=4. 8Hz) , 2. 86 (3H 
, s) , 2. 97 

(3H, s), 4. 28 (2H, q, J=7. 2Hz), 4. 84 (2H, s) , 5. 42 (2H, s) , 7. 52 (1H, s), 7. 69 (1H, s) , 7. 
73 (1H, s) , 8, 18 (1H, q, J=4. 8Hz) , 8. 55 (1H, s) , 9. 16 (1H, brs) , 9. 8 (1H, brs), 10. 94 (1H 
, brs) . 

MS:m/e(ESI)523. 1(MH+) 

■ 

"£$&M 346 

2- {2- [3- (2- ^-}Vb )V/<*ts( ;V-?L=?-)V)-\-\i J-j^-y a^=. 

sl"]~2-$-3r y-^=?-sU}-6-^ b ^ci/S-j $ 7-2, 3-^fa Kp-IH-^T y^f V 
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1H-NMR (DMS0-d6) 5 : 

1. 41 (3H, t, J=7. 2Hz) , 2. 23 (3H, s) , 2. 68 (2H, t, J=6. 4Hz) , 2. 80-2. 86 (2H, m) , 2. 82 (3H 
, d, J=4. 8Hz) , 2. 85 (3H, s) , 2. 96 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 39 (2H, 
s) , 7. 51 (1H, s) , 7. 67 (1H, s) , 7. 69 (1H, s) , 8. 19 (1H, q, J=4. 8Hz) , 8. 54 (1H, s) . 
MM&l 347 

2-{2-[3-H 3 ^^■/U-5-(2-^f : -7V^/W^^-^/U-Ji^-/W)-4-fc Knjf->-7x^ 
^]-2-a-3ry-J-7-/H-6-J- Mg^zgzdl ^7-2.3-^1: Kp-IH-W V 

1H-NMR (DMSO-d6) 8 ■ 

0. 98 (3H, t, J=7. 2Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. 2Hz) , 2. 48-2. 53 (2H, m) , 2. 82 (3H 
, d, J=4. 8Hz) , 2. 82-2. 88 (2H, ra) , 3. 04-3. 12 (2H, m) , 4. 28 (2H, q, J=7. 2Hz) , 4. 82 (2H, s 
), 5. 40 (2H, s) , 7. 52 (1H, s) , 7. 69 (1H, s) , 7. 71 (1H, s) , 8. 17-8. 24 (2H, m) , 8. 55 (1H, s) 

MS:m/e(ESI) 523. 3(MH+) 
MMffil 348 

2-[2-(3, 5-v*-fg 3 Kg ^zZ^BMziz^^^ZE^kjzgzd! § I 

-6-^ b ^riX-5-^'n tf/V-l. 2, 3, 5-r h g £ K_Ezd! ^ ^ K-/W-t > ; ^C^jja 
1H-NMR (DMS0-d6) 8 : 

0. 97 (3H, t, J=7Hz) , 1. 43 (18H, s) , 1. 69 (2H, m) , 4. 07 (3H, s) , 4. 08 (2H, t, J=6Hz) , 4. 56 
(2H, s) , 4. 79 (2H, s) , 6. 04 (1H, s) , 7. 79 (1H, s) , 7. 98 (2H, s) . 
MS:m/e(ESI)468. 0(MH+) 

HJtiM 349 

-^y-fy K— /U) -7t gyU] -2, b Kp -benz 
lH-NMR(DMS0-d6) 5 : 

1. 42 (9H, s) , 1. 43 (3H, t, J=7Hz) , 2. 84 (3H, d, J=4Hz) , 3. 72 (3H, s) , 4. 29 (2H, q, J=7Hz) 
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, 4. 34-4. 38 (1H, m) , 4. 55-4. 60 (1H, m) , 4. 85 (2H, s) , 5. 45 (2H, s) , 5. 50 (1H, m) , 7. 43-7 
. 45 (1H, in) , 7. 51-7. 53 (1H, m), 7. 54 (1H, s) , 8. 21 (1H, q, J=4Hz) , 8. 57 (1H, s) . 
MMffl 350 

8-^ 3 zff-/l^-6-[2-(7-^{ $ 7-i?K KP-b°D n [3. 4-b] fa" 3J Zjj/ 

-6->f /tQ-7 , -fr?vH-2. g^fc KP-^<^yCl.4 
lH-NMR(DMSO-d6) 5 : 

1. 49 (9H, s) , 2. 69 (3H, s) , 3. 71 (3H, s) , 4. 33-4. 38 (1H, m) , 4. 54-4. 60 (1H, m) , 4. 86 (2H 
, s) , 5. 48-5. 53 (1H, m) , 5. 51 (2H, s) , 7. 45 (2H, s) , 7. 53 (1H, s) , 7. 72 (1H, d, J=8Hz) , 8. 
17(lH,d, J=8Hz) . 
MMM 351 

l-(3, 5-i?-m 3 ^^/V-4-h Kp #^-73i=/W)-2-r5-J- b ^v^W $ y-6-(l- 



1H-NMR (DMS0-d6) S : 

0. 83 (3H, t, J=7. 2Hz), 1. 30-1. 42 (21H, m) , 1. 58-1. 75 (2H, ra), 3. 20 (2H, s) , 4. 18 (2H, q 
, J=7. 2Hz) , 4. 56 (1H, t, J=5. 6Hz) , 4. 78 (2H, s) , 5. 47 (2H, s) , 7. 40 (1H, s) , 7. 77 (2H, s) 
, 8. 14 (1H, s) , 9. 08 (1H, brs) , 9. 72 (1H, brs) . 
MS : ra/e (ESI) 495. 3 (MH+) 
MMffl 352 

l-(3, 3 -7*J-A~-4-\i Kp^->7x-/^)-2--(3-x f^->-7-^ $ /-5.7- 

b K p - bf p p [3, 4-b] fc° V i£l£±zd MiE g_Zi£i -ft^7k3K»!ft 
1H-NMR (DMS0-d6) 5 : 

] 1. 40 (3H, t, J=7. 2Hz) , 1. 41 (18H, s) , 4. 25 (2H, q, J=7. 2Hz) , 4. 83 (2H, s) , 5. 50 (2H, s) 
, 7. 77 (2H, s) , 7. 84 (1H, d, J=2. 4Hz) , 8. 55 (1H, d, J=2. 4Hz) , 9. 83 (1H, brs) . 
MS:m/e(ESI)424. 2{MH+) 
'MM 353 
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h dr -y-2- f2- (4- b Kp» ->-3-^ gvWg 31 zgz±± y-J^^/V] -3— -f $ 

y-2, 3-e^fc kp-ih-^t y -f ^ k— sis- j> surf ^m* g K;-i:^7tc^^J# 

1H-NMR (DMS0-d6) 5 : 

1. 408 (3H, t, J=6. 8Hz) , 2. 184 (3H, s) , 2. 822 (3H, d, J=4. 8Hz) , 4. 274 (2H, q, J=6. 8Hz), 
4. 836 (2H, s), 5. 403 (2H, s) , 6. 942 (1H, d, J=8. 4Hz) , 7. 519 (1H, s) , 7. 729 (1H, d, J=8. 4 
Hz) , 7. 779 (1H, s) , 8. 17-8. 21 (1H, m) , 8. 52-8. 56 (1H, m) . 
354 

2-(3-^c hdpy-7-Y ^ ^5.7-^1: Kc-tf P o[3.4-b] b° P v^-6—f 

/w)-l-(4-t: Kp^^-S-^ ^/v-y^^/wQ-cc^y ^-^-fbTki^^jt 
1H-NMR (DMS0-d6) 6 : 

1. 393 (3H, t, J= 6.8Hz), 

2. 184 (3H, s) , 2, 310 (3H, s) , 2. 577 (3H, s) , 3. 986 (2H, q, J=6. 8Hz) , 4. 819 (2H, s) , 5. 44 
2 ( 2H, s), 6. 944 (1H, d, J=8. 4Hz) , 7. 734 (1H, dd, J=2. 0, 8. 4Hz) , 7. 781 (1H, s) . 
MM&l 355 

{2-^ 3 /f;M-[2-5-x h^fr y-~l— f $7-6-^ f /V^/W^-j'/V-l, 3-i-^fc Kp 

->f y-f /v-2-^/v)-Tlr9vkl-:7^y dr>4-gE^ fvvai.XT'-^Jftftafc 

1H-NMR (DMS0-d6) S : 

1. 36-1. 43 ( 12H, m) , 2. 82 (3H, d, J=4. 8Hz) , 3. 72 (3H, s) , 4. 29 (2H, q, J=7. 2Hz) , 4. 83 (2 
H, s) , 5. 01 (2H, s) , 5. 44 (2H, s) , 7. 09 (1H, d, J=8. OHz) , 7. 52 (1H, s) , 7. 84-7. 90 (2H, m) 
, 8. 19 (1H, q, J=4- 8Hz) , 8. 56 (1H, s) . 
2$MM 356 

2-(2-{3-[(T-^9 : -/V-7t tJtlZ. K P ^ri^-fr-^ gvW7i£ 

/W-2-^-=3ry-J^^/l^) -6-Ji h^rv'-S-Y ^ 7 -2. Kp-IIW y-f V V—A* 

1H-NMR (DMS0-d6) S : 
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1. 411 (3H, t, J=6. 8Hz) , 2. 094 (3H, s) , 2. 215 (3H, s) , 2. 824 (3H, d, J=4. 8Hz) , 3. 044 (3H 
, s) , 4. 279 (2H, q, J=6. 8Hz) , 4. 482 (2H, s) , 4. 849 (2H, s) , 5. 418 (2H, s) , 6. 942 (1H, d, J 
=8. 4Hz), 7. 525 (1H, s), 7. 784 (1H, s), 8. 16-8. 22 (1H, m), 8. 558 (1H, s). 
Sltttf! 357 

N- {5- [2- (3-^ ^-.^-7-^ g; y- 2 , ^;W5, 7-i^t: Kp-I^pp [3. 4-bl \£ V 

^-6-4 /V)-7t =f->V\ -2- b Fp# S"-3- ^ gvl^g ^ v^/U} -N- ^ g /l^- T "fr h T 

1H-NMR (DMS0-d6) 8 : 

1. 393 (3H, t, J=6. 8Hz) , 2. 093 (3H, s) , 2. 212 (3H, s) , 2. 314 (3H, s) , 2. 579 (3H, s) , 3. 04 
8 (3H, s) , 3. 989 (2H, q, J=6. 8Hz) , 4. 483 (2H, s) , 4. 840 (2H, s) , 5. 491 (2H, s) , 7. 801 (1H 
, s) , 7. 790 (1H, s) , 9. 836 (1H, s) , 10. 792 (1H, s) . 

MMM 358 

N-{2-fc Rq3rv'-5-r2-(7-Y ^ 7-2-;* I: KP-fc°PPf3. 4-b] b* V v> 

lH-NMR(DMS0-d6) 8 : 

2. 093 (3H, s) , 2. 215 (3H, s) , 2. 670 (3H, s) , 3. 044 (3H, s) , 4. 483 (2H, s) , 4. 858 (2H, s) , 
5. 488 (2H, s) , 7. 704 (1H, d, J=8. OHz) , 7. 790 (1H, s) , 8. 150 (1H, d, J=8. 0Hz) . 

359 

N-12-t: Ko ^riX-5-r2-(7-^ $ 7-2-;* 7-^fc KP-tfPP T3, 4-b] fc" U 

lH-NMR(DMSO-d6) 8 : 

2. 226 (3H, s) , 2. 657 (3H, s) , 2. 699 (3H, s) , 2. 968 (3H, s) , 4. 264 (2H, s) , 4. 803 (2H, s) , 
5. 402 (2H, s) , 7. 664 (1H, d, J=8. OHz) , 7. 717 (2H, s) , 8. 114 (1H, d, J=8. OHz) . 
MMM 360 
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* y -6, 7-V R P -5H- p P [3, 4-b] \f V v^-2-^ M -T^z h T $ Kj -grfczkfg 




lH-NMR(DMS0-d6) 6 : 

1. 42 (18H, s) , 2. 18 (3H, s) , 4. 83 (2H, s) , 5, 55 (2H, s) , 7. 77 (2H, s) , 8. 22 (1H, d, J=8. 2H 
z) , 8. 37 (1H, d, J=8. 2Hz) , 10. 65 (1H, s) . 
MS : m/e (ESI) 437. 2 (MH+) 
MM&l 361 

{2-H 3 :/9vW4-[2-5-^ t^v^-W ^ /-6-^ f /l/^yW^^yWi. 3-^b Kg 
1H-NMR (DMS0-d6) 5 : 

1. 37-1. 43 (12H, m), 2. 82 (3H, d, J=4. 8Hz), 4. 25-4. 30 (4H, m), 4. 81 (2H, s) 5. 58 (2H, s) 
, 7. 46-7. 52 (1H, m), 7. 72-7. 80 (2H, m) , 8. 17-8. 22 (1H, m) , 8. 52 (1H, s) , 12. 07 (1H, brs 
). 

MS: m/e (ESI) 480. 1(MH+) 
^Mffl 362 

2-{2-[3-j£ 3 ^^-/V-4-t KP^v'-5-(2-t^y-tf p 1) ^y-W;U)-7x^ 
/Ul-2-^-^ry-rc^/M-6-rr ^ y-2, 3-i^b Rp-lH—fy^ V K— 

lH-NMR(DMS0-d6) 5 : 

1. 43 (9H, s) , 1. 44 (3H, t, J=7Hz) , 2. 13-2. 23 (2H, m) , 2. 42-2. 48 (2H, ra) , 2. 85 (3H, d, J= 
5Hz) , 3. 65-3. 71 (2H, m) , 4. 30 (2H, q, J=7Hz) , 4. 86 (2H, s) , 5. 45 (2H, s) , 7. 55 (1H, s) , 7 
. 66 (1H, d, J=lHz) , 7. 80 (1H, d, J=lHz) , 8. 21 (1H, q, J=5Hz) , 8. 58 (1H, s) . 



/14-6-Ji h drv--3--^ S / -2, 3-S?b Rp-IH-Y y^V K~;U-5-^^^yj^ g; 




MM 363 
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1H-NMR (DMSO-d6) 6 : 

1. 1 1 (9H, s) , 1. 43 (9H, s) , 1. 44 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 8. 85 (2H, s) , 4. 30 ( 
2H, q, J=7Hz) , 4. 87 (2H, s) , 5. 49 (2H, s) , 7. 22 (1H, d, J=9Hz) , 7. 55 (1H, s) , 7. 88 (1H, d, 
J=2Hz) , 7. 92 (1H, dd, J=2Hz, 9Hz) , 8. 21 (1H, q, J=5Hz) , 8. 59 (s, 1H) . 
MM&i 364 

^/w^yj 3-m 3 r/^vt-5- T2-5- ^ h^rix-i-^- ^ ^/^/W^^-^/V 
-l,3-i>b F p y -f y K-;v-2-^ -7 i; f -2- b FP j i : v'- / <V^ ^ 

1H-NMR (DMS0-d6) 6 : 

1. 42 (9H, s) , 1. 44 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 4. 30 (2H, q, J=7Hz) , 4. 57 (2H, s) 
, 4. 86 (1H, s) , 5. 47 (2H, s) , 4. 55 (1H, s) , 7. 82 (2H, s) , 8. 21 ( 1H, q, J=5Hz) , 7. 58 (1H, s) 
, 7. 21 (1H, brs) , 9. 46 (1H, brs), 9. 84 (1H, brs) . 
MMffl 365 

N-{6-[2-(3,5-^ -J-m 3 /f;M-t: Kp ^->-7 3:^M-2-t^y-x^-l-7-^ 
g; 7-2-^ 7-j?t Kn-5H-tf p a [3, 4-b] fc° U v^-3-^ A-;* giMzZg b 

1H-NMR (DMSO-d6) 5 : 

1. 39 (18H, s) , 1 . 92 (3H, s) , 2. 65 (3H, s) , 4. 39 (2H, d, J=6. 0Hz) , 4. 81 (2H, s) , 5. 46 (2H, 
s) , 7. 69 (2H, s) , 7. 98 (1H, s) , 8. 52 (1H, t, J=6. 0Hz) . 
HJI&^J 366 

{8-H3 :/5vW6-r2-5-^ ^ J-%-* 5vi^;fr/u-^^--f /u-1. 3-S?t: Kp 

zA Y—sls-Z-^ /Is) 3-i^b KP-^yy , [l,4lt^tv ! y-4- 

lH-NMR{DMSO-d6) 5 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4. 4Hz) , 3. 51 (2H, t, J=4. 4Hz) , 3. 66 
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(3H, s) , 4. 30 (6H, m) , 4. 84 (2H, s) , 5. 43 (2H, s) , 7. 06 (1H, s) , 7. 29 (1H, s) , 7. 54 (lH, s) 
, 8. 21 (1H, q, J=4. 4Hz) , 8. 57 (1H, s) , 9. 19 (1H, s) , 9. 81 (1H, s) . 
MMffl 367 

{8-^ 3 :/^VW6-r2-5-^ $ ^/UX/Us^J /U-l, 3-i^fc Kg 

-«f y ^ >- Kjz2krgzdlMzZ±±zkIz2i 3-3? fc Ko-^<>"/ [l 4}^-=¥f-^V-4- 

1H-NMR (DMSO-d6) 5 : 

1. 38 (9H, s) , 1. 44 (3H, t, J=6. 8Hz) , 2. 85 (3H, d, J=4. 4Hz) , 3. 53 (2H, t, J=3. 6Hz) , 4. 30 
(2H, q, J=6. 8Hz) , 4. 32 (2H, t, J=3. 6Hz) , 4. 38 (2H, s) , 4. 84 (2H, s) , 5. 16 (2H, s) , 5. 39 ( 
2H, s) , 7. 10 (1H, s) , 7. 20-7. 35 <6H, m) 7. 56 (1H, s) , 8. 21 (1H, q, J=4. 4Hz) , 8. 58 (lH, s) 
,9. 20 (1H, s),9. 83(1H, s). 
MMffl 368 

{8-g| 3 :/5v^-6- T2-5- ^ h^rv--!-^ ? 7 -6-^ ^/U^7/W?^--f /k-l, 3-^ t: Kp 
1H-NMR (DMS0-d6) 8 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4. 8Hz) , 3. 50 (2H, t, J=4. 4Hz) , 4, 14 
(2H, s),4. 30 (4H, in), 4. 84 (2H, s), 5. 44 (2H, s), 7. 07 (1H, d, J=l. 6Hz), 7. 27 (1H, d, J=l 
. 6Hz) , 7. 53 (1H, s) , 8. 2 1 (lH, q, J=4. 8Hz) , 8. 57 (1H, s) , 9. 22 (1H, s) , 9. 82 (1H, s) , 12. 
50 (1H, s). 

Mt&ffl 369 

{8-j| 3 ^^jU-6-[2~(7-^ 5vW5, 7-3? t: Kp p [3. 4-bl fc° 9 3>V 

-6-yf /U) -T i? ^vt/) -2. 3- v> KP-^y/n. 4]^~=¥i^ S? -jfcfE ; JtUK 

1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 2. 69 (3H, s) , 4. 12 (2H, s) , 4. 30 (2H, t, J=4. 0Hz) , 4. 85 (2H, s) , 5. 51 (2H, s 
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) , 7. 07 (1H, s) , 7. 27 (2H, s) , 7. 71 (1H, d, J=7. 6Hz) , 8. 15 (1H, d, J=7. 6Hz) , 9. 85 (1H, s) 
IdfeM 370 

1H-NMR (DMS0-d6) 5 : 

1. 18 (t, 3H, J=7. 2Hz) 1. 42 (t, 3H, J=7. 2Hz) 2. 70 (q, 2H, J=7. 2Hz) 2. 82 (d, 3H, J=4. 8Hz) 
3. 71 (s, 3H) 4. 29 (q, 2H, J=7. 2Hz) 4. 86 (s, 2H) 5. 00 (s, 2H) 5. 43 (s, 2H) 7. 08 (d, 1H, J=8. 
OHz) 7. 52 (s, 1H) 7. 78~7. 87 (m, 2H) 8. 18 (q, 1H, J=4. 8Hz) 8. 57 (s, 1H) . 
Higtf!! 371 

6-ji f^jx-S-^ $ y-2-C2-^-^y-2-(3,4,5- h D h x. -ji^- 

1H-NMR (DMS0-d6) 6 : 

1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 76 (3H, s) , 3. 87 (6H, s) , 4. 28 (2H, q, J= 
7. 2Hz) , 4. 87 (2H, s) , 5. 56 (2H, s) , 7. 32 (2H, s) , 7. 54 (1H, s) , 8. 17-8. 23 (1H, m) , 8. 56 ( 

« 

1H, s) . 

MS : m/e (ES I) 442. 2 (MH+) 
MMffl 372 

1- (3. 5-*J-m 3 ^5vU-4- b Fn^^-7x — /U) -2- (7-^ § 7 -2-^ ?vU-5, 

b Ko-gg g [3. 4-di t°y g ^^-6-^/v)-j.» i ^;mv,iKmmm 

1H-NMR (DMSO-d6) 5 : 

1. 40 (18H, s) , 2. 84 (3H, s) , 4. 96 (2H, s) , 5. 59 (2H, s) , 7. 76 (2H, s) , 9. 26 (1H, s) . 
MS : m/e (ESI) 395. 2 (MH+) 
mi&ffl 373 
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1H-NMR (DMS0-d6) 5 : 

1. 193 (6H, d, J=6. 8Hz), 1. 410 <3H, t, J=6. 8Hz) , 2. 823 (3H, d, J=4. 8Hz), 3. 20-3. 30 (1H 
, m) , 4. 278 (2H, q, J=6. 8Hz) , 4. 839 (2H, s) , 5. 412 (2H, s) , 6. 950 (1H, d, J=8. 4Hz) , 7. 52 
3 (1H, s) , , 7. 735 (1H, d, J=8. 4Hz) , 7. 779 (1H, s) , 8. 198 (1H, d, J=4. 8Hz) , 8. 552 (1H, s) 

MffiM 374 

2-[2-(3—>i? P^<>-^V-4-b KP^v-7^^/v)-2-^-^-y-3i.^/v]-6-^ 
ix-3-^T $ 7-2, 3-i ^fc Kp-hw y ^ ^ K— ;k-5-^;i/#yi> ?v^T 5 K;-B-#-. 

lH-NMR(DMS0-d6) 5 : 

1. 409 (3H, t, J=6. 8Hz) , 1. 49-1. 84 (6H, m) , 1. 92-2. 03 (2H, m) , 2. 821 (3H, d, J=4. 8Hz) , 
4. 276 (2H, q, J=6. 8Hz) , 4. 835 (2H, s) , 5. 413 (2H, s) , 6. 944 (1H, d, J=8. 4Hz) , 7. 522 (1H 
, s), 7. 727 (1H, d, J=8. 4Hz), 7. 785 (1H, s)8. 18-8. 21 (1H, m), 8. 552 (1H, s) . 
MMffl 375 

N-{3-j5 3 ^^/W5-f2-(5-rc h $ y-i, 3 -^fc p P -^ ^ K— ;W2- 

-f ;v) -T 9vu1-2- b Kp^t v"-^< v i^/M -N- f-/i^-7t h T $ Kj Mrfcjkmm 

lH-NMR(DMSO-d6) 6 : 

1. 36 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 2. 1 1 (3H, s) , 3. 10 (3H, s) , 4. 16 (2H, q, J=6. 8Hz) , 4 
. 48 (2H, s) , 4. 79 <2H, s) , 5. 43 (2H, s) , 7. 22 (1H, d, J=8. 8Hz) , 7. 32 (1H, s) , 7. 82 (1H. s) 
, 7. 91 (1H, s) , 8. 09 (1H, d, J=8. 8Hz) , 9. 10 (1H, s) , 9. 72 <1H, s), 11. 27 (1H, s) . 
$m.m 376 
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7-2,3-i^fc: Kn-iH-xf y K-;^-5-^?;^yi^ f ;>7 ^ Kjj^b&Mlt^ 
lH-NMR(DMS0-d6) 6 : 

1. 149 (3H, t, J=7. 6 Hz) , 1. 407 (3H, t, 6. 8Hz) , 2. 597 (3H, q, J=7. 6Hz) , 2. 820 (3H, d, J=4 
. 8Hz) , 4. 273 (2H, q, J=6. 8Hz) , 4. 838 (2H, s) , 5. 406 (2H, s) 6. 946 (1H, d, J=8. 4Hz) , 7. 5 
19 (1H, s) , 7. 70-7. 78 (2H, ra) , 8. 16-8. 23 (1H, m) , 8. 549 (1H, s) . 
MM&l 377 

2-[2-(3-i -st vi-<iy^-/U-i-h Kg ^ >>-5-y- =f->V-7 )V)-2-ir^c y-j:^- 

• 1H-NMR (DMS0-d6) 6 : 
1. 415 (3H, t, J=6. 8Hz) , 1. 41-1. 83 (6H, m) , 1. 92-2. 03 (2H, ra) , 2. 249 (3H, s) , 4. 273 (2H 
, q, J=6. 8Hz), 4. 834 (2H, s), 5. 427 (2H, s), 7. 522 (1H, s), 7. 642 (1H, s), 7. 657 (1H, s), 
7. 693 (lh, s) , 7. 756 (1H, s) , 8. 617 (1H, s) . 
MMM 378 

N-l3-m 3 :/^yW5-r2-(5-J- h »v^K g 7-1, Kn-^f y^ ^ R— y'^-2- 

1H-NMR (DMS0-d6) S : 

1. 37 (3H, t, J=6. 8Hz) ,1.41 (9H, s) , 2. 73 (3H, s) , 3. 02 (3H, s) , 4. 16 (2H, q, J=6. 8Hz) , 4 
. 37 (2H, s) , 4. 79 (2H, s) , 5. 46 (2H, s) , 7. 21 (1H, dd, J=2. 0, 8. 8Hz) , 7. 32 (1H, d, J=2. OH 
z) , 7. 80 (1H, s) , 7. 81 (1H, s) , 8. 09 (1H, d, J=8. 8Hz) , 9. 10 (1H, s) , 9. 72(1H, s) , 12. 06 ( 
1H, s) . 
mtfeM 379 

(2-m 3 ^5vU-4-r2-(5,6-v^ b££¥z±ld § 7-1.3— ^ I: Kp-W HWU 
1H-NMR (DMSO-d6) 6 : 
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1. 35-1. 44 (15H, m) , 4. 08 (2H, q, J=7. 2Hz) , 4. 15 (2H, q, J=7. 2Hz) , 4. 72 (2H, s) , 4. 87 (2 

H, s) , 5. 45 (3H, s) , 7. 07 (1H, d, J=8. 8Hz) , 7. 34 (1H, s) , 7. 87 (1H, d, J=8. 8Hz) , 9. 13 (1H 
, s),9. 67 (1H, s). 

MS:ra/e(ESI)467. 1(MH+) 
380 

2-[2-(3-M 3 /f^H-^^^/f;!/^ h ^ ^/^)-2-^-^y-J^^/^]-6- 

xf=ir v--3-^r $ y -2, 3- v> fc Kp -lH->f V >f V K— yV-5-^7 A# gvUT 5 

lH-NMR(DMS0-d6) 5 : 

I. 35-1. 44 (12H, m) , 2. 82 (3H, d, J=5. 2Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 66 (2H, s) , 4. 85 (2 

H, s) , 5. 45 (2H, s) , 7. 03 (1H, d, J=8. 8Hz) , 7. 33-7. 45 (2H, m) , 7. 53 (1H, s) , 7. 85 ( 1H, s) 
, 7. 89 (1H, d, J=8. 8Hz) , 8. 19 (1H, d, J=0. 8Hz) , 8. 55 (1H, s) . 

MS : m/e (ESI) 48 1. 2 (MH+) 
MMffl 381 

6-j: h ^r->-2-[2-(4-J- h *i/-3-J ^-/Ujj /Us<^4 x.—S^-Z-^-^cy-^-?- 

♦ 

1H-NMR (DMSO-d6) 5 : 

I. 41 (6H, t, J=7. 2Hz), 2. 82 (3H, s) , 2. 83 (3H, s) , 4. 29 (4H, qq, J=6. 8Hz, 7. 2Hz) , 4. 86 ( 
2H, s) , 5. 49 (2H, s) , 7. 32 (1H, d, J=8. 4) , 7. 53 (1H, s) , 8. 07 (1H, d, J=8. 4) , 8. 13 (1H, s) 
, 8. 21 (1H, s) , 8. 35 (1H, s) , 8. 56 (1H, s) . 

MS: m/e (ESI) 453. 1 (MH+) 

MMffl 382 

2-3i j>dr^-5-r2-(7-W ^ 7-2-^^-/1-5, 7-v ? fc Kp-^p g [3, 4-b] fc'jJ v^-6- 
*f AO -7t»/l/] -N-7 ^/W-^< yX7 § K ; &jk£MM£L 
1H-NMR (DMS0-d6) 5 : 
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1.41 (3H, t, J=6. 8Hz) , 2. 67 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) , 4. 29 (2H, q, J=6. 8Hz) , 4. 87 
(2H, s) , 5. 55 (2H, s) , 7. 32 (1H, d, J=8. 4Hz) , 7. 70 (1H, d, J=8. 4Hz) , 8. 08 (1H, d, J=8. 4H 
z) , 8. 12-8. 17 (2H, m) , 8. 35 (1H, s) . 
MMffl 383 

2-Ji b dr ->-5-[2- (3-^ h jg; % J -2, 4- ^ fvl^L 7-S? fc K P - b° P p 

[3, 4-bl tf U ^y-e-^^-rtf^l-N-^ f;^yX7 $ K: JMtaMKifejS: 

1H-NMR (DMS0-d6) 5 : 

1. 40 (6H, t, J=6. 8Hz) , 2. 32 (3H, s) , 2. 58 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) , 4. 01 (2H, q, J= 
6. 8Hz) , 4. 29 (2H, q, J=6. 8Hz) , 4. 83 (2H, s) , 5. 54 (2H, s) , 7. 32 (1H, d, J=8. 4Hz) , 8. 08 ( 
1H, J=8. 4Hz), 8. 13 (1H, d, J=4. 4Hz), 8. 35 (1H, s), 9. 50 (1H, brs), 9. 87 (1H, brs). 
384 

2- J- b dp ->-5-r2- (3-Ji h =fr ^ 7 -2, 4- ^^-5, 7- i£ b K p - b° a p 

[3, 4-b] fc° y ^^-6-<7U)-T-fe^^]-N-^ f;W^^X7 $ K;*Jfc?k*ifc!ft 
lH-NMR(DMS0-d6) 5 : 

1. 44 (18H, s) , 4. 89 (2H, s) , 5. 54 (2H, s) , 7. 70 (1H, dd, J=2. 4, 9. 6Hz) , 7. 77-7. 86 (3H, to 
) , 7. 89 ( 1H, d, J=9. 6Hz) , 7. 95 (1H, d, J=2. 4Hz) , 7. 99 (1H, m) , 8. 08 (1H, s) , 8. 49 (2H, d, 
J=3. 2Hz) , 9. 31 (1H, s) , 9. 82 (1H, s) . 

mmm 385 

l-(3, 5-i?-m 3 ^/^-4-t: Kp =»^-^^^/V)-2-[l-^ ^ 7-5-(fc°?J -^V-3-^ 

/toj-^»-l, 3-v^ Ko->f y-Y v R— /W2-^/i/j-3i^ y ^;-£fts;taftifea 

lH-NMR(DMS0-d6) 5 : 

1. 44 (18H, s) , 4. 85 (2H, s) , 5. 52 (2H, s) , 7. 51 (1H, dd, J=2. 4, 8. 8Hz) , 7. 55 (1H, d, J=2. 
4Hz) , 7. 77-7. 84 (3H, ra) , 8. 00 (1H, m) , 8. 09 (1H, m) , 8. 28 ClH, d, J=8. 8Hz) , 8. 46-8. 53 ( 
2H, m) , 9. 24 (1H, s) , 9. 22 (1H, s) . 
MMM 386 

{2-m 3 ^^/U-4-r2-(3-a: Hfrv^W $ 7-2,4-v^ 7vW5.7-^t: Kg-^D P 
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[3, 4-b] i^>-6—f/U)-T±^^-y^y^->-}-&^t M 3 -fJ-ZV =L7,y-)V, 
lH-NMR(DMS0-d6) 6 : 

1. 37-1. 42 (12H, in) , 1. 43 (9H, s) , 2. 32 (3H, s) , 2. 58 (3H, s) , 3. 99 (2H, q, J=6. 8Hz) , 4. 8 
3 (2H, s) , 4. 86 (2H, s) , 5. 50 (2H, s) , 7. 05 (1H, d, J=8. 8Hz) , 7. 86 (1H, d, J=2. OHz) , 7. 90 
(1H, dd, J=8. 8and2. OHz) , 9. 40-9. 47 (1H, m) , 9. 82-9. 89 (1H, ra) . 
MS : tn/e (ESI) 5 1 0. 3 (MH+) 
387 

{2-m 3 :/?yl~4-[2-(3- J h ±¥zJzd $ J -2, 4ri?t gvW5, 7-i^b KP-b a PP 
[3, 4-b] fc° 2J Sg MzZ± -7xy^>} -§E» ; hi) 7 A^*_ P aafejft 

1H-NMR (DMS0-d6) 6 : 

1. 34-1. 67 (12H, m) , 2. 31 (3H, s) , 2. 58 (3H, s) , 3. 99 (2H, q, J=6. 8Hz) , 4. 83 (2H, s) , 4. 8 
9(2H, s), 5. 50 (2H, s), 7. 07 (1H, d, J=8. 8Hz), 7. 85 (1H, d, J=2. OHz), 7. 89 (1H, dd, J=8. 
8and2. OHz) , 9. 40-9. 49 (1H, in) , 9. 81-9. 91 (1H, m) . 
MS : m/e (ESI) 454. 2 (MH+) 
HJ&M 388 

{2-^ 3 •/^•yV-4-[2-(6-^^y^-^/W-5-^ fr$r">-W 5: 7-1, Kp--< y 

lH-NMR(DMS0-d6) 5 : 

1. 40 (9H, s) , 1. 40 (3H, t, J=7. OHz) , 4. 27 (2H, q, J=7. OHz) , 4. 85 (2H, s) , 4. 88 (2H, s) , 5 
. 46 (2H, s) , 7. 07 (1H, d, J=8. 4Hz) , 7. 53 (1H, s) , 7. 69 (1H, brs) , 7. 76 (1H, brs) , 7. 86 (1 
H, s) , 7. 88 (1H, d, J=8. 4Hz) , 8. 63 (1H, s) , 9. 20-9. 26 (1H, m) , 9. 85 (1H, brs) . 
MS: m/e (ESI) 468. 1(MH+) 
MMffl 389 

l-(3. 3 Zff-^-A-M \?U^-i/-7 ^~;V)-2-n-s( $ /-2-(2~y- ?VW2H- 

gj7 /V-3-^ /V) -5. 1-*?M Kn-lfpp [3, 4-b] fc° U >--6-Y /t/]- J- # / ^ ; 
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1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s) , 4. 24 (3H, s) 4. 96 (2H, s) , 5. 62 (2H, s) , 6. 99 (1H, s) , 7. 55 (1H, s) , 7. 79 (2 

H, s) , 8. 22 (1H, d, J=8. 0Hz) , 8. 35 (1H, d, J=8. 0Hz) . 
MS :m/e (ESI) 460. 2 (UH+) 

MMffl 390 

2-[2-(3. 5-v^-^3 t/fvl-4- b Kn =fr v^zZ ^~ /^)-2-^-^y-J:^/U]-6-J. h =fr 
'>-7-7/t^^-P-3-^ $ 7-2, 3-^t: Kn-lH—f > K~-A-5-;ft/Hff> , »M ^/U- 

1H-NMR (DMSO-d6) 5 : 

I. 33 (3H, t, J=7. 2Hz) , 1. 42 (18H, s) , 2. 82 (3H, d, J=4. 4Hz) , 4. 29 (2H, q, J=7. 2Hz) , 4. 9 
9 (2H, s) , 5. 51 (2H, s) , 7. 77 (2H, s) , 8. 29 (1H, s) , 8. 36-8. 41 (1H, m) . 

MS :m/e (ESI) 498. 2 (MH+) 
MMffl 391 

{2-^3 ^^W4-r2-(7-^ ^ 7 -2-7^^-5, 7- v?t: Rg-b°q p [3,4-b] fc°U j?zs 
lH-NMR(DMSO-d6) 6 : 

1. 40 (9H, s) , 2. 68 (3H, s) , 4. 86 (2H, s) , 4. 89 (2H, s) , 5. 55 (2H, s) , 7. 08 (1H, d, J=9. 2Hz 
) , 7. 71 (1H, d, J=7. 2Hz) , 7. 86 (1H, s) , 7. 89 (1H, d, J=9. 2Hz) , 8. 15 (1H, d, J=7. 2Hz) , 9. 
57 (1H, s),9. 95 (1H, s). 
MS : m/e (ESI) 394. 0 (MH+) 
HJ&M 392 

{4-[2-5-^ $ y-6-^^-/U^JJ^<^r^ /U-U3-i>\l Kp-W* V K — 

^-2->r/^)-r-fe^/M-2-^ h^-7xy jtk£JMii£its&lt^I 

1H-NMR (DMSO-d6) 6 : 

1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 85 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 84 
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(2H, s) , 4. 85 (2H, s) , 5. 46 (2H, s) , 7. 06 (1H, d, J=8. 0Hz) , 7. 50 ( 1H, s) , 7. 53 (1H, s) , 7. 
64 (1H, d, J=7. 8Hz) , 8. 19 (1H, q, J=4. 8Hz) , 8. 56 (1H, s) , 9. 27 (1H, s) , 9. 85 (1H, s) . 
MS : m/e (ESI) 456. 1 (MH+) 
M MM 393 

9vw-i.3-S?b Rn-^ y^f v K—-/w2--f ;v) - J- £ 7 ^ : ll'flatafcifejft 
lH-NMR<DMS0-d6) 5 : 

1. 41 (18H, s) , 2. 63 (3H, s) , 3. 85 (3H, s) , 4. 54 (2H, s) , 5. 48 (2H, s) , 7. 01 (1H, d, J=2Hz) 
, 7. 17 (1H, d, J=2Hz) , 7. 76 (2H, s) . 
MS : m/e (ESI) 423. 0 (MH+) 
MWM 394 

1- {3-H 3 ^f/M-^ Kn^i/-5-[(2-I: Kpdri/-xf ;V-7 ^ 71-7 
— /P} -2-(5-Ji h ^ v--l-^ $ y -l. 3-v* b KP-^fy-fy K— /W 2--Y AO 9 

1H-NMR (DMS0-d6) 8 : 

1. 38 (3H, t, J=7. 2Hz) , 1. 40 (9H, s) , 1. 69 (3H, s) , 2. 86 (2H, t, J=4. 8Hz) , 3. 58 (2H, t, J= 
4, 8Hz) , 4. 18 (2H, q, J=7. 2Hz) , 4. 78 (2H, s) , 5. 44 (2H, s) , 7. 22 (1H, d, J=8. 8 Hz) , 7. 33 ( 
1H, s) , 7. 65 (1H, s) , 7. 69 (1H, s) , 8. 1 1 (1H, d, J=8, 8Hz) . 
MMM 395 

2- [2- (8-^ 3 :/3vU-4. 4-i^y gvV^g^g P-^>--6-^^)-2-^-^y-^^ : -/Ul-6- 
h^ix-3-^ 5: 7-2. 3-i^t: Rg-1H--Y y^T > K>-/l^S-»/^^ya^ 5vl-T S 

1H-NMR (DMS0-d6) 6 : 

1. 38 (6H, s) , 1. 44(3H, t, J=7Hz) , 1. 53 (9H, s) , 1. 91-1. 97 (2H, m) , 2. 85 (3H, d, J=5Hz) , 
3. 08-3. 14 (2H, ra) , 4. 31 (2H, q, J=7Hz) , 4. 87 (2H, s) , 5. 53 (2H, s) , 7. 56 (1H, s) , 7. 77 (1 
H, s), 7.94 (1H, s), 8.22 (lH,q, J=5Hz), 8. 59 (1H, s). ' 
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396 

j.^yi/|-6-a: ^ 7-2, 3-^ b Kp-IH-^ y-f >• K— /U-5-^rj^^m 

lH-NMR(DMS0-d6) 5 : 

1. 37 (3H, s) , 1. 43 (3H, t, J=7Hz) , 1. 55 (3H, s) , 1 . 61 (9H, s) , 2. 80-2. 90 (2H, m) , 2. 85 (3 

H, d, J=5Hz) , 3. 07-3. 27 (2H, m) , 4. 61 (2H, q, J=7Hz) , 4. 89 (2H, s) , 5. 45-5. 68 (2H, m) , 7 
. 57 (1H, s) , 7. 86 (1H, s) ,8.13 ( 1H, s) , 8. 22 (1H, q, J=5Hz) , 8. 59 (1H, s) . 

Uli 397 

{2- [2- (3. 5-^-1% 3 /f;W4-b Kg #^-7 3l~)V)-2-3t*t y-^3vU]-5-J. h 
^jvtuv/^yj ;V-2. 3-v^fc Ko->f y-^ >- K—/U-1-- f U g ^}-^7/W^ 

lH-NMR(DMSO-d6) 8 ■ 

I. 37 (3H, t, J=7. 2Hz), 1. 46(18H, s), 1. 55 (3H, t, J=6. 8Hz) , 3, 01 (3H, t, J=4. 8Hz), 4. 2 
5 (2H, q, J=7. 2Hz) , 4. 32 (2H, q, J=7. 2Hz) , 4. 63 (2H, s) , 5. 11 (2H, s) , 5. 80 (1H, s) , 6. 98 
(1H, s) , 7. 88 (2H, s) , 8. 82 (1H, s) . 

MS : m/e (ES I ) 552. 3 (MH+) 

» 

HJ&M 398 

2-[2-(3-^3 zff-JU-A-t: Kg ^-jy-y ^^.M-2-^-^-y-^^M-Q-^ 

-i % 7-2. 3-S?h: Ko-lH-^f y-f V K— vW5-j(y^^yft 7- gv^T 5 K; HflstaB 

lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 81 (1H, d, J=4. 4Hz) , 4. 20 (2H, q, J=6. 8Hz) , 4. 80 
(2H, s) , 5. 46 (2H, s) , 6. 96 (1H, d, J=8. 4Hz) , 7. 77 (1H, d, J=8. 0Hz) , 7. 81 (1H, s) , 7. 94 ( 
1H, s) , 8. 01 (1H, s) , 8. 24 (1H, d, J=4. 4Hz) . 
MS:ra/e(ESI)424. 2(MH+) 
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MMW 399 

2-[2-(2-m 3 y?2kz¥2 ;\s)-2-jr3ry-^M-G-3Ly3rx/-Z-s( $ / 

1H-NMR (DMS0-d6) 6 : 

1. 37 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 89 
(2H, s) , 5. 53 (2H, s) , 7. 55 (1H, s) , 7. 71 (1H, d, J=6. 4Hz) , 7. 85 (1H, s) , 8. 20 (1H, d, J=4 
. 4Hz) , 8. 57 (1H, s) , 8. 82 (1H, d, J=5. 6Hz) , 9. 24 (1H, brs) , 9. 90 (1H, brs) . 

400 

l-(3,5-v?-l3^;W-t: KP#i^-7xs/l/)-2-[W g y-6-(fcTD ^>-4-^ 

A^3r^)-i , 3-^b Kp-^ y^f v K-/^-2->f^]-x»y ^; JUfakjftifelft 

1H-NMR (DMS0-d6) 5 : 

1. 44(18H, s), 4. 93 (2H, s) , 5. 55 (2H, s), 7. 30 (2H, d, J=6. 8Hz), 7. 76-7. 83 (3H, m) , 7. 9 
6 (1H, d, J=8. 4Hz) , 8. 12 (1H, d, J=2. OHz) , 8. 52 (2H, d, J=6. 8Hz) . 
MM&l 401 

1- (3. S-*J-m 3 -^f-jV-Ar- b K P ±^zZ ^ -2- fl — T $ 7 -5- ( t:° U v?>-4-^ 
/M-3F-»-l. 3-S?fc Kn-^y^y AA -x ^ y ' 

1H-NMR (DMSO-d6) 5 : 

1. 44 (18H, s), 4. 90 (2H, s) , 5. 54 (2H, s), 7. 31 (2H, d, J=7. 2Hz), 7. 64 (1H, dd, J=2. 0, 8. 
4Hz) , 7. 75 (1H, d, J=2. OHz) , 7. 80 (2H, s) , 8. 10 (1H, s) , 8. 36 (1H, d, J=8. 4Hz) , 8. 51 (2H 
, d, J=7. 2Hz) , 9. 31 (1H, s) , 10. 00 (1H, s) . 

Hii^d 402 

2- {2- [8-j| 3 (2-t K P * gyVj -3, 4- fc K P -2H-^< l/^/W.M 
lH-NMR(DMSO-d6) 6 : 

1. 36 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4. 8Hz) , 3. 43 (2H, t, J=6. OHz) , 3. 50 
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(2H, t, J=4. 0Hz) , 3. 63 (2H, t, J=6. 0Hz) , 4. 25 (2H, t, J=4. OHz) , 4. 29 (2H, q, J=6. 8Hz) , 
4. 85 (2H, s) , 5. 50 (2H, s) , 7. 22 (2H, s) , 7. 54 (IH, s) , 8. 22 (1H, q, J=4. 8 Hz) , 8. 57 (1H, s 
),9. 31 (1H, s),9. 88 (1H, s). 
403 

N-{6-[2-(3.g-5?-jg 3 y^/^-4-t: Kp ^•'✓'^x ^yV) ;H-7-^ 
^ y-6, 7-1 KP-5H-fcfP P [3,4-b] fc° U S?>*-2— ■ < & ^^^~7±l^T S 

1H-NMR (DMS0-d6) 6 : 

1. 42 (18H, s) , 3. 56 (3H, s) , 4. 80 (2H, s) , 5. 59 (2H, s) , 7. 26 (1H, d, J=8. 8Hz) , 7. 78 (2H, 
s) , 8. 08 (1H, s) 8. 17 (IH, d, J=8. 8Hz) , 9. 50 (1H, s) 9. 65 (IH, s) , 11. 19 (IH, s) . 
MS : m/e (ESI) 473. 2 (MH+) 
MMffl 404 

2- [2- (3- is # P^V^/W5-7yV^-P-4-l: Kp ^ v'-:7;n:=;7^)-2-:#-=ary-J■ : ?- 
,/^]-6-;3l h 3r js-3-^f § 7-2. 3-i?h KP-1H--Y V-Y V K— /^-5-^/l^# V^y- 3=- 



1H-NME (DMSO-d6) 5 : 

1. 41 (3H, t, J=7. 2Hz) , 1. 21-1.33 (2H, m) , 1. 52-1. 69 (2H, m) , 1. 74-1. 80 (2H, m) , 1. 93- 
2. 02 (2H, m) , 2. 82 (3H, d, J=4. 8Hz) , 4. 11-4. 13 (IH, m) , 4. 28 (2H, q, J=6. 8Hz) , 4. 84 (2H 
, s) , 5. 45 (2H, s) , 7. 53 (IH, s) , 7. 65-7. 71 (2H, m) , 8. 19-8. 22 (IH, m) , 8. 56 (IH, s) . 
MS: m/e (ESI) 454. 2 (MH+) 
MMffl 405 

2-[2-(7-f§ 3 Kp ^rv-^ 7 ^-5—T /t^-^^y-^^- 

Zt/j-G-j: 3^-3-^ ^ y -2, 3- y> b F P-1H--Y y ^ >• K— /W-5-;fr/mK g; 



1H-NMR (DMSO-d6) 8 : 

1. 42 (3H, t, J=6. 8Hz) , 1. 49 (9H, s) , 2. 83 (3H, d, J=4. 8Hz) , 4. 29 (2H, q, J=7. 2Hz) , 4. 64 
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(2H, d, J=6. 0Hz) , 4. 88 (2H, s) , 5. 85 (2H, d, J=6. 0 Hz) , 6. 94 (1H, s) , 7. 55 (1H, s) , 7. 77 ( 
1H, s) , 8. 19-8. 23 (1H, m) , 8. 24 (1H, s) , 8. 57 (1H, s) . 
MS : m/e (ESI) 478. 2 (MH+) 
MMffl 406 

l-(3.5-^-ag 3 KP3ri/-^a^/V)-2-(l-^ 5 S-6r* h^y--7-^ 

1H-NMR (DMS0-d6) 5 : 

1. 50 (18H, s) , 3. 64 (3H, s) , 3. 90 (3H, s) , 4. 75 (2H, s) , 5. 34 (1H, s) , 6. 04 (2H, s) , 6. 68 ( 
1H, d, J=2Hz) , 6. 80 (1H, d, J=2Hz) , 7. 47 (1H, brs) , 8. 00 (2H, s) . 
MS : m/e (ESI) 470. 0 (MH+) 
MMffl 407 

1- (3.5-SHg 3 yf^H-t Kp^'>-^^— 7U)-2-(7-t: h*P 'fri/'-W $ y-6- 

b dp-^-i. 3- t Kn-^y^fy K— /U-2--Y /i') -a. ^ j 1/ ; Hffofcsft&ift 

1H-NMR (DMS0-d6) 5 : 

1. 42 (18H, s) , 3. 84 (3H, s) , 4. 69 (2H, s) , 5. 43 (2H, s) , 6. 55 ( 1H, s) , 6. 78 (1H, s) , 7. 75 ( 
2H, s), 8. 04 (1H, s), 8. 34 (1H, s) , 9. 10 (1H, s), 11. 78 (1H, s) . 
MS : m/e (ESI) 426. 0 (MH+) 
HJSlM 408 

2- {2-ff 3 :/9=vW-4-r2-(5,6-^Ji h=¥iX-W $ / -l,3-i?fc Kp-W y>f ^ K— 

/^)-y -fe-^/ki-^ a. y dr^} -7t KiAit^M^a 

lH-NMR(DMS0-d6) 6 : 

1. 32-1. 48(15H, m), 4. 09 (2H, q, J=7. 2Hz), 4. 15(2H, q, J=7. 2Hz), 4. 66 (2H, s)4. 73 (2H 
, s) , 5. 43 (2H, s) , 7. 03 (1H, d, J=8. 8Hz) , 7. 35 (1H, s) , 7. 36-7. 44 (2H, m) , 7. 78 (1H, s) , 
7. 86 (1H, s) , 7. 90 (1H, d, J=8. 8Hz) , 9. 01-9. 16 (1H, brs) , 9. 50-9. 65 (1H, brs) . 
MS : m/e (ESI) 468. 2 (MH+) 
409 
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2-[2-(3-%3 y^/l^-4-b RP 3r->-5-^ h ^;=/U-)-2-;j-^y-^^vH-6- 
lH-NMR(DMS0-d6) 8 : 

1.41 (9H, s) , 1 . 44 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 3. 90 (3H, s) , 4. 30 (2H, q, J=7Hz) 
, 4. 87 (2H, s) , 5. 51 (2H, s) , 7. 47 (1H, s) , 7. 55 (2H, s) , 8. 21 (1H, q, J=5Hz) , 8. 58 (1H, s) 

HHa0tJ 410 

1- (3. 5-iS-m 3 -fJ-A^-Ar fc K g =^r j -2- (3- 1 Kp^ Spj tJ^zlzd. § 

5vW-5. 7-S?b FP-b°P p [3, 4-b] tT V i?^-6-^M-^? J IS'MWM. 
lH-NMR(DMS0-d6) 8 : 

1. 42 (18H, s) , 2. 58 (3H, s) , 4. 69 (2H, s) , 4. 86 (2H, s) , 5. 60 (2H, s) , 7. 78 (2H, s) , 8. 05- 
8. 10 (1H, m) , 8. 20 (1H, s) , 9. 44-9. 50 (1H, m) , 9. 85-9. 90 (1H, ra) . 
41 1 

7 b Kp fc°5^-2-^/U;fr=frv-y 9vU)-5, 7-$?fc Kn-tfpp[3.'4-b.1 tf 9 i?^-6- 
1H-NMR (DMS0~d6) 8 : 

1. 42 (18H, s) , 1. 30-1, 85 (6H, m) , 2. 63 (3H, s) , 3. 48-3. 55 (1H, m) , 3. 75-3. 82 (1H, m) , 4 
. 68 (1H, d, J=14. 4Hz) , 4. 79 (lH, brs) , 4. 86 (2H, s) , 4. 88 (1H, d, J=14. 4Hz) , 5. 54 (2H, s 
) , 7. 76 (2H, s) , 8. 20 (1H, s) , 9. 85-9. 95 (IH, m) . 
MMM 412 

2-Q-T 5; S £ gTl^W $ J -2-y f-fU-S. 1-*? fc KP-fPP[3, 4-bl tf jj i^V 
-6-^)-l-(3, 5-^-fg 3 ^/W4-fc pP^->7a^)-x» y ^: jftitjfi 
lH-NMR(DMS0-d6) 5 : 

1. 42 (18H, s) , 2. 74 (3H, s) , 4. 23-4. 30 (2H, m) , 4. 90 (2H, s) , 5. 59 (2H, s) , 7. 78 (2H, s) , 
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8. 09 (1H, s) , 8. 25 ClH, brs) , 9. 55-9. 64 (1H, m) , 9. 95-10. 02 (1H, tn) . 
1^^413 

{6-[2-(3.5-SMg 3 Kp »j/-7 x=M-^»y-af-^]-7-^ 

7 -2-y f/W6, 7-: Sg b F a -5H- fPP [3, 4-b] t° U g^ZkJ Z*£^l 



lH-NMR(DMSO-d6) 8 : 

1. 40 (27H, s) , 2. 64 (3H, s) , 4. 28-4. 32 (2H, m) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 55~7. 60 (1 

H, m) , 7. 72 (2H, s) , 7. 97 (1H, s) . 
^Mffl 414 

1- (3,5-v ? -^3^f-/M-fc Kp#j/-7a:^)-2-(5-b FP^f/W^ 
y -2-y 5vW5, 7- fc K p - b° a a [3, 4-b] y ^-6-^f /V) -j. ^ W ; -ft YbTki 

1H-NMR (DMS0-d6) 5 : 

I. 40 (18H, s) , 2. 67 (3H, s) , 3. 89 ClH, brs) , 4. 08 (1H, d, J=12. 0Hz) , 5. 46 (2H, dd, J=18 
4Hz, 18. 4Hz) , 7. 70 (1H, d, J=8. 0Hz) , 7. 73 (2H, s) , 8. 15 (1H, d, J=8. OHz) . 
MMffl 415 

2- [2-(3-f§ 3 zf?-7V-4-2iA"* s e'(A'* h ^J^zZ *-=-M-2r->t*f- y-j.fyi/]-6- 

I 

xfjf- $ y -2, 3-3? t K p -ih-^ y ^ >- f-w-s-;*? y ^ f ; 



1H-NMR (DMS0-d6) 6 : 

1. 26-1. 30 (12H, m) , 4. 15 (2H, q, J=7. 2Hz) , 4. 54 (2H, s) , 4. 73 (2H, s) , 5. 33 (2H, s) , 6. 9 
1 (1H, d, J=8. 8Hz) , 7. 24-7. 31 (2H, ra) , 7. 41 (1H, s) , 7. 57 (1H, s) , 7. 65 (1H, s) , 7. 78 (1H 
,d, J=8.8Hz),8. 5l(lH,s). 
MS : ra/e (ESI) 467. 1 (MH+) 
416 

2- [2- (3-j§ 3 ^^/V~4-y ^ y^;V7±=^7$y-7i ^/vl^-t^y-if 
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h 3r->-3->T ^ J -2, 3-v* fc Kp-1H-^ y^fV K— g; 
lH-M!R(DMSO-d6) 5 : 

1. 39-1. 47 (12H, m) , 2. 83 (3H, d, J=5. 2Hz) , 3. 26 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 87 (2 

H, s) , 5. 50 (2H, s) , 7. 51-7. 60 (2H, m) , 7. 84-7. 92 (1H, m) , 7. 95-8. 03 (1H, ro) , 8. 16-8. 2 
3 (1H, m) , 8. 57 (1H, s) , 8. 92 (1H, brs) , 9. 21 (1H, brs) . 

MS : m/e (ESI) 50 1. 2 (MH+) 
MMM 417 

2-[2-(3, 3 :/5v^-4-fc Kp ^y/-7x=/l/)-2-^-^y-xf-;^]-6-^^ g; 

A-T $ 7-3— f $ y-2. 3-3? fc: Kp-IH-Y V>f ^ K— /V-S-jft Aoft^ife.* g^Z g 

1H-NMR (DMSO-d6) 6 : 

I. 44 (18H, s) , 2. 80 (3H, d, J=4. 4Hz) , 2. 94 (6H, s) , 4. 75 (2H, s) , 5. 46 (2H, s) , 7. 17 (1H, 
s) , 7. 79 (2H, s) , 8. 05 (1H, s) , 8. 10 (1H, s) , 8. 37 (1H, m) , 8. 94 (1H, s) , 9. 54 (1H, s) . 
I^SflM 418 

6-j'Pn-2-[2-(3.5-v ? -^ 3 T^vW^fc Kp »->-7 x=/U)-2-t» V- 

/^-T-y^^-p-a-^f $ /-2. Kp-ih— f y^fy K-;H-^;i/t'yj^ 

lH-NMR(DMSO-d6) 6 : 

1. 41 (18H, s) , 2. 81 (3H, d, J=4, 4Hz) , 5. 06 (2H, s) , 5. 52 (2H, s) , 7. 76 (2H, s) , 8. 20 (1H, 
s),8. 64-8. 72 (1H, m). 
MS : m/e (ESI) 488. 2 (MH+) 
MMM 419 

l-(3, 5-i?-m 3 ^^/1^-4-t: K g »'>7»=^)-2-[W 5: 7 -6-(l-^ gTWgg 
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lH-NMR(DMS0-d6) 5 : 

1. 44 (9H, s) , 1. 85-2. 22 (4H, m) , 2. 60 (3H, s) , 2. 73-3. 12 (4H, m) , 4. 61 (1H, m) , 4. 79 (2H 
, s) , 5. 51 (2H, s) , 7. 46 (1H, ddd, J=2. 4, 5. 2, 8. 8Hz) , 7. 70 (1H, dd, J=5. 2, 8. 8Hz) , 7. 80 
(2H, s) , 7. 87 (1H, dd, J=2. 4, 5. 2Hz) , 8. 09 (1H, s) , 9. 25 (1H, s) , 9. 76 (1H, s) . 
420 

l-(3,5-^-S3-/f;M-t KP^ri/-7x^)-2-[M g / -5-(l-y» gyl^ h:°^ 



1H-NMR (DMS0-d6) 6 : 

1. 44 (9H, s) , 1. 86 (2H, m) , 2. 14 (2H, m) , 2. 59 (3H, s) , 2. 92 (4H, m) , 4. 78 (1H, m) , 4. 79 (2 

H, s) , 5. 47 (2H, s) , 7. 29 (1H, dd, J=2. 0, 8. 8Hz) , 7. 44 (1H, d, J=2. OHz), 7. 79 (2H, s) , 8. 
1 1 (1H, d, J=8. 8Hz) , 9. 06 (1H, s) , 9. 72 (1H, s) . 

421 

^)-^^vr]-2, Kp-ih-y >• Kn /v-5-#4^>-^ 2L2vvt^ K;* 

1H-NMR (DMS0-d6) 6 : 

I. 408 (3H, t, J=6. 8Hz) , 1. 73-1. 78 (4H, m) , 2. 77-2. 83 (4H, ra) , 4. 276 (2H, q, J=6. 8Hz) , 
4. 856 (2H. s) , 5. 470 (2H, s) , 7. 276 (1H, d, J=7. 6Hz) , 7. 526 (1H, s) 7. 716 (1H, s) , 8. 17- 
8. 24(lH,n),8. 553(lH,s). 

MMffl 422 

1- (3, 5-^-M 3 fc jfnjjr ^-7 ^ ~/P) -2- (6-^ h =fr ^-3-^ $7-1.3- 

2 fc KP-tf P a [3. 4-cl b° J V s ^-2-^f M-=c$ y gflakjEifcift 
lH-NMR(DMS0-d6) S : 

1. 35 (3H, t, J=7. OHz) , 1. 41 (18H, s), 4. 44 (2H, q, J=7. OHz), 4. 83 (2H, s), 5. 46 (2H, s), 
7. 17 (1H, s) , 7. 76 (2H, s) , 9. 02 (1H, s) . 
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MS: m/e(ESI)424. 3(MH+) 
MMffl 423 

N-{2-f| 3 Z?=?-Jl>-4- 12- (3-^ b ^-js-7-4 ^ 7 -2, Art?* f-;W5. 7-S?b po-tTp 
p [3,4-bl b'U ^^-6->f y^-T-fe^-^l-y g-s^H-j* # is fl,-? * 1st % K;4B- 

1H-M1R (DMS0-d6) 5 : 

1. 39 (3H, t, J=7. 2Hz) ,1-44 (9H, s) , 2. 32 (3H, s) , 2. 59 (3H, s) , 3. 26 (3H, s) , 3. 98 (2H, q 
, J=7. 2Hz) , 4. 85 (2H, s) , 5. 56 (2H, s) , 7. 57 (1H, d, J=8. 0Hz) , 7. 88 (1H, brd, J=8. OHz) , 
8. 00 (1H, brs) , 8. 92 (1H, brs) , 9. 40-9. 51 (1H, m) , 9. 85-9, 94 (1H, tn) . 
MS:m/e{ESI)473. 2(MH+) 
424 

1- (3.5-^-H 3 Kpjry/-7x=;^)-2-(5-x h*cis-6-7 /U^-y-l- 
J =L y-1, Y*-4y-Jls K-/W2->f^)-xjr J ls\*Acfc$tffl6L 
1H-NMR (DMSO-d6) 5 : 

1. 40 (3H, t, J=7. OHz) , 1. 41 (18H, s) , 4. 23 (2H, q, J=7. OHz) , 4. 78 <2H, s) , 5. 48 (2H, s) , 
7. 60 (1H, d, J=7. OHz) , 7. 75 (2H, s) , 8. 04 (1H, d, J=ll. OHz) . 
HJfcM 425 

2- [2-(3-->-^ P^yf/V-5-xf;M-t: Kp =fr %s-7 ji ^^V)-2-^-^r y- J-^- 

/u] -6- ji f» e^zs-3-^f g_y-g, 3-3? 1: KtP-lH— f y^fy R— /u-s-^/t^ix^ 5=- 
lH-NMR(DMSO-d6) 5 : 

1. 150 (3H, t, J=7. 6Hz) , 1. 408 <3H, t, J=6. 8Hz) , 1. 45-1. 84 (6H, m) , 1. 94-2. 04 (2H, m) , 

2. 662 (2H, q, J=7. 6Hz) , 2. 824 (3H, d, J=4. 4Hz) , 4. 276 <2H, q, J=6. 8Hz) , 4. 835 (2H, s) , 
5. 438 (2H, s) , 7. 523 (1H, s) , 7. 628 (1H, s) , 7. 670 (1H, s) , 8. 17-8. 23 (1H, m) , 8. 547 (1H 
, d, J=0. 8Hz) . 

gMffl 426 
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N-{6-f2-(3, 5-i?-tH 3 :/5vU-4-b Fp *f-j/-7 S~Mrgz±jE: y-^-^vKl-7-^ 
$ 7 -6. 7- U'p -5H- fc° p P T3, 4-b] b" j) v ; >-2-^ /W} -N-^^-^-Tir h7$ 

1H-NMR (DMS0-d6) 8 : 

1. 10 (3H, t, J=7. 0Hz), 1. 34(18H, s), 2. 07 (3H, s), 3. 9l(2H, q, J=7. 0Hz), 4. 81(2H, s), 
5. 29 (2H, s) , 7. 54 (2H, s) , 7. 85 (1H, d, J=8. 2Hz) , 8. 27 (1H, d, J=8. 2Hz) . 
MS:ra/e(ESl)465. 2(MH+) 
MMM 427 

N-{2-m 3 :/^vV-4-[2-(7-^ $ y-2-p< f;l/-5, 7-S?fc Kn-fcf n P [3, 4-bl fc° J 2 
1H-NMR (DMS0-d6) 5 : 

1. 44 (9H, s) , 2. 69 (3H, s) , 4. 88 (2H, s) , 5. 57 (2H, s) , 7. 53-7. 58 (1H, m) , 7. 72 (1H, d, J= 
8. 0Hz) , 7. 82-8. 00 (2H, m) , 8. 18 (1H, d, J=8. 0Hz) . 
MMffl 428 

7-M 3 ^^-/U-5-r2-5-^c h ^js-i-j g y-6-y f;^;W^^/W. 3-^fc Ko- 
1H-NMR (DMS0-d6) 5 : 

1. 42 (3H, t, J=6. 8Hz) ,1.51 (9H, s) , 2. 83 (3H, d, J=4. 8Hz) , 3. 93 (3H, s) , 4. 29 (2H, q, J= 
6. 8Hz) , 4. 89 (2H, s) , 5. 61 (2H, s) , 7. 55 (1H, d, J=l. 2Hz) , 7. 95 (1H, d, J=l. 2Hz) , 7. 97 ( 
1H, s) , 8. 18-8. 22 (1H, m) , 8. 44 (1H, s) , 8. 58 (1H, s) . 
MS : m/e (ESI) 506. 2 (MH+) 
Mifcffl 429 

S-m 3 -^7U-6-r2-5-J: h 3ri^-W $ 7-6-^ 3-^t: Kp- 

-y y-r > K—/^-2-^^)-;r-fr^/H -2.3-^1: Kp-^<^y~ri.4i a- 

-2or3-;fr^4?^gg f3^f;l/ J^fyK-feftlakagifeifi 
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1H-NMR (DMS0-d6) 5 : 

1. 41 (9H, s) , 1, 43 (9H, s) , 1. 44 (3H, t, J=7Hz) , 2. 84 (3H, d, J=5Hz) , 4. 25-4. 35 (1H, ra) , 
4. 30 (2H, q, 

J=7Hz) , 4. 51-4. 57 (1H, m) , 4. 85 (2H, s) , 5. 30-5. 34 (1H, m) , 5. 46 (2H, s) , 7. 46 (1H, d, J 
=3Hz) , 7. 52 (1H, d, J=3Hz) , 7. 55 (1H, s) , 8. 21 (1H, q, J=5Hz) , 8. 58 (s, 
1H) , 9. 22 (1H, brs) , 9. 85 (1H, brs) . 
MMffl 430 

2- [2- 3 b Fpjf- >>-5-^ h ^ y =l/U) y-J^/kl -6- 

lH-NMR(DMS0-d6) 5 : 

1. 40 (9H, s) , 1. 45 (3H, t, J=7Hz) , 3. 89 (3H, s) , 4. 30 (2H, q, J=7Hz) , 4. 86 (2H, s) , 5. 50 ( 
2H, s), 7. 47 (1H, s), 7. 55 (2H, s), 7. 71 (1H, s), 7. 78 (1H, s), 8. 64 (1H, s). 
431 

2- [2-(3-j5 3 -f^)V-^-^ $^^)\s-7±~/VT % ^~M-2-j>r*:y-^=f- 
lH-NMR(DMSO-d6) 5 : 

1. 38-1. 46 (12H, m) , 3. 27 (3H, s) , 4. 29 (2H, q, J=7. 2Hz) , 4. 87 (2H, s) , 5. 51 (2H, s) , 7. 5 

3- 7. 60 (2H, m) , 7. 68-7. 72 (1H, m) , 7. 76-7. 81 (1H, m) , 7. 86-7. 91 (1H, ra) , 8. 00 (1H, s) , 
8. 64 (1H, s) , 8. 93 (1H, brs) , 9. 22 (1H, brs) . 

MS : m/e (ESI) 487. 2 (MH+) 
432 

l-(3~ P ^yf;^-5-ifM- fa Rp *r*y-^7 s ^/U) -2- (3-J^ h 3r ^-7— f $ 
y-2,4-v^ f=7P-5. 7-S? K d - f p n [3, 4-b] 1^ y i?y-6-^ -x y y ; M 



420 



WO 02/085855 



PCT/JF02/03961 



1H-NMR (DMS0-d6) 5 : 

1. 151 (3H, t, J=7. 6Hz) , 1. 393 (3H, t, J=6. 8Hz) , 1. 46-1. 82 (6H, ra) , 1. 94-2. 03 (2H, tn) , 

2. 311 (3H, s) , 2. 579 (3H, s), 2. 662 (2H, q, J=7. 6Hz), 3. 054 <3H, s) , 3. 988 (2H, q, J=6. 8 
Hz) , 4. 820 (2H, s) , 5. 503 (2H, s) , 7. 630 (1H, d, J=2. OHz) , 7. 673 (1H, d, J=2. OHz) , 9. 32 
4(1H, s),9. 454 (1H, s). 

HJ&^iJ 433 

2- [2- (3-^ 3 P^V^yl^-4-t: KP^±^^E^dl^~^±Zz^^: 

/V]-6-J- h ^^-3-^ g y-2, 3-v^ Kp-IH-^T y^f ^ K-/W5-^/U^yj^ g; 

lH-NMR(DMS0-d6) 5 : 

1. 392 (9H, s) , 1. 37-1. 43 (3H, ra) , 1. 40-1. 84 (6H, m) , 1. 96-2. 06 (2H, m) , 2. 822 (3H, d, J 
=4. 4Hz) , 4. 276 (2H, q, J=6. 8Hz) , 4. 835 (2H, s) , 5. 473 (2H, s) , 7. 530 (1H, s) , 7. 709 (1H 
, s) , 7. 690 (1H, s) , 8. 18-8. 24 (1H, m9, 8. 545 (1H, s) . 
MMW 434 

l-(3-ff£ 3 P^^^-/^-4-h Kp#^-7 ji=i/V)-2-(3-J. 

4-^ f;>-5, 7- v' Ko-b'P P f3. 4-b] b° J g£ y-6-4 /V)-^.? Sis; 

lH-NMR(DMS0-d6) 5 : 

1. 391 (9H, s) , 1. 37-1. 43 (3H, ra) , 1. 40-1. 85 (6H, m) , 1. 96-2. 07 (2H, m) , 2. 311 (3H, s) , 

2. 578 (3H, s) , 3. 987 (2H, q, J=7. 6Hz) , 4. 807 (2H, s) , 5. 495 (2H, s) , 7. 683 (1H, s) , 7. 70 
7(1H, s). 

MMffl 435 

l-(3, 5-^-S 3 rf^JV-A-M FP^V-y^— /l-)-2-(5-^ h=ar->-6-7/^P-l- 

-Y % y-7-y h»'>-i.3-i ?M Kp-^C y^l/ K— /u-2-^f /u) -3i » y 
1H-NMR (DMS0-d6) 5 : 

1. 40 (3H, t, J=7. OHz), 1. 41 (18H, s), 4. 05 (3H, d, J=3. OHz), 4. 22 (2H, q, J=7. OHz), 4. 7 
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1 (2H, s) , 5. 45 (2H, s) , 7. 24 (1H, d, J=6. 0Hz) , 7. 75 (2H, s) , 7. 60 (1H, d, J=7. 0Hz) , 7. 75 
(2H, s), 8. 04(1H, d, J=ll. 0Hz). 
MS : m/e (ESI) 47 1. 2 (MH+) 
MMW 436 

1- Q.&-SHB 3 KtadF-^-7 3i^»-2-(7-^' 5 7-3-7°^ fcT/W5. 7- 
jgfc Fp-b°pn[3, 4-bl b° y g? gx-W yu) - J- 9 / > ; &f tefcM&ML 

1H-NMR (DMS0-d6) 5 : 

0. 92 (3H, t, J=5. OHz) , 1. 41 (18H, s), 1. 67 (2H, dd, J=5. 3, 5. 0Hz) , 2. 77 (2H, t, J=5. 3Hz 
) 4. 88 (2H, s) , 5. 54 (2H, s) , 7. 78 (2H, s) , 8. 08 (1H, brs) , 8. 12 (1H, brs) , 8. 77 (1H, s) , 9 
. 40 (1H, brs), 10. 02 (1H, brs) . 

MS : m/e (ESI) 422. 2 (MH+) 
!£5£09 437 

2- (2-T$ y-7->f 3 y-5.7-S?fc Kn-tfpp [3, 4-b] fa" U v^-6-^r ;U)-l-(3. 5- 
1H-NMR (DMSO-d6) 6 : 

1. 41 (18H, s), 4. 64 (2H, s), 5. 49 (2H, s), 6. 53 (2H, s), 6. 86 (1H, d, J=8. 6Hz), 7. 76 (2H, 
s) , 7. 78 (1H, d, J=8. 6Hz) , 9. 4a(lH, s) . 

MS: m/e (ESI) 395. 1(MH+) 
MMM 438 

6-J: ye^ ^ 7 -2- [2- (4-* h ^r^-3- h V V Vtofr P 7 f/W7x-/V)-2-j- 

$-y-^=7-M-2, 3-v^t: Ko-IH— f y-Y V K— /WS-^/yl^^jfe 7^vKT$ K;-ft 

lH-NMR(DMSO-d6) 5 : 

1. 42 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 02 (3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 87 
(2H, s), 5. 51 (2H, s) , 7. 49 (1H, d, J=8. OHz) , 7. 54 (1H, s),8. 17 (1H, s) , 8. 20-8. 22 (1H, 
m) , 8. 29 (1H, d, J=8. OHz), 8. 57 (1H, s) . 
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MS:m/e (ESI) 450. 1(MH+) 
MMM 439 

2- (2-Biphenyl-3-y 1-2-oxo-ethy 1) -6-ethoxy-3-imino-2, 3-dihydro-lH-isoindol 
e-5-carboxylic acid methylamide; hydrobromide 
lH-NMR(DMS0-d6) S : 

1. 44 (3H, t, J=7z) , 2. 85 (3H, d, J=5Hz) , 4. 31 (2H, q, J-7Hz) , 4. 92 (2H, s) , 5. 64 (2H, s) , 

7. 42-7. 48 (1H, m) , 7. 51-7. 58 (3H, m) , 7. 71-7. 80 (3H, m) , 8. 00-8. 08 (2H, m) , 8. 23 (1H, 
q, J=5Hz) , 8. 27-8. 29 (1H, m) , 8. 60 (1H, s) . 

MMM 440 

6- J. h^rv— 3-^f $ y-2-[2-^-=3ry-2-(3- h V ? ^jV-'y ^z=-fV)-zx-J- 

jv\-2, 3-i^t: Kn-iH-^f y^y K-/v-5-^/v^y|S ^^vuxs: K;-Hfts?taffift 

1H-MIR (DMS0-d6) 6 : 

1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3H, d, J=4. 8Hz), 4. 28 (2H, q, J=7. 2Hz) , 4. 90 (2H, s) , 5. 62 
(2H, s) , 7. 56 (1H, s) , 7. 87 (1H, t, J=8. 4Hz) , 8. 12 (1H, d, J=8. 0Hz) , 8. 19-8. 23 (1H, m) , 

8. 28 (1H, s) , 8. 31 (1H, d, J=8. 0Hz) , 8. 57 (1H, s) . 
MS:m/e(ESI)420. 1(MH+) 

MMM 441 

({3-M 3 ^/U-5-[2-5-Ji h^rjy-l-sf ^ 'tJk^Jk^f^dJkzL 3-i K 

g— < y^f > En ^-2-^/w)-T-fe^/^3-2-t: Kp j f-v"-7x^;H-y f ;l/-7 $ 

1H-NMR (DMS0-d6) 5 : 

1. 41 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 75 (3H, s) , 2. 84 (3H, d, J=4. 4Hz) , 3. 71 (2H, s) , 4 
. 30 (2H, q, J=7. 2Hz) , 4. 86 (2H, s) , 5. 47 <2H, s) , 7. 55 (1H, s) , 7. 66 (1H, d, J=l. 2Hz) , 7. 
84 (1H, d, J=l. 2Hz) , 8. 22 (1H, q, J=4. 4Hz) , 8. 58 (1H, s) , 9. 22 (1H, s) , 9. 85 (1H, s) . 
442 
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2-[2-(3-^3 :/^/W4-t: Kp=¥->-5-^ h^rv^-^^— /V)-2-^-=3ry-Jl5 : •^]-6- 
lH-NMR(DMS0-d6) 5 : 

1. 40 (9H, s) , 2. 80 (3H, d, J=4. 4Hz) , 2. 94 (6H, s) , 3. 89 (3H, s) , 4. 76 (2H, s) , 5. 45 (2H, s 
) , 7. 17 (1H, s) , 7. 45 (1H, d, J=2. 0Hz) , 7. 54 (1H, J=2. 0Hz) , 8. 09 (1H, s) , 8. 38 (1H, m) , 8 
. 97 (1H, s) , 9. 54 (1H, s) , 9. 66 (1H, s) . 
MM&l 443 

l-(3-M 3 -ff-iV-l-yi Kp#V-5-^ j.~^)-2-(3-J^ h =fr'>--7-Y 5 J 

-2. 4-^7 ^U-5, 7-S?t: Ko-bTn g [3. 4-b] b° V j J 

lH-NMR(DMS0-d6) 5 : 

1. 20-1. 50 (12H, m) , 2. 31 (3H, s) , 2. 58 (3H, s) , 3. 87 (3H, s) , 3. 99 (2H, q, J=6. 8Hz) , 4. 8 

3 (2H, s) , 5. 52 (2H, s) , 7. 44 (1H, s) , 7. 53 (1H, s) , 9. 33-9. 48 (1H, m) , 9. 67 (1H, s) , 9. 80 

-9. 92 (1H, m) . 

MS : tn/e (ESI) 426. 2 (MH+) 

l^fiSM 444 

l-(3, 5-^-^ 3 ^f^4-b Kg =3rV-7 ^ =-M -2- (5-W ^ y-2-j* 7- 
1H-NMR (DUSO-d6) 5 : 

1. 42 (18H, s) , 2. 61 (3H, s) , 4. 90 (2H, s) , 5. 55 (2H, s), 7. 03 (1H, s) , 7. 77 (2H, s) , 8. 40 ( 
1H, s), 10. 04(lH,brs). 
MS:m/e(ESI)434. 2(MH+) 
MM&i 445 

{2-m 3 :/?vU-4-r2-(5. 6-v^ h*r-y-l-7 ;V*u-l-' { $ y-i, Ko-^f V 
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1H-NMR (DMS0-d6) 5 : 

1. 28 (3H, t, J=7. 0Hz) , 1. 40 (9H, s) , 1. 40 (3H, t, J=7. 0Hz) , 4. 10 (2H, q, J=7. OHz) , 4. 21 
(2H, q, J=7. OHz) , 4. 79 (2H, s) , 4. 88 (2H, s) , 5. 47 (2H, s) , 7. 06 (1H, d, J=8. 5Hz) , 7. 32 ( 
1H, s) , 7. 85 (1H, s) , 7. 88 (1H, d, J=8. 5Hz) . 
5 ^M&l 446 

{2-^ 3 :/5v^-4-[2-(5-^ hdf-S/-4-7yV^-n-l-W 5V-6-;* f^rv^^7^4?=/W 



1H-NMR (DMS0-d6) 5 : 

10 1. 33 (3H, t, J=7. OHz) , 1. 40 (9H, s) , 3. 72 (3H, s) , 4. 25 (2H, q, J=7. OHz) , 4. 89 (2H, s) 4. 

91 (2H, s), 5. 47 (2H, s), 7. 07 (1H, d, J=8. OHz), 7. 85 (1H, s) , 7. 89 (1H, d, J=8. OHz), 8. 4 
6(1H, s),9. 30 (1H, s). 
HJS#iJ 447 

6- f 2- (3. 5- V-Wi 3 •7 ? ^/W4- fc KP^f^-7x =-M Zjt^^LZzE: tJkH ~ 3-J: h 
15 y--7-^ $ 7-6. 7-S?fc Fn-SH-tf p p [3, 4-b] b°U g^^g^jMj^M^ f2kZ § 

lH-NMR(DMS0-d6) 5 : 

» 

1. 35 (3H, t, J=7. OHz), 1. 41 (18H, s) , 2. 77 (3H, d, J=4. 2Hz) 4. 25 (2H, q, J=7. OHz) , 4. 87 
(2H, s) , 5. 52 (2H, s) , 7. 76 <2H, s) , 7. 99 (1H, s) , 8. 07 (1H, s) , 8. 53 (1H, brq, J=4. 2Hz), 
20 9. 40 (1H, brs) , 9. 95 (1H, brs) . 

MS:m/e(ESl)481. 2(MH+) 
448 

l-(3. 3 ^g^kl±Jg Kp j=^)-2-(2-S?3^vVT g_Z^Zzd! § ^ 

-5. 7-v?fc Kn-b°P p [3, i-bl^ V M~=^^ J S^-BrftSfraEIMft 
25 1H-NMR (DMS0-d6) 8 : 

1. 13(6H, t, J=6. 8Hz), 1. 42(18H, s), 3. 60(4H, q, J=6. 8Hz), 4. 65(2H, s), 5. 50 (2H, s), 
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7. 01 (1H, d, J=8. 8Hz) , 7. 77 (2H, s) , 7. 84 (1H, d, J=8. 8Hz) , 9. 28 (1H, s) . 
MS:m/e(ESI)451. 3(MH+) 

2-[2-(3-f 3^;M-b KP^rv'-5-^ h ft^zZ x-^-M-Z-**? y-Ji^Vl/] -6- 
1H-NMR (DMS0-d6) 5 : 

1. 32 (3H, t, J=6. 8Hz) , 1. 38 (9H, s) , 2. 82 (3H, d, J=4. 8Hz) , 3. 88 (2H, s) , 4. 29 (2H, q, J= 
6. 8Hz) , 4. 99 (2H, s) , 5. 51 (2H, s) , 7. 46 (1H, s) , 7. 53 (1H, s) , 8. 29 (1H, s), 8. 36-8. 43 ( 
1H, m) . 

MS : m/e (ES I) 472. 2 (MH+) 
UttHH 450 

{2-|g 3 T2- (5- J- h^v--4-^/^p-i— f ^ y-e-^^/v^/w^^/i^ 

-1, Ko->f >: K— ;v-2-^^)-7^f^1-7xy dF-^}-iafe;4B-Yb^c* 

1H-NMR (DMS0-d6) 8 : 

1. 33 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 29 (2H, q, J=6. 8Hz) , 4. 89 (2H, s) , 5. 00 
(2H, s) , 5. 48 (2H, s) , 7. 08 (1H, d, J=8. 4Hz) , 7. 86 (1H, d, J=2. 4Hz) , 7. 89 (1H, dd, J=2. 4 
, 8. 4Hz), 8. 29 (1H, s), 8. 36-8. 41 (1H, m) , 9. 47 (1H, s) , 10. 04 (1H, s) . 
MS: m/e (ESI) 500. 2(MH+) 

mmw 451 

l-(8-m 3 :^/U-2.3-S?fc KP-^y^[l.ti^t^W-M^)-2-(7->f S: / 
-2- * gyj^ h Kn-tfpp [3. 4-b] fc° U ^-6— f AO - ^ J V ; compound 



1H-NMR (DMS0-d6) 5 : 

1. 41 (9H, s) , 1. 44 (9H, s) , 2. 68 (3H, s) , 4. 27-4. 32 (1H, m) , 4. 52-4. 57 (1H, m) , 4. 86 (2H 
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10 



15 



20 



25 



, s) , 5. 30-5. 35 (1H, m) , 5. 53 (2H, s) , 7. 46 (2H, d, J=2Hz) , 7. 52 (1H, d, J=2Hz) , 7. 72 (1H 
, d, J=8Hz) , 8. 33 (1H, d, J=8Hz) . 
MMffl 452 

{3-g| 3 KP 3 rv'-5-[2-(7->f $ ;W5 t 7-^t: Kp-^pp 

[3, 4-b] \f y i^^-6->f /U)-T-b^-/V]-7 ^ / apS'l-iEifc ^ f-^/j^y^j^ldc 



1H-NMR (DMS0-d6) 6 : 

1. 41 (9H, s) , 2. 69 (3H, s) , 3. 72 (3H, s) , 4. 86 (2H, s) , 4. 93 (2H, s) , 5. 53 (2H, s) , 7. 41 (1 

H, d, J=lHz) , 7. 57 (1H, d, J=lHz, ) , 7. 72 (1H, d, J=8Hz) , 8. 17 (1H, d, J=8Hz) . 
MMM 453 

{Z-m 3 ^/^-5-[2-5-Ji h ftkzlld. g Z -6-^ f^^jjWj b Kp 
1H-NMR (DMSO-d6) 5 : 

I. 41 (9H, s) , 1. 43 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 3. 73 (3H, s) , 4. 30 (2H, q, J=7z) , 
4. 86 (2H, s) , 4. 93 (2H, s) , 5. 47 (2H, s) , 7. 42 (1H, s) , 7. 55 (1H, s) , 7. 57 (1H, s) , 8. 21 (1 

H, q, J=5Hz) , 8. 58 (1H, s) . 
MMffl 454 

l-(3-H 3 ^f;M-b Kp»^-5-^ ^=/V)-2-(7-^ S: gvU 

-5. fc Rn-fcfP p [3, 4-b] tf U v^-e-^ - J. ^ 7 -^^b7K^^^ 
lH-NMR(DMSO-d6) 6 : 

I. 41 (9H, s) , 2. 69 (3H, s) , 3. 90 (3H, s) , 4. 88 (2H, s) , 5. 58 (2H, s) , 7. 47 (1H, d, J=2Hz) , 
7. 55 (1H, d, J=2Hz) , 7. 73 (1H, d, J-8Hz), 8. 18 (1H, d, J=8Hz) . 

%mm 455 

3~(3-ig 3 -?J-/U-5-\2-5-^Y*%/-\-s( $ y-6-p< f/U^iyW^^Wl, 3-v^t: K 
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1H-NMR (DMS0-d6) 6 : 

1. 41 (9H, s) , 1. 43 (3H, t, J=7Hz) , 2. 52 (2H, t, J=8Hz) , 2. 85 (3H, d, J=5Hz) , 2. 97 (2H, t, 
J=8Hz) , 3. 62 (3H, s) , 4. 30 (2H, q, J=7Hz) , 4. 85 (2H, s) , 5. 44 (2H, s) , 7. 55 (1H, s) , 7. 71 
5 (1H, s) , 7. 73 (1H, s) , 8. 22 (1H, q, J=5Hz) , 8. 58 (1H, s) . 

MMffl 456 

8-gj 3 ^^V-6-r2-(7-^ $ 7-2-^ ^yV-5, 7-^t: Kp-^p p [3,4-b] b° jj 
-6->T/^)-T-te^-A']-2.3-^t: Kp-^V'/ [1. 4] i^^-^ri^^-2or3-^;^^^Mft; fc 

10 lH-NMR(DMSO-d6) 5 : 

1. 43 (9H, s) , 2. 69 (3H, s) , 4. 31-4. 37 ( 1H, m) , 4. 51-4. 57 (1H, in) , 4. 87 (2H, s) , 5. 30-5. 
35 (1H, m) , 5. 52 (2H, s) , 7. 45 (1H, s) , 7. 52 (1H, s) , 7. 73 (1H, d, J=8Hz) , 8. 17 (1H, d, J=8 
Hz) ,9. 52 (1H, s),9. 97 (1H, s). 
Hi&M 457 

15 l-(3. S-i?-m 3 ^f/M-b KP^'>-7x^)-2-(3--f ^ ffV—yW-W^ *? 

$ J -2.-* f;l/-5, 7-v ? t: KP-tfP g [3, 4-bl V-6--Y M^Ej Z 

1H-NMR (DMSO-d6) 5 : 

1. 33 (18H, s) , 2. 64 (3H, s) , 4. 73 (2H, s) , 5. 26 (2H, s) , 5. 47 (2H, s) , 6. 99 (1H, s) , 7. 20 ( 
20 1H, s) , 7. 50 (3H, brs) , 7. 77 (1H, s) . 

M 458 

6-[2-(3-||3 :/5vW4-fc Kp ^$/-6-^ h^fi^-7^^^)-2-^-^-y-J.^Vl-3- 
J. h 3^-7-^ $ y -6. 7- fc K P-5H- faT g g [3, 4-b] fc° U v^^-^l^ff^T* ^" 

25 1H-NMR (DMSO-d6) 8 : 

1. 35 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 2. 77 (3H, d, J=4. 0Hz) , 3. 87 (3H, s) , 4. 24 (2H, q, J= 
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7. 0Hz) , 4. 88 (2H, s) , 5. 54 (2H, s) , 7. 44 (1H, s) , 7. 52 ( 1H, s) , 8. 00 (1H, s) , 8. 52 (1H, br 
q, J=4. 0Hz) , 9. 45 (1H, brd, J=8. OHz) , 9. 67 (1H, s) , 9. 94 (1H, brd, J=8. OHz) . 
MMffl 459 

{2-m 3 :/^vU-4-[2-(3-J: h ftkzLd % J ~2r* f/l/j>>/^>f;H, 7-y?fc K 
1H-NMR (DMSO-d6) 5 : 

1. 35 (3H, t, J=6. 9Hz) , 1. 39 (9H, s) , 2. 77 (3H, d, J=4. OHz) , 4. 23 (2H, q, J=6. 9 Hz) , 4. 83 
(2H, s) , 4. 88 (2H, s) , 5. 55 (2H, s) , 7. 05 (1H, d, J=7. 7Hz) , 7. 85 (1H, s) , 7. 88 (1H, d, J=7 
. 7Hz) , 7. 98 (1H, s) , 8. 56 (1H, brq, J=4. OHz) , 9. 95 (1H, s) . 
^MM 460 

2-% 3 ^^/M- [2-5- {s ^i^W $ 7-6-^ ^vl^/W^^/u-i, 3-S?fc Ko- 
1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 83 (3H, d, J=4. 8Hz) , 3. 86 (3H, s) , 4. 28 (2H, q, J= 
7. 2Hz) , 4. 87 (2H, s) , 5. 51 (2H, s) , 7. 54 (1H, s) , 7. 55 (1H, d, J=8. OHz) , 7. 91 (1H, d, J=8 
. OHz) , 8. 06 (1H, s) , 8. 20 (1H, q, J=4. 8Hz) , 8. 57 (1H, s) . 
MS : m/e (ESI) 466. 2 (MH+) 
MMWl 461 

{2- [2- (3, 5-^-^ 3 Zf^ju-A-H KP^V--^3i^^)-2-^-dry-J-^-/^l-5-^c K 
lH-NMR(DMS0-d6) 5 : 

1. 46 (3H, t, J=7. 2Hz), 1. 47(18H, s), 2. 07 (3H, d, J=0. 4Hz), 3. 01 (3H, d, J=4. 4Hz), 4. 3 
5(2H, dq, J=l. 2, 6. 8Hz), 4. 73 (3H, s), 4. 90 (1H, s), 5. 13 (2H, s), 5. 83 (1H, s), 7. 88 (2H 
, s),8. 63 (1H, s). 
MS:m/e (ESI) 582. 3 (MH+) 
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MMffl 462 
lH-NMR(DMS0-d6) 5 : 

5 1. 322 (9H, s) , 1. 405 (3H, t, J=6. 8Hz) , 2. 90 (2H, s) , 4. 20-4. 32 (2H, m) , 4. 869 (2H, s) , 5 

. 533 (2H, s) , 7. 45-7. 58 (2H, m) , 7. 75-7. 86 (2H, m) , 7. 972 (1H, s) , 8. 18-8. 22 (1H, m) , 8 
.547(lH,d, J=1.2Hz). 
MMffl 463 

2-[2-(3-f| 3 ^^W5-^^/W7^^/^)-2-^-^y-^^/^]-6-^ h^rv^-3-^ ^ 

io y-2. 3-v?fa kp-ih—t y^r ^ k— /u-5-^7^^^^7 fvur h*;^k7kmmm. 

lH-NMR(DMS0-d6) 5 : 

1. 215 (3H, t, J=7. 6Hz) , 1. 317 (9H, s) , 1. 408 (3H, t, J=6. 8Hz) , 2. 700 (2H, q, J=7. 6Hz) , 

2. 821 (3H, d, J=4. 8Hz) , 4, 276 (2H, q, J=6. 8Hz) , 4. 863 (2H, s) , 5. 517 (2h, s) , 7. 470 (1H 
, s) , 7. 531 ( 1H, s) , 7. 612 (1H, s) , 7. 679 (1H, s) , 7. 799 (1H, s) , 8. 19-8. 22 (1H, m) . 

15 MMffl 464 

l-(3.5-S?-% 3 Kp Jri/-7i=^)-2-{7-< ^ /-2-^/U7j- J y 

-5, 7-i^h KP-bT p p T3. 4-b] b° U i?>-6-J/U)-^<? 7 Vi-ft^Tk^^ 
lH-NMR(DMS0-d6) 5 : 

1. 41 (18H, s) , 3. 64 (4H, t, J=4. 6Hz), 3. 72 (4H, t, J=4. 6Hz) , 4. 70 (2H, s) , 5. 51 (2H, s) , 
20 7. 26 (1H, d, J=8. 8Hz), 7. 76 (2H, s) , 7. 94 (1H, d, J=8. 8Hz) , 9. 45 (1H, s) . 

MS:m/e(ESI)465. 2 (MH+) 
$zMM 465 

4-{6-[2-(3,5-v ? -g| 3 :/^vU-4-fc H'P *t 9 S--7 y-3^/V]-7->f 
;;-6,7-i^h KP-5H-fc°PPr3.4-b]fc° U ^^-^/M-fc'^v^-l-^/V^V 

1H-NMR (DMS0-d6) 5 : 
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1. 41 (27H, s) , 3. 44 (4H, t, J=4. 8Hz) , 3. 68 (4H, br) , 4. 70 (2H, s) , 5. 51 (2H, s) , 7. 27 (1H 
, d, J=8. 8Hz) , 7. 76 (2H, s) , 7. 94 (1H, d, J=8. 8Hz) , 9. 46 (1H, s) . 
MS:m/e(ESI)564. 4(MH+) 
MMM 466 

6-[2-(3, 3 ^f/M-b Kp ji^/^)-2-^-^ry-3i^V]-2-^ h^r 

->-5— -f $ 7-6, 7-v?b: KP-5H-h:° P P T3. 4-b] h° V /UtfyM * gvl>Z 

lH-NMR{DMS0-d6) 5 : 

1. 32-1. 48 (12H, m) , 2. 80-2. 87 (3H, m) . 4. 58 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 47 (2H, s 
) , 7. 77 (2H, s) , 8. 25-8. 33 (1H, m) , 8. 93 (1H, s) , 9. 30-9. 38 (1H, m) , 9. 95-10. 02 (1H, ro) 

MS:m/e(ESI)481. 2(MH+) 
HtSM 467 

1- O.s-v'-gl 3 K P ^ x -2- $ y -2- ^ 7 v' y-l- 
^ ;t^5, 7- fc K p - b° P P [3. 4-b] b° V i? V-6-^T /W) -J t» J Is I 2 jftiftjft 
1H-NMR (DMS0-d6) 5 : 

1. 42 (18H, s) , 3. 19 (4H, br) , 3. 93 (4H, t, J=4. 8Hz) , 4. 72 (2H, s) , 5. 58 (2H, s) , 7. 35 (1H 
, d, J=8. 8Hz) , 7. 78 (2H, s) , 8. 00 (1H, d, J=8. 8Hz) , 8. 07 (1H, s) , 9. 36 (2H, br) , 9. 51 (1H 
,s),9. 60(lH,s). 
MS:m/e(ESI)464. 2(MH+) 
MMM 468 

2- {2-^ 3 ^/U-4- f2-5--^ h W $ 7-6-7* f;l/^/W^^;V-l, 3-v?t: K 

p V -l 1 y K-;v-2-^ -7 1 f/H - 7 x y v 1 ) -2- ^ f /i^t 1 a ^ ygg fg 3 

1H-NMR (DMS0-d6) 5 : 

1. 35 (9H, s) 1. 39 (9H, s) 1. 41 (3H, t, J=7. 2Hz) 1 . 65 (6H, s) 2. 82 (3H, d, J=4. 8Hz) 4. 27 (2 
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H, q, J=7. 2Hz) 4. 84 (2H, s) 5. 43 (2H, s) 6. 68 (1H, d, J=8. 8Hz) 7. 52 (1H, s) 7. 86 (1H, d, J= 
8. 8Hz) 7. 87 (1H, s) 8. 19 (1H, q, J=4. 8Hz) 8. 55 (1H, s) . 

MS:m/e(ESI)566. 4(MH+) 
469 

2-{2-g| 3 7^vW4-[2-5-^ fc v- W ^ 7 -6-p< f 3-v?fc: K 

1H-NMR (DMS0-d6) 6 : 

I. 34-1. 46 (12H, ra) , 1. 66 (6H, s) , 2. 82 (3H, d, J=4. 8Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 84 (2 

H, s) , 5. 45 (2H, s) , 6. 73 (1H, d, J=8. 8Hz) , 7. 53 ( 1H, s) , 7. 85 (1H, d, J=8. 8Hz) , 7. 87 (1H 
, s) , 8. 19 (1H, q, J=4. 8Hz) , 8. 56 (1H, s) , 9. 25 <1H, brs) , 9. 86 (1H, brs) . 
MS:m/e(ESI)510.2(MH+) 

MMM 470 

ffiM 2-[2-(3, 5-S?-fB 3 :/?VU-4-b: Ko= 3 rv > -> , ^^:/U)-2-^-^-y-^^-/Ul-5- 
1H-NMR (DMS0-d6) 5 : 

I. 47 (3H, t, J=8. 2Hz), 1.48(18H, s), 2. 18 (3H, s),3. 02 (3H, d, J=5. 2Hz),4. 22 (2H, q, J 
=8. 2Hz) , 5. 13 (2H, ABq, J=16, 0Hz) , 5. 86 (1H, s) , 5. 89 (2H, s) , 7. 87 (2H, s) , 8. 46 (1H, s 
). 

MS:m/e(ESI)614. 3(MH+) 
MMffl 471 

2,2-^5^-^0 t°*>m. 2-[2-(3, 3 -f?-;V-A-\i Kp^'>-7x^ 

/^)-2-^-^ry-Ji^/Vl-5-J: h dp i^-4- 7 p -6- ^ gvV^/W^g^ /V-2. 3-^1: 

Rp— Y y^f^ vw- lzd yfv^/^^-Y ^jhjtSoLf^^E^ZZk 
lH-NMR(DMS0-d6) 6 : 
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1. 20, 1. 23 (9H, each 

s) , 1. 47 ( 18H, s) , 1. 48 (3H, t, J=6. 8Hz) , 3. 02 (3H, d, J=4. 8Hz) , 4. 41 (2H, q, J=6. 8Hz) , 
4. 87 (2H, s) , 5. 63 (2H, s) , 5. 87 (1H, s) , 5. 88 (2H, s) , 7. 87, 7. 89 (1H, each s) . 
MS : m/e (ESI) 656. 4 (MH+) 
$zt&M 472 

3-{2-jj 3 ^/W4-f2-5-Ji K dpjx-W $ J -6-^t 9vU;ft/W-^^yP-l, 3-S?b K 
1H-NMR (DMS0-d6) 5 : 

1. 34-1. 43 (12H, ra) , 2. 82 (3H, d, J=4. 8Hz), 3. 67 (3H, s) , 4. 28 (2H, q, 7. 2Hz) , 4. 86 (2H, 
s) , 5. 49 (2H, s) , 7. 43 (1H, d, J=8. 8Hz) , 7. 54 (1H, s) , 7. 87 (1H, d, J=12Hz), 7. 92-8. 02 ( 
3H, m) , 8. 17-8. 23 (1H, m) , 8. 56 (1H, s) . 
MS : m/e (ESI) 508. 2 (MH+) 
mtfeWi 473 

3-{2-H 3 :/9vV-4-[2-5-^ fc =3f-iy-l-W 5: J -6-;* ^VV^W^-f A--1. 3-3? K 
1H-NMR (DMSO-d6) 5 : 

1. 32 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 2. 89 (2H, t, J=6. 4Hz) , 3. 62 
(3H, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 36 (2H, t, J=6. 4Hz) , 4. 84 (2H, s) , 5. 45 (2H, s) , 7. 19 ( 
1H, d, J=8. 8Hz) , 7. 53 (1H, s) , 7. 83 (1H, s), 7. 91 (1H, d, J=8. 8Hz) , 8. 19 (1H, q, J=4. 8Hz 
),8. 55 (1H, s). 
MMffl 474 

{4-f2-5-J- Y*czs-l-s{ g; f ^/W^^^;Wl,3-^b KM ^ K— 

/i— 2-Y ^)-7t gv>] -2 . 6- is ^ h*r is- ~7 a^J^ris} -Sft £E±^E: x ZJt : 

7k 
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lH-NMR(DMS0-d6) 5 : 

1. 19 (3H, t, J=7. 2Hz) ,1.41 (3H, t, J=7. 2Hz) , 2. 82 <3H, d, J=4. 8Hz) , 3. 85 (6H, s) , 4. 14 
(2H, q, J=7. 2Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 69 (2H, s) , 4. 86 (2H, s) , 5. 55 (2H, s) , 7. 3 1 ( 

2H, s) , 7. 53 (1H, s) , 8. 16-8. 23 (1H, m) , 8. 56 (1H, s) , 9. 39 (1H, brs) , 9. 91 (1H, brs) . 

MS:m/e(BSI)514. 3(MH+) 

MMM 475 

{2-m 3 ^A^4-[2-(l-^ § y-5,7-iS* h3^-1.3-S?fc jjgzdliddLkl£r^ 

-2-^^v)-T-fe^-^]-7 ji/^r'»-f^^; h ]) 7;vtPili 

1H-NMR (DMS0-d6) 5 : 

1. 40 (9H, s) , 3. 89 (3H, s) , 3. 97 (3H, s) , 4. 71 (2H, s) , 4. 87 (2H, s) , 5. 40 (2H, s) , 6. 75 (1 

H, s), 6. 91 (1H, s) , 7. 07 (1H, d, J=8. 8Hz) , 7. 85 (1H, s) , 7. 87 (1H, d, J=8. 8Hz) , 8. 45 (1H 
, brs) , 9. 08 (1H, brs) . 

MS : m/e (ESI) 441. 1 (MH+) 
2zt&&l 476 

3-{6-[2-(3-fg 3 /fTM^b f a — M -Z-yt 3r y-J^ 

$7-6. 7-S?fc Kc-5H-tf P P [3, 4-b] \l° ]) i?^-2-J M-2-* tJkzZA 

d jut $ k ^itTkmmm, 

1H-NMR (DMSO-d6) 5 : 

I. 36 (9H, s) , 2. 32 (3H, d, J=l. 2Hz) , 3. 86 (3H, s) , 4. 54 (2H, s) , 5. 13 (2H, s) , 7. 17-7. 21 
(2H, br) , 7. 31 (1H, s), 7. 49 (1H, s) , 7. 56 (1H, s) , 7. 62 (1H, d, J=8. OHz) , 8. 06 (1H, d, J= 
8. OHz) . 

MMM 477 

l-(3-f5 3 ^f;l/-4-fc h ^ci/-? x.=-/»-2~L7-^{ $ 7-2-;* *f-j>V 

-Z-(T f7b Kg b'v 1/-2-4 $r is ^ j-/u)-5, 7-i>t FP-b'pp [3. 4-b] b° 

1H-NMR (DMSO-d6) 5 : 
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1. 39 (9H, s) , 1. 40-1. 90 (6H, m) , 2. 62 (3H, s) , 3. 45-3. 55 (1H, m) , 3. 74-3. 82 (1H, m) , 3. 
88 (3H, s) , 4. 67 (1H, d, J=14. 0Hz) , 4. 76-4. 8 1 (1H, m) , 4. 85 (2H, s) , 4. 87 (1H, d, J=14. 0 
Hz) , 5. 50-5. 53 (2H, m) , 7. 45 (1H, d, J=2. 0Hz) , 7. 53 (1H, d, J=2. 0Hz) , 8. 19 (1H, s) . 
MMffl 478 

1- (3-j| 3 ^^/M- fc Kp^->-5-^ h 7 s — ;V) -2- (3- b Kp^» 5vV 
iW g f;u-5, 7-i?b Fn-b'PP [3, 4-b] b° jj v^-6-^f ;l^)-^ 7 V ; 

1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 2. 58 (3H, s) , 3. 88 (3H, s) , 4. 69 (2H, s) , 4. 86 (2H, s) , 5. 57 (2H, s) , 7. 45 (1 

H, d, J=2. OHz) , 7. 53 (1H, d, J=2. OHz) , 8. 20 (1H, s) . 
MMW 479 

(2-m 3 :/5v^-4-{2-[7-^ 5 7-2-^ f/V-3-(T h 7 b Kg b°7 ^-2-^/V^-^r-> 
^vW) -5. 7-3? Kp-fcf p p [3, 4-b] b°l? v^-6—f ;>l-7tf;V)-7 en 7 dp- 

1H-NMR (DMSO-d6) 5 : 

I. 41 (9H, s) , 1. 44 (9H, s) , 1. 30-1. 89 (6H, m) , 2. 63 (3H, s) 3. 48-3. 55 (1H, m) , 3. 75-3. 8 
2 (1H, m) , 4. 68 (1H, d, J=14. 4Hz) , 4. 79 (1H, t, J=l. 8Hz) , 4. 86 (2H, s) , 4. 87 (1H, d, J=14 
. 4Hz) , 4. 88 (2H, s) , 5. 53 (2H, s) , 7. 05 (1H, d, J=8. 8Hz) , 7. 86 (1H, d, 1=2. OHz), 7. 90 (1 

H, dd, J=8. 98, 2. 2Hz) , 8. 20 (1H, s) . 
MMffl 480 

{2-m 3 ^^-yU-4-[2-(3-b Kp^ fvW7^f $ 7-2-7* fvW-5. 7-v^b Kn-f 
PP[3,4-b] b°j) i»-6-^{ /^-T^^M-? ^ / -mm S 3 

1H-NMR (DMS0-d6) 6 : 

I. 40 (9H, s) , 1. 44 (9H, s) , 2. 58 (3H, s) , 4. 68 (2H, s) , 4. 84-4. 91 (2H, m) , 4. 86 (2H, s) , 5 
. 55 (2H, s) , 7. 05 (1H, d, J=8. 8Hz) , 7. 86 (1H, brs j , 7. 89 (1H, d, J=8. 8Hz) , 8. 20 (1H, s) , 
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9. 53 (1H 3 d, J=7. 2Hz) , 9. 88 (1H, d, J=7. 2Hz) . 
MMW 481 

{2-ff 3 [2- (3- b Kp^-^ gyWW ^7-2-^ f/l>-5, 7- v 5 fc: K P - 1:° 

pp [3,4-blh? V ^^-6-4M-T±^^-Z7ziLy^r^}-mm;^t^im^m. 
5 1H-NMR (DMS0-d6) 8 : 

1. 40 (9H, s) , 2. 58 (3H, s) , 4. 69 (2H, s) , 4. 85-4. 93 (2H, m) , 4. 90 (2H, s) , 5. 54 (2H, s) , 7 
. 08 (1H, d, J=8. 8Hz) , 7. 86 (1H, d, J=2. 0Hz) , 7. 89 (1H, dd, J=8. 8, 2. 0Hz) , 8. 20 (1H, s) , 
9. 51 (1H, d, J=8. 4Hz) , 9. 89 (1H, d, J=8. 4Hz) . 
HJfg^ 482 

10 l-(3-S3yf;V-2-t: Kp = 3 r->-5-{2-[7-W > ^ ;-2-^W-(f ^7bFnl^7 

^-2-^sU$-3ri/J. 7sU)-5. 7-^b KP-t°P p [3, 4-bl h"U v^V-6-^ )V\-T J e = f- 

1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 40-1. 80 ClOH, m) 2. 30-2. 40 (2H, m) , 3. 30-3. 3. 40 (2H, m) , 3. 42-3. 50 (2 
15 H, m) , 4. 48 (2H, s) , 4. 68 (1H, d, J=14. 4Hz) , 4. 77-4. 80 (1H, m) , 4. 88 (1H, d, J=14. 4Hz) 4 

. 88 (2H, s) , 5. 52 (2H, s) , 7. 83 (1H, d, J=l. 6Hz) , 7. 87 (1H, d, J=l. 6Hz) , 8. 20 (1H, s) . 
Mti&M 483 

l-{3-m 3 Kn^r->-5-[2-(3-fc Kp =¥v^ f^H § Z -2--* 22k 

-5. 7— ^t: KP-tfP P C3, 4-b] b°U v^-6-^/V)-Tir^/Vl-^:x^H-h°^U 2 
20 V-2-^->;^^|£ 

lH-NMR(DMS0-d6) 6 : 

1. 37 (9H, s) , 1. 65-1. 78 (4H, m) 2. 30-2. 40 (2H, m) , 2. 58 (3H, s) , 3. 40-3. 50 (2H, m) , 4. 4 
8 (2H, s) , 4. 61 (2H, s) , 4. 87 (2H, s) , 5. 55 (2H, s) , 7. 82 (1H, d, J=2. 0Hz) , 7. 88 (1H, d, J= 

2. 0Hz), 8. 20 (1H, s) , 9. 52 (1H, d, J=9. 2Hz) , 9. 88 (1H, d, J=9. 2Hz) , 11. 55 (1H, s) . 
25 Mfa&l 484 

l-(3-H 3 ~f3-jV-4-\Z K£j^±2! b »'>7x=A/)-2-(6, 6-v^ h *Z/-7-7 
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1H-NMR (DMSO-d6) 6 : 

1. 29 (3H, t, J=7. 0Hz) , 1. 37 (9H, s) , 1. 40 (3H, t, J=7. OHz) , 3. 86 (3H, s) , 4. 1 1 (2H, q, J= 
7. 0Hz) , 4. 20 (2H, q, J=7. OHz) , 4. 79 (2H, s) , 5. 45 (2H, s) , 7. 32 (1H, s) , 7. 43 (1H, s) , 7. 
52 (1H, s). 
HifeM 485 

)V\-Z-zr. frdp^-y-xf g; y-6,7-v ? b K p -5H- fno C3. 4-b] b° ]} S?l'-2-#A'tf> 
1H-NMR (DMS0-d6) 5 : 

1. 37 (3H, t, J=6. 9Hz) ,1.42 (9H, s) , 2. 77 (3H, d, J=4. OHz) , 3. 26 (3H, s) , 4. 25 (2H, q, J= 
6. 9Hz), 4. 90 (2H, s), 5. 55 (2H, s), 7. 56 (1H, d, J=8. OHz), 7. 88 (1H, d, J=8. OHz), 8. 00 ( 
2H, s) , 8. 52 (1H, brq, J=4. OHz) , 8. 94 (1H, brs) 9. 50 (1H, brs) , 9. 98 (1H, brs) . 
MMffl 486 

(4-r2-5-^ )> jf-^-i-^ g j -6-^ ?-/U%sU/<^^ ;v-l, 3-y? h Kn-^y^y K— 
lfi-NMR (DMS0-d6) 6 : 

1. 28 (6H, d, J=6. OHz) 1. 41 (3H, t, J=7. 2Hz) 2. 82 (3H, d, J=4. 8Hz) 4. 28 (2H, q, J=7. 2Hz) 
4. 60-4. 69(1H, tn) 4. 85 (4H, s) 5. 44 (2H, s) 7. 05 (1H, d, J=8. 8Hz) 7. 51 (1H, s) 7. 53 (1H, s 
)7. 62 (1H, d, J=8. 8Hz) 8. 17-8. 23 (1H, m) 8. 56 (1H, s) 9. 24 (1H, brs) 9. 83 (1H, brs) . 
MS:m/e(ESI)483. 9 (MH+) 
MM&l 487 

l-(3.5-iMB 3 :/9vU-4-fc Kp^'>-^3i^/^)-2-(2-ji^/p-7-^ ^ y-5, 7-^? 

b K o - r o n [3. 4-bl b° U *J ^-6--Y /^) - J- £ J is ; *<b!k*iftift 

1H-NMR (DMS0-d6) 5 : 
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1. 31 (3H, t, J=7. 6Hz) , 1. 42 (18H, s) , 2. 94 (2H, q, J=7. 6Hz) , 4. 85 (2H, s) , 5. 56 (2H, s) , 
7. 73 (1H, d, J=8. 0Hz) , 7. 77 (2H, s) , 8. 18 (1H, d, J=8. 0Hz) , 9. 85 (1H, s) . 
MS : ra/e (ESI) 408. 2 (MH+) 
MMM 488 

2-l2-(4-T±^fr-i?'< : 7 i?>-l-sC K /-5,7-^t Ko-fo P [3, 4-bl 

lH-NMR(DMS0-d6) 5 : 

1. 46 (18H, s) , 2. 17 (3H, s) , 3. 69-3. 83 (8H, br) , 4. 74 (2H, s) , 4. 85 (2H, s) , 7. 23 (1H, d, 
J=8. 8Hz) , 7. 88 ( 1H, d, J=8. 8Hz) 7. 89 (2H, s) . 
MS : m/e (ESI) 506. 3 (MH+) 
MMffl 489 

6-[2-(3-j|3 •^'f-J^-A-M Fa=3rv'-5-p< }> ^~;)s)-2-s!r*r y-^M-2- 

^ h ± v^-5-^ $ / -6, 7-i? b K P-5H- b° p p [3, 4-b] J S^-S-jftyU'd?:^ ^ 

^;V7$ K;jftiMft 

lH-NMR(DMS0-d6) 5 : 

1. 33-1. 44 (12H, m) , 2. 80-2. 87 (3H, m) , 3. 88 (3H, s) , 4. 58 (2H, q, J=6. 8Hz) , 4. 86 (2H, s 
) , 5. 48 (2H, s), 7. 45 (1H, s) , 7. 53 (1H, s) , 8. 23-8. 36 (1H, m) , 8. 93 (1H, s) , 9. 35-9. 44 ( 
1H, m) , 9. 68 (1H, s) , 9. 98-10. 07 (1H, m) . 
MS: m/e (ESI) 455. 2(MH+) 
HJfeM 490 

6- [2- (3- */ £ p ^ l^f-J^-A- b Kp^ *>-5- * gvW Z S = ~ 2 ~^" ± - J ^ 
/1^]-2-ji h =fr v-5— f $ y-6, 7-v^t: Rp-5H-fc°P g f3. 4-b] fc'3J S?>*-3-;&/Hff 

1H-NMR (DMS0-d6) 6 : 

1. 40 (3H, t, J=7. 2Hz) , 1. 46-1. 83 (6H, ra) , 1. 91-2. 03 (2H, m) , 2. 25 (3H, s) , 2. 78-2. 89 ( 
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4H, m) , 4. 58 (2H, q, J=7. 2Hz) , 4. 85 (2H, s) , 5. 42 (2H, s) , 7. 655 ( 1H, s) , 7. 664 (1H, s) , 8 
. 20-8. 40 (1H, m). 8. 93 (1H, s) , 9. 35 (1H, s) , 9. 37-9. 49 (1H, in), 9. 95-10. 08 (1H, m) . 
MS:m/e(ESI)451. 1(MH+) 
MMffl 491 

{2-m 3 :^7W4-[2-(2-J. t>3f-5-'-5->f ^7-3-^ f ;V^?/W^xf ;W5, t: K 
P-b°P p[3,4-b] b°P yy-6->f^)-7tf^]-7i; dp-S^-IEtt: h U 

1H-NMR (DMS0-d6) 5 : 

1. 28-1. 49 (12H, m) , 2. 84 (3H, d, J=4. 8Hz) , 4. 58 (2H, q, J=6. 8Hz) , 4. 86 (2H, s) , 4. 89 (2 

H, s) , 5. 45 (2H, s) , 7. 08 (1H, d, J=8. OHz) , 7. 86 (1H, s) , 7. 90 (1H, d, J=8. OHz) , 8. 25-8. 
39 (1H, m) , 8. 93 (1H, s) , 9. 34-9. 45 ( 1H, m) , 9. 95-10. 05 (1H, m) . 
MS:m/e(ESI)483. 1 (MH+) 

MMffil 492 

1H-NMR (DMS0-d6) 5 : 

I. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 48 (3H, s) , 2. 82 (3H, d, J=4. 8Hz) , 3. 73 (3H, s) , 3 
. 84 (3H, s) , 4. 28 <2H, q, J=6. 8Hz) , 4. 74 (2H, s) , 4. 85 (2H, s) , 5. 52 (2H, s) , 7. 53-7. 55 ( 
3H, m) , 8. 20 (1H, d, J=4. 8Hz) , 8. 55 (1H, s) , 9. 20 (1H, brs) , 9. 85 (1H, brs) . 

MS : ra/e (ESI ) 526. 2 (MH+) 6 
MMffl 493 

2-{2-[3-M 3 zf=f-}V-±-{2--%>\"^ : f{ !^-=c- h =^ i/) -7 x^.;i/]-2-j-^ y-^f 
1H-NMR (DMSO-d6) 5 : 
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1. 3 1 (9H, s) , 1. 38-1. 45 (3H, m) , 2. 58-2. 65 (2H, m) , 2. 82 (3H, d, J=4. 8Hz) , 4. 23-4. 35 ( 
4H, m) , 4. 85 (2H, s) , 5. 47 (2H, s) , 6. 94-7. 02 <1H, m) , 7. 18 (1H, d, J=8. 4Hz) , 7. 45-7. 56 
(2H, m) , 7. 83 (1H, s) , 7. 91 (1H, d, J=8. 4Hz) , 8. 15-8. 25 (1H, m) , 8. 55 (1H, s) , 9. 21 (1H, 
brs), 9. 82 (1H, brs). 
MS:m/e(ESI)495.2(MH+) 
MMW 494 

3-{2-m 3 [2-5-J- h^i^-W $ ±A^A^^j /±zL 3-S?t: K 

p--T y-Y v K— /^-2-4 tiki zZ-2L2JSJdz^EJl ^MlMi^M^M 

lH-NMR(DMS0-d6) 5 : 

1. 34 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 77 (2H, t, J=6. 0Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 
(2H, q, J=7. 2Hz) , 4. 32 (2H, t, J=6. 0Hz) , 4. 85 (2H, s) , 5. 48 (2H, s) , 7. 19 (1H, d, J=8. 8H 
z) , 7. 53 (1H, s) , 7. 84 (1H, s) , 7. 91 (1H, d, J=8. 8Hz) , 8. 20 (1H, q, J=4. 8Hz) , 8. 56 (1H, s 
) , 9. 26 (1H, brs, ) , 9. 85 (1H, brs) . 
MS : m/e (ESI) 496. 3 (MH+) 
MWl 495 

ir£ y_d! >- K— /U-2-- f/^)-Ti?^-^]-6-y bdry/^x/jrM-Sl; b 9 Z^I 
1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 4Hz) , 4. 66 (2H, s) , 4. 85 (2H, s) , 5 
. 50 (2H, s) , 7. 52 (1H, s) , 7. 54(1H, s) , 7. 56 (1H, s) , 8. 20 (1H, q, J=5. 2Hz) , 8. 56 (1H, s) 
, 9. 18 (1H, brs) , 9. 84 (1H, brs) . 
MS : m/e (ESI) 512. 2 (MH+) 
MMM 496 

2-{2-m 3 !/^vW4- r2^5- J- ^ 7-6- ^ 3-3? fc: K 
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1H-NMR (DMS0-d6) 5 : 

1. 36-1. 48 (12H, m) , 1. 59 (3H, d, J=6. 8Hz) , 2. 82 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz 
) , 4. 84 (2H, s) , 5. 08-5. 18 (1H, m) , 5. 44 (2H, s) , 6. 95-7. 00 (1H, m) , 7. 53 (1H, s) , 7. 80- 
7. 94 (2H, m), 8. 14-8. 26 (1H, m) , 8. 55 (1H, s) , 9. 19 (1H, brs) , 9. 83 (1H, brs) . 
MS : m/e (ESI) 496. 2 (MH+) 
497 

2-{2-gj 3 ^vk-4- [2- (5-j- b =fr->-i--f $ Zdhzi %2k£Jk£f*d2kzL 3-S?fc 

1H-NMR (DMS0-d6) 5 : 

1. 06 (3H, t, J=7. 2Hz), 1. 33-1. 57 (12H, m), 1. 94-2. 11 (2H, m) , 2. 82 (3H, d, J=4. 8Hz), 4 
. 27 (2H, tj, J=6. 8Hz) , 4. 84 (2H, s) , 5. 05 (1H, t, J=5. 6Hz) , 5. 44 (2H, s) , 6. 97 (1H, d, J=8 
. 4Hz) , 7. 53 (1H, s) , 7. 78-7. 97 (2H, m) , 8. 11-8. 26 (1H, m) , 8. 55 (1H, s) , 9. 11-9. 24 (1H 
, m) , 9. 76-9. 85 (1H, m) . 
MMM 498 

l-(3, 5-Z?-m 3 ^^/U-4-1: Kp jr-y-7x-;U)-2-(7-7;ktP-l-^ ^ / -5. 6- 

*2Jl h ± ->-i. 3-^ t Fp-^y^y k— /^-2--y m -j- g y > ; -ftfeTk^^^ 

lH-NMR(DMS0-d6) 5 : 

1. 41 (18H, s) , 3. 86 (3H, s) , 3. 95 (3H, s) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 36 (1H, s) , 7. 75 ( 
2H, s) . 
MMM 499 

l-(8-g| 3 -fT-fls-Ar* FP-2H-^y^[l,4] Wi?^-6->f 

/l^)-2-(5, 6-v^ h^rv^-7-^/^^-P-l— £ ^ ZzL 3— ^t: KP-^f y>f V K—/W2- 

lH-NMR(DMS0-d6) 6 : 
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1. 28 (3H, t, J=7. 1Hz), 1. 34 (9H, s), 1. 48 (3H, t, J=7. 1Hz), 3. 23-3. 37 (2H, m), 2. 90 (3H 
, s) , 4. 12 (2H, q, J=7. 1Hz) , 4. 22 (2H, q, J=7. 1Hz) , 4. 33 (2H, brs) , 4. 79 (2H, s) , 5. 46 (2 

H, s), 7. 16 (1H, s) , 7. 27 (1H, s) , 7. 33 (1H, s) , 9. 04 (1H, brs) , 9. 32 (1H, brs) . 
MS : m/e (ESI) 484. 3 (MH+) 

Mi&ffl 500 

{2-m 3 -ff-iV-*- [2- (2- J: gvkrZzd! 5 ./ -5. b K p - b° p P [3, 4-b] \f])*?l/ 
lH-NMR(DMS0-d6) 5 : 

I. 31 (3H, t, J=7. 4Hz) , 1. 40 (9H, s) , 1. 43 (9H, s) , 2. 94 (2H, q, J=7. 4Hz) , 4. 85 (4H, s) , 5 
. 54 (2H, s) , 7. 05 (1H, d, J=8. 4Hz) , 7. 73 (1H, d, J=8. OHz) , 7. 86 (1H, d, J=l. 8Hz) , 7. 90 ( 
1H, dd, J=8. 4Hz, J=l. 8Hz) , 8. 18 (1H, d, J=8. OHz) . 

MS : m/e (ESI) 466. 2 (MH+) 
H3£#| 501 

{2-m 3 4-f2- (2-xf-;W--1 > $ J -5. b Kn-tfPP [3. 4-b3 fcf V 

lH-NMR(DMS0-d6) 8 : 

1. 31 (3H, t, J=7. 4Hz) , 1. 40 (9H, s) , 2. 94 (2H, q, J=7. 4Hz) , 4. 86 (2H, s) , 4. 88 (2H, s) , 5 
. 54 (2H, s) , 7. 08 (1H, d, J=8. 6Hz) , 7. 73 (1H, d, J=8. OHz) , 7. 86 (1H, d, J=l. 6Hz) , 7. 90 ( 
1H, dd, J=8. 6Hz, J=l. 6Hz) , 8. 18 (1H, d, J=8. OHz) , 9. 54 (1H, s), 9. 86 (1H, s) . 
MS: m/e (ESI) 410. 1 (MH+) 

mw.m 502 

1-0.5-^-11 3 /f/M-t: KPdr'>-7^=/U)-2-(7-^ $ 7-2-^ y^o fcVU 
-5, 7— ^fc Kp- g p P T3, 4-b] Q_2 /V) - J » y ^ ; JSUtok*m8t 

1H-NMR (DMS0-d6) 6 : 

1. 32 (6H, d, J=6. 8HZ) , 1. 42 (18H, s), 3. 18-3. 28 (1H, ra) , 4. 84 (2H, s) , 5. 55 (2H, s) , 7. 7 
5 (1H, d, J=8. 4Hz) , 7. 77 (2H, s) , 8. 18 (1H, d, J=8. 4Hz) , 9. 72 (1H, br) . 
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10 



15 



20 



25 



MS:m/e (ESI)422. 2(MH+) 
MMM 503 

2-[2-(8-M 3 3/^/^-2,3-^1: Fa~<:s>r[l.4]i?*-*f-i>'Z'-e-'< y- 
1H-MJR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 43 <3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 4. 31 (2H, q, J=7Hz) , 4. 32-4. 43 ( 
4H, m) , 4. 86 (2H, s) , 5. 46 (2H, s, ) , 7. 44 (1H, s) , 7. 47 (1H, s) , 7. 54 (1H, s) , 8. 22 (1H, q, 
J=5Hz) , 8. 58 (1H, s) . 
MMffl 504 

2-[2-(3-fl 3 ^ > ^/U-4,5-v ? ^ ^ ^^-y ^-,\,)-2-$-3r y-ji^-/V]-6-^ b 



1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=7Hz) , 2. 85 (3H, d, J=5Hz) , 3. 89 (3H, s) , 3. 91 (3H, s) , 4. 30 ( 
2H, q, J=7Hz) , 4. 87 (2H, s) , 5. 54 (2H, s) , 7. 55 (2H, s) , 7. 56 (1H, s) , 8. 22 (1H, q, J=8Hz) 
,8. 58(lH,s). 
505 

l-(8-M 3 ^SU-3,4-i?t Ka-2H-^<^y [l.4]^-=3r-9-v ? ^-6-^ 

^)-2-(3-^ f *r*/-l-4 % /-2, 4-*?* 7— ^t: Ka-t: 0 P p [3, 4-b] fc° U v> 

1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , L 41 (3H, t, J=7. 2Hz) , 2. 33 (3H, s) , 2. 60 (3H, s) , 2. 93 (3H, s) , 4. 01 (2H, q 
, J=7. 2Hz) , 4. 36 (2H, t, J=4. 4Hz) , 4. 83 (2H, s) , 5. 51 (2H, s) , 7. 19 (1H, d, J=l. 6Hz) , 7. 
29 (1H, d, J=l. 6Hz) , 9. 20-10. 00 (2H, brs) . 
506 
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lH-NMR(DMS0-d6) 5 : 

1. 39-1. 46 (12H, m) 2. 82 (3H, d, J=4. 8Hz) 4. 28 (2H, q, J=7. 2Hz) 4. 87 (2H, s) 5. 53 (2H, s) 
6. 35 (1H, d, J=16Hz) 7. 54 (1H, s) 7. 79 (1H, d, J=8. 0Hz) 7. 90 (1H, d, J=8. 0Hz) 7. 99 (1H, s 

l 

)8. 17-8. 23(lH,m)8.27(lH, d, J=16Hz)8. 57 (1H, s)9. 26(lH,brs)9. 87 (1H, brs). 
MS:ra/e(ESI)478. 2(MH+) 
MMffl 507 

7-m 3 y^sUS- [2-5- Ji h^r^-W $ /-6~^ gvj^£W^-d! 3-S?fc Kp- 

^y-^y K— < a>) -T-fe ^/^3 f^y/7 7y-3-^;t-#yf; h ]? 

1H-NMR (DMS0-d6) 5 : 

1. 42 (3H,' t, J=6. 8Hz) , 1. 49 (9H, s) , 2. 81 (3H, s) , 2. 83 (3H, d, J=4. 4Hz) , 4. 29 (2H, q, J= 

6. 8Hz) , 4. 88 (2H, s) , 5. 62 (2H, s) , 7. 55 (1H, s) , 7. 81 (1H, s) , 8. 18-8. 24 (1H, m) , 8. 47 ( 

lH,s),8. 57 (1H, s). 

MS : m/e (ESI) 566. 2 (MH+) 

MMffl 508 

3-m 3 :/?vv-5- [2-5-31 }>^.>-l— £ g 7-6-^ /Wl. 3-v^t: Kp- 

-f y W ^ M-7-fef-;v1-2-t: Kp^r^Ifj; 1> ]} y/u^-umm 

lH-NMR(DMS0-d6) 5 : 

1. 40 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 83 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 85 
(2H, s) , 5. 49 (2H, s) , 7. 54 (1H, s) , 7. 98 (1H, d, J=2. 0Hz) , 8. 12-8. 22 (1H, m) , 8. 38 (1H, 
d,J=2. 4Hz), 8.56 (lH.s). 
MS : m/e (ESI) 468. 2 (MH+) 
509 
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3-{2-m 3 ^/l-4-[2-5-Ji hjfj^zl-d § Zd>Z2* f^/W<¥>f;Wl t 3-i^fc K 
n-^T ^ K — M-^f ;i/)-7tf/v]-7x^;H-7 , p^'yi; h V 7^tnj 

lH-NMR(DMS0-d6) 5 : 

5 1. 41 (9H, s) , 2. 55 (2H, t, J=8. 0Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 17 (2H, t, J=8. 0Hz) , 4. 28 

(2H, q, J=7. 2Hz) , 4. 85 (2H, s) . 5. 49 (2H, s) , 7. 48 (1H, d, J=8. 0Hz) , 7. 53 (1H, s) , 7. 81 ( 
1H, d, J=8. 0Hz) , 7. 93 (1H, s) , 8. 16-8. 24 (1H, m) , 8. 56 (1H, s) , 9. 23 (1H, brs) , 9. 85 (1H 
, brs) . 

MS : m/e (ESI) 480. 2 (MH+) 

10 510 

2-{2-m 3 ^/W4-C2-(3-^c h — f $ 7 -2. 4-^^ f-/W6. 7-S?E KP-fc° P 

p [3,4-bl tfy i?y-6->f^)-7ir^]-7ay frS'l-^'g^^lfe; b J ZZL±g 

lH-NMR(DMSO-d6) 5 : 

15 1. 34-1. 47 (12H, m) , L 59 (3H, d, J=6. 4Hz) , 2. 31 (3H, s) , 2. 58 <3H, s) , 3. 99 (2H, q, J=6. 

8Hz) , 4. 83 (2H, s) , 5. 13 (1H, q, J=6. 4Hz) , 5. 49 (2H, s) , 6. 97 (1H, d, J=8. 4Hz) , 7. 86 (1H 
, s) , 7. 88 (1H, d, J=8. 4Hz) , 9. 36-9. 45 (1H, m) , 9. 81-9. 90 (1H, m) . 
MS: m/e (ESI) 468. 2(MH+) 
MMffl 511 

20 2-(2-V^ P^Q \f/U~7-4 $ /-5, 7-S?fc KP-b°P P [3, 4~b] b°U 2¥dtd2k±Z 

^ / » -l- (3, 5-i?-m 3 -ff-zv-A- a Kp^t v-- 7 s — /ip - ^ £ / ^ ; tak^t 

ME 

1H-NMR (DMSO-d6) 5 : 

1. 03-1. 12 (4H, m), 1. 41 (18H, s), 2. 26-2. 36 (1H, m), 4. 81 (2H, s), 5. 53 (2H, s), 7. 71(1 
25 H, d, J=8. 0Hz) , 7. 76 (2H, s) , 8. 09 (1H, d, J=8. 0Hz) , 9. 63 (1H, brs) . 

MS : m/e (ESI) 420. 2 (MH+) 
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MMM 512 

{2-m 3 y^W4-[2-(7-^/l^^-p-l-^ g /-5, h gzijb KP--Y y 

1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s), 3. 85 (3H, s), 3. 95(3H,s), 4. 81 (2H, s), 4. 88 (2H, s), 5. 47 (2H, s), 7. 07(1 

H, d, J=8. 8Hz) , 7. 35 (1H, s) , 7. 82-7. 90 (2H, m) . 
MMffl 513 

l-(8-m 3 ^^^-4-^^/^-3,4-^1: FP-2H-^yy[l,4]t^»i?y-6-^ 
/V)-2-(7-y/^P-W $ 7-5.6-1 Y*ci/-l, 3-v?t: KP-f 

1H-NMR (DMS0-d6) 5 : 

I. 34 (9H, s) , 2. 90 (3H, s) , 3. 25-3. 36 (3H, m) , 3. 86 (3H, s) , 3. 95 (3H, s) , 4. 33 (2H, dd, J 
=5. 5, 4. 1Hz) , 4. 79 (2H, s) , 5. 44 (2H, s) , 7. 15 (1H, s) , 7. 26 (1H, s) , 7. 35 (1H, s) . 
HJfctfil 514 

l-(3, 5-v^-^ 3 ;/9vU-4- 1: Fp^t ji =v» -2- (7--Y 5 7-2-(fc°n ]) 

^ M -5, 7- b K P - fc° P p T3, 4-b] tT D i> ^-6-^/U) -zc ^ y ; #te?k jgjfe 

1H-NMR (DMS0-d6) 5 : 

1. 41 (18H, s) , 1. 94-2. 00 (4H, br) , 3. 45-3. 52 (4H, br) , 4. 67 (2H, s) , 5. 50 (2H, s) , 6. 87 
(1H, d, J=8. 8Hz) , 7. 76 (2H, s) , 7. 86 (1H, d, J=8. 8 Hz) , 9. 25 (2H, s) . 
MS : m/e (ESI) 449. 2 (MH+) 
WfcM 515 

l-(3.5— 3 ^^-/U-4-b K_P ^v--^3i^/^)-2-[2-(ethvl-y =f-)V-T % 
J ) zlzd % I ~5. 7- *J M K P - b° P p [3, 4-b] fc° U g£ ^-6-^ -m ^ y ^ ; #JK?k 

lH-NMR(DMSO-d6) 5 : 

1. 10 (3H, t, J=7. 0Hz) , 1. 41 (18H, s), 3. 09 (3H, s), 3. 67 (2H, q, J=7. 0Hz), 4. 66 (2H, s) , 
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5. 50 (2H, s) , 7. 04 (1H, d, J=8. 8Hz) , 7. 77 (2H, s) , 8. 86 (1H, d, J=8. 8Hz) , 9. 32 (2H, s) . 
MS:m/e(ESI)437. 2(MH+) 
HISM 516 

1H-NMR (DMSO-d6) 5 : 

1. 42 (9H, s) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 87 (2H, s) , 5. 53 (2H, s) , 7 
. 48-7. 56 (2H, m) , 7. 89 (1H, d, J=8. 0Hz) , 8. 03 (1H, s) , 8. 15-8. 23 (1H, m) , 8. 56 (1H, s) , 
9. 30 (1H, brs), 9.88 (1H, brs). 
MS:m/e(ESI)452. 1(MH+) 
HJf£#!l 517 

2-[2-(4-|g 3 -?=5-)V--7 /U)-2-^-^r y-3i^U]-6-^ }> =fr->-3-^f $ ^-2.3-^ 
1H-NMR (DMSO-d6) 5 : 

1. 32 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 87 
(2H, s) , 5. 48 (2H, s) , 7. 54 (1H, s) , 7. 63 (2H, d, J=7. 2Hz) , 7. 95 (2H, d, J=7. 2Hz) , 8. 18- 
8. 24(lH,m),8. 56 (1H, s). 
MS:m/e(ESI)408. 1(MH+) 
gzWl 518 

l-(8-g| 3 ^^^-4-^^/^-3,4-^1: K o-2H-^< y '/ f 1. 4.1 1 » t i?y-6-^ 
)V) -2- (2—>^ p/p b°/U-7-^ 5: J -5, 7- b K p - b° n p [3, 4-b] fc° V v> V-6->f 

1H-NMR (DMSO-d6) 6 : 

1. 03-1. 16 (4H, m), 1. 35 (9H, s),2. 26-2. 37 (1H, m), 2. 91 (3H, s), 4. 34 (2H, brs), 4. 82 ( 
2H, s) , 5. 52 (2H, brs) , 7. 17 (1H, s) , 7. 28 (1H, s) , 7. 72 (1H, d, J=8. 0Hz) , 8. 09 (1H, d, J= 
8. 0Hz) , 9. 42-9. 53 (1H, m) , 9. 60-9. 71 (1H, m) . 
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MS : m/e (ESI) 419. 1 (MH+) 
Mt&M 519 

2-[2-(3, 3-v^ fvV-2, 3-S?fc Kn-^^y*:? y is-Z-J M -2r f-M-Q- 



1H-NMR (DMS0-d6) 8 : 

1. 34 (6H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 37 
(2H, s) , 4. 85 (2H, s) , 5. 43 (2H, s) , 6. 98 (1H, d, J=8. 0Hz) , 7. 53 (1H, s) , 7. 87 (1H, d, J=8 
. 0Hz) , 7. 89 (1H, s) , 8. 14-8. 25 (1H, m) , 8. 56 (1H, s) . 
MS : m/e (ESI) 422. 1 (MH+) 
520 

2-(5,6-v ? Ji Y^-jy-l-y * 7-1,3-^fc: Ko->f y-l* ^ V—As-l-^ 
1H-NMR (DMS0-d6) 8 : 

1. 29 (3H, t, J=6. 8Hz) , 1. 34 (9H, s) , 1. 40 (3H, t, J=6. 8Hz) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 21 
(2H, q, J=6. 8Hz) , 4. 37 (2H, s) , 4. 79 (2H, s) , 5. 41 (2H, s) , 6. 97 (1H, d, J=8. 4Hz) , 7. 33 ( 
1H, s) , 7. 85 (1H, d, J=8. 4Hz) , 7. 88 (1H, s) . 
MS : m/e (ESI) 427. 1 (MH+) 
521 

2-(3-^ Pn-2-^iW^-7--f $ /-5,7-^b: KP-fc°P u [3,4-b] b°3J 
-6— iVlO-l-ta, 5-^-13 7"fvU-4-t: KP^rv'-7x-;l/)-x^y y;4^7jci 



1H-NMR (DMS0-d6) 5 : 

1. 15 (6H, t, J=7. 2Hz) , 1. 42 (18H, s) , 3. 51 (4H, q, J=7. 2Hz) , 4. 73 (2H, s) , 5. 54 (2H, s) , 
7. 77 (2H, s) , 8. 20 (1H, s), 9. 51 (1H, s) . 
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MS:m/e(ESI)485. 2(MH+) 
MMffl 522 

{8-W, 3 ^/^-6-[2-(2-Jc^U-7-^ $ /-5.7-i?fc Ko-tfP p [3. 4-b] U *Jls 

-6-/f;i/)-7-fef;k]-2,3-i?t: Kp-^y/[i, 4]^^S^>-W^l-BElfe;-ft'fb 

5 i^mmm. 

1H-NMR (DMS0-d6) 5 : 

1. 30(3H, t, J=7. 6Hz), 1. 35(9H, s) , 2. 93 (2H, q, J=7. 6Hz) , 3. 47 (2H, br) , 4. 01 (2H, s), 
4. 27 (2H, br) , 4. 81 (2H, s) , 5. 50 (2H, s) , 7. 06 (1H, s) , 7. 23 (1H, s) , 7. 70 (1H, d, J=8. OH 
z) , 8. 15 (1H, d, J=8. 0Hz) . 
10 MS : ra/e (ESI) 451. 1 (MH+) 

mMM 523 

7-V7y-2-[2-(3,5-^-j 3 -f=f-JV-^-M Kn *ci/--7 g ^/U)-2-^-^ y~^=f- 

15 lH-NMR(DMS0-d6) 5 : 

1. 44(18H, s), 2. 86(3H, d, J=4. 4Hz), 5. 17(2H, s), 5. 54 (2H, s), 7. 76 (2H, s), 8. 69(1H, 
d, J=l. 2Hz) , 8. 88 (1H, m) , 9. 05 (1H, d, J=l. 2Hz) . 
^li&M 524 

l-(3, 5-i?-M 3 ^f7H-b KP=3r'>-^j.^/V)-2-(5-^ b^v'-7-7/VtP-l- 
1H-NMR (DMS0-d6) 6 : 

1. 34-146 (21H, m) , 3. 87 (3H, s) , 4. 22 (2H, q, J=7. 0Hz) , 4. 77 (2H, s) , 5. 47 (2H, s) , 7. 34 
(1H, s) , 7. 75 (2H, s) , 9. 03 (1H, brs) . 
25 MMffl 525 

{2-Wi 3 y^W4-C2-(5-^ h^$^-7-7y^P-l->f $ 7-6-;* 3-$?fc K 
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1H-NMR (DMS0-d6) 6 : 

1 . 30- 1. 48 ( 1 2H, m) , 3. 86 (3H, s) , 4. 22 (2H, q, J=7. OHz) , 4. 79 (2H, s) , 4. 88 (2H, s) , 5. 4 
9 (2H, s) , 7. 07 (1H, d, J=8. 7Hz) , 7. 33 (1H, s) , 7. 82-7. 90 (2H, m) , 9. 08 (1H, brd) , 9. 45 ( 
5 brs) . 

MS:tn/e(ESI)473. 1 (MH+) 
526 

2-{ 3 -[2-5-j: h*c~>-l-4 * J -S-ff-JVj) )^-\, 3-v^fc Ro-*< V-f >- K 

io i^mmm. 

IH-NMR(DMS0-d6) 5 : 

1. 388 (3H, t, J=6. 8Hz) , 1. 529 (6H, s) , 2. 810 (3H, d, J=4. 8Hz) , 3. 570 (3H, s) , 4. 257 (2H 
, q, J=6. 8Hz) , 4. 852 (2H, s) , 5. 475 (2H, s) , 7. 487 (1H, s) , , 7. 54-7. 68 (2H, m) , 7. 857 (1 

H, s) , 7. 91 ( 1H, d, J=8. OHz) , 8. 239 (1H, q, J=4. 8Hz) , 8. 498 (1H, s) . 

15 mmm 527 

12-31 3 :/5vV-6-[2-5-^ h^y'-W $ 7-6-^ 3-S?fc Kg 

1H-NMR (DMS0-d6) 6 ■ 

I. 34 (9H, s) , 1. 40 (2H, t, J=7. 1Hz) , 2. 82 (3H, d, J=4. 7Hz) , 4. 27 (2H, q, J=7. 1Hz) , 4. 37 
20 (2H, s) , 4. 86 (2H, s) , 5. 42 (2H, s) , 7. 27 (1H, t, J=8. OHz) , 7. 53 (1H, s) , 7. 64 (1H, d, J=8 

. OHz) , 7. 79 (1H, d, J=8. OHz) , 8. 20 (1H, brq, J=4. 7Hz) , 8. 57 (1H, s) , 9. 40 (1H, brd) , 9. 

94(lH,brd). 

MS :ra/e (ESI) 482. 2 (MH+) 

HJS^J 528 

25 3 y^-6-[2-(5, f 5 y-1.3-i?b Kg^ y 
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1H-NMR (DMS0-d6) 5 : 

1. 28 (3H, t, J=6. 9Hz) , 1. 32-1. 46 ( 12H, m) , 4. 1 1 (2H, q, J=6. 9Hz) , 4. 22 (2H, q, J=6. 7Hz 
) 4. 38 (2H, s) , 4. 82 (2H, s) , 5. 43 (2H, s) , 7. 27 (1H, t, J=5. 2Hz) , 7. 32 (1H, s) , 7. 63 (1H, 
d, J=5. 2Hz) , 7. 80 (1H, d, J=5. 2Hz) , 9. 1 1 (1H, brs) , 9. 45 (1H, brs) . 
5 MS:m/e(BSI)487.2(MH+) 
Mlfcffl 529 

3-13 Zff-/^-&-l2-S-3L V^rjy-W $ ;-6-y f/^;W^>T /Wl, 3-S?t Kp- 

^y/fy p— /u-2 — f j\s)-T~te fAA -2- J h 3^-&&#efe; h V Z7jv±v%m&. 
1H-NMR (DMS0-d6) 6 : 

10 1. 38 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 83 (3H, d, J=4. 8Hz) , 3. 88 (3H, s) , 4. 28 (2H, q, J= 

7. 2Hz) , 4. 85 (2H, s) , 5. 51 (2H, s) , 7. 54 (1H, s) , 7. 98 (1H, d, J=2. 0Hz) , 8. 15 (1H, d, J=2 
.4Hz), 8. 16-8. 22(lH,m),8. 56 (1H, s) , 9. 19 (1H, brs) , 9. 87(lH,brs). 
MS:m/e(ESI)482. 3(MH+) 
HJS^I 530 

15 3-m 3 7?2kz2z%2k2£*ZL* b^r'^-5-r2-5-^ hjrv^W ^ /~6-^ gvl^k 

1H-NMR (DMS0-d6) 5 : 

1. 39 (3H, t, J=7. 2Hz) , 1. 41 (9H, s) , 2. 82 (3H, d, J=4. 4Hz) , 3. 88 (3H, s) , 4. 28 (2H, q, J= 
20 7. 2Hz) , 4. 55 (2H, s) , 4. 85 (2H, s) , 5. 53 (2H, s) , 7. 54 (1H, s) , 8. 04 (1H, d, J=2. 4Hz) , 8. 

16 (1H, d, J=3. 0Hz) , 8. 18-8. 23 (1H, m) , 8. 55 (1H, s) , 9. 26 (lH, brs) , 9. 89 (1H, brs) . 
MS We (ESI) 540. 3(MH+) 
MMM 531 

tt-'H 3 y^/W5-[2-5-^i bdri^-l-^ ^ J-*-* W^^^/W. 3-^fc Fp 

25 — < y^f v K— /u-2-^/u)-T-fe^v1-2-^ b^r^y^;V7 5 >M-ft»; fc y 
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1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 88 (3H, s) , 3. 96 (2H, d, J= 
5. 6Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 85 (2H, brs) , 5. 50 (2H, brs) , 7. 54 ( 1H, s) , 7. 93 (1H, s 
) , 8. 18-8. 22 (1H, m) , 8. 56 (1H, s) , 8. 81 (1H, t, J=5. 6Hz) , 9. 23 (1H, s) , 9. 86 (1H, s) . 
MS : m/e (ESI) 539. 3 (MH+) 
MM&l 532 

({3-jj 3 ^^-5-r2-5-Jif^^-W$y-6-^5 L /^yW^^/k-i, K 
lH-NMR(DMS0-d6) 5 : 

1. 36, 1. 38 (9H, each, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 2. 92, 3. 08 (3H, 
each, s) , 3. 78, 3. 88 (3H, each, s) , 3. 82, 3. 92 (2H, each, s) , 4. 28 (2H, q, J=7. 2Hz) , 4. 8 
5 (2H, brs) , 5. 51 (2H, brs) , 7. 54 (1H, brs) , 7. 74 (1H, brs) , 7. 91 (1H, brs) , 8. 55 (1H, br 
s) , 8. 18-8. 22 (1H, m) , 9. 24 (1H, brs) , 9. 88 (1H, brs) . 
MS: m/e (ESI) 553. 4(MH+) 
WfeM 533 

5-{2-m 3 ^vV-4-f2-5-:r. bJt^zlzd % f;Vi>/W^^;Wl, K 

1H-NMR (DMSO-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 1. 67-1. 88 (4H, m) , 2. 31 (2H, t, J=7. 2Hz) , 2. 82 (3H 
, d, J=4. 8Hz) , 4. 13 (2H, t, J=7. 2Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 85 (2H, s) , 5. 46 (2H, s) , 
7. 17 (1H, d, J=8. 0Hz) , 7. 53 (1H, s) , 7. 84 (1H, s) , 7. 90 (1H, d, J=8. 0Hz) , 8. 20 (1H, q, J= 
4. 8Hz) , 8. 56 (1H, s) , 9. 24 (1H, brs) , 9. 84 (1H, brs) , 12. 05 (1H, brs) . 
MS: m/e (ESI) 524. 2(MH+) 
MM&l 534 

l-(3,5-v>-f| 3 -f^-zU-A-M Kpdrv^-^3i^/P)-2-(5-j: h^->7-7^P-l- 
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1H-NMK (DMSO-d6) 8 ■ 

1. 20(21H,m), 4. 18(2H, q, J=7. 2Hz), 4. 78(2H, s),5. 36 (2H, s), 7. 12(1H, d, J=12. 0Hz) 
,7. 18(lH,s),7. 64 (2H, s) . 
5 MS:m/e(ESI)441. 2(MH+) 
MMffl 535 

{2-j| 3 ^f;M-[2-5-x h=3rv--W 5 /~6-^ =f-}V% yV-1, 3—^fc Kg 

y>f ^ k — ^-2-^ yv) - t^ -6- ( tf g y i?^-w/v)-7 3iy ^-yi-s 

10 1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 1. 82-1. 93 (4H, m) , 2. 83 (3H, d, J=4. 8Hz) , 3. 04-3. 
18 (4H, m) , 4. 28 (2H, q, J=6. 8Hz) , 4. 40 (2H, s) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 41 (1H, s) , 
7. 48 ( 1H, s) , 7. 54 (1H, s) , 8. 13-8. 25 (1H, m) , 8. 56 (1H, s) , 9. 15 (1H, brs) , 9. 83 (1H, br 
s). 

15 MS:m/e(ESI)551. 4(MH+) 

536 

{2-m 3 ^^/U-4-[2-(5, 6-S?J- Vl^P-W ^ /-l, 3~S?fc Kp-W V 

20 1H-NMR (DMSO-d6) 6 : 

I. 29 (3H, t, J=6. 8Hz), 1. 34-1. 43(l2H, m), 1. 83-1. 92 (4H, ra), 3. 07-3. 16 (4H, m), 4. 11 

(2H, q, J=6. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 78 (2H, s) , 5. 47 (2H, s) , 7. 33 (1H, s) , 7. 39 ( 

1H, s) , 7. 46 (1H, s) . 

MS:m/e(ESI)556. 2(MH+) 
25 537 

<2-f£ 3 :7*5vW4-[2-(2-v^ u ~?xi \?;V-l-4 $ /-5. 7-^b Kp-^p g [3. 4-b] 
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1H-NMR (DMS0-d6) S : 

1. 04-1. 14 (4H, m) , 1 . 38 (9H, s) , 1. 82-1. 94 (4H, m) , 2. 27-2. 36 ( 1H, ra) , 3. 03-3. 18 (4H, 
in) , 4. 40 (2H, s) , 4. 82 (2H, s) , 5. 55 (2H, s) , 7. 41 (1H, s) , 7. 48 (1H, s) , 7. 72 (1H, d, J=8. 
OHz) , 8. 08 (1H, d, J=8. OHz) . 
MS:m/e(ESI)49L 3(MH+) 
MMffl 538 

U-m 3 :/^vW2-[2-5-j. H^Hf ^ 7-6-;* 3-3? t: Kp 

lH-NMR(DMS0-d6) 5 : 

1. 25 (9H, s) , 1. 41 (3H, t, J=6. 7Hz) , 2. 82 (3H, brs) , 4. 27 (2H, q, J=6. 7Hz) , 4. 86 (2H, s) 
, 4. 91 (2H, s) , 5. 37 (2H, s) , 7. 14 (1H, d, J=9. OHz) , 7. 50 (1H, s) , 7. 69 (1H, brd, J=9. OHz 
) , 7. 83 (1H, s) , 8. 20 (1H, brq, J=4. OHz) , 9. 32 (1H, brs) , 9. 87 (1H, brs) . 
MS : m/e (ESI) 482. 2 (MH+) 
539 

{4-m 3 y^/W2-C2-(5, 6-v^ h»»^-7-7/^n-W $ /-1,3-v^fc: Ko-^f V 
1H-NMR (DMS0-d6) 5 : 

1. 24-1. 32 (12H, m) , 1. 39 (3H, t, J=6. 7Hz) , 4. 12 (2H, q, J=6. 7Hz) , 4. 22 (2H, q, J=6. 7Hz 
)4. 82 (2H, s) , 4. 89 (2H, s) , 5. 37 (2H, s), 7. 14 (1H, d, J=8. 3Hz) , 7. 31 (1H, s) , 7. 69 (1H, 
dd, J=8. 3, 2. 8Hz) , 7. 83 (1H, d, J=2. 8Hz) , 9. 02 (1H, brs) . 
MS : m/e (ESI) 487. 1 (MH+) 
MMM 540 

l-(3, 5-^-fl 3 :/5vW-4-t: Kp jc= /V)-2-[2-^5v^-7— T ^ J -7>-(."r h 

7kKP try ^-2-^^^-^rv^^ 5=-/y)-5, 7-v?t: Ka-b'p g [3, 4-b] fc° J 

454 



WO 02/085855 



PCT/JP02/03961 



lH-NMR(DMS0-d6) 5 : 

1. 30 (3H, t, J=7. 3Hz) , 1. 30-1. 80 (6H, m) , 1. 42 (18H, s) , 2. 93 (2H, q, J=7. 3Hz) , 3. 47-3 
. 55 (1H; m) , 3. 75-3. 82 (1H, ro) , 4. 69 (1H, d, J=13. 6Hz) , 4. 78-4. 81 (1H, m) , 4. 86 (2H, s) 
, 4. 90 (1H, d, J=13. 6Hz) , 5. 55 (2H, s) , 7. 77 (2H, s) , 8. 21 (1H, s) , 9. 75-9. 82 (1H, m) . 

MMM 541 

1- (3, 5- 3 y ^-/V-4- bKP^r — A-) -2- fc Kp^^ 

;V-7-^ ^ y -5. 7- KP-tfP g [3. 4-b] bT U >--6-^ /V) - J- g 7 ^ ; fc?k^ 

1H-NMR (DMS0-d6) 5 : 

1. 04 (3H, t, J=6. 8Hz) , 1. 42 (18H, s) , 2. 87 (2H, q, J=6. 8Hz) , 4. 72 (2H, s) , 4. 86 (2H, s) , 
5. 59 (2H, s) , 7. 78 (2H, s) , 8. 07 (1H, brs) , 8. 21 (1H, s) , 9. 53 (1H, d, J=8. OHz) , 9. 75 (1H 
, d, J=8. OHz) . 
542 

3-{3-g| 3 ^9vW5- [2-5-Ji h K y-6-^ ^vVfr/W^-QWl. 3-^fc K 

1H-NMR (DMS0-d6) 6 : 

1. 165 (3H, t, J=7. 2Hz) , 1. 371 (9H, s) , 1. 41 1 (3H, t, J=7. 2Hz) , 2. 67-2. 73 (2H, m) , 2. 82 
2 (3H, d, J=4. 8Hz) , 2. 96-3. 02 (2H, m) , 3. 799 (3H, s) , 4. 058 (2H, q, J=7. 2Hz) , 4. 278 (2H 
, q, J=7. 2Hz) , 4. 147 (2H, q, J=7. 2Hz) , 4. 851 (2H, s) , 5. 505 (2H, s) , 7. 542 (1H, s) , 7. 77 
9 (1H, d, J=2. OHz) , 7. 838 (1H, d, J=2. OHz) , 8. 206 (1H, q, J=4. 8Hz) , 8. 558 (1H, s) . 
MMW 543 

3-13-^ 3 ^^■/W-5-r2-5-3c h =fr v'-W $ Zz§Z2l gV^ii^l^iikrL 3-S?l: K 



455 



WO 02/085855 



PCT/JP02/03961 



lH-NMR(DMS0-d6) 5 : 

1. 371 (9H, s), 1. 402(3H, t, J=7. 2Hz), 2. 630 (2H, t, J=7. 6Hz), 2. 814(3H, d, J=3. 2Hz), 
2. 93-2. 99 (2H, m) , 3. 802 (3H, s) , 4. 267 (2H, q, J=7. 2Hz) , 4. 838 (2H, s) , 5. 600 (2H, s) , 
7. 522 (1H, s), 7. 785 (1H, s), 7. 848 (1H, s), 8. 204 (1H, s), 8. 215 (1H, s), 8. 573 (1H, s), 
10. 033 (1H, d, J=8. 4Hz) , 12. 262 (1H, s) . 
544 

2-[2-(8-m 3 ^^vU-M-fr/W*^^ fvj^L Kp -2H-^<>- V^Fl. 4] ;j-=fr 

^ v K"- A-5-;ft /v#y|l^ fvuy $ K;4Msfc*llfcfl[ 

lH-NMR(DMS0-d6) 8 : 

1. 38 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 84 (3H, d, J=4. 8Hz) , 3. 51 (2H, t, J=4. OHz) , 3. 90 
(2H, s) , 4. 31 (2H, q, J=7. 2Hz) , 4. 34 (2H, t, J=4. OHz) , 4. 84 (2H, s) , 5. 43 (2H, s) , 7. 02 ( 
1H, d, J=l. 6Hz), 7. 12 (1H, s), 7. 27 (1H, d, J=l. 6Hz), 7. 50 (1H, s), 7. 54 (1H, s), 8. 22(1 

H, q, J=4. 8Hz) , 8. 56 (1H, s) , 9. 22 (1H, s) , 9. 81 (1H, s) . 
3US-eF!| 545 

2-[2-(3-^3 Zf?-A~5-t. Fp^tv^-4-^ Y^f-i/-? zs-^M-Z-Xr^y-^T-AA-Q- 
lH-NMR(DMS0-d6) 5 : 

I. 38 (9H, s,), 1.43(3H, t, J=7.0Hz), 2. 85 (3H, d, J=5. OHz) , 3. 90 (3H, s), 
4. 29 (2H, q, J=7. OHz) , 4. 85 (2H, s) , 5. 48 (2H, s) , 7. 41 (1H, d, J=2. OHz) , 7. 45 (1H, d, 
J=2. OHz) , . 7. 55 (1H, s), 8. 22 (1H, q, 
J=5. OHz) , 8. 58 (1H, s) , 9. 32 (1H, brs) , 9. 91 (1H, brs) , 10. 03 (1H, s) . 

MtfcM 546 

{Z-m 3 ^9vU-5-[2-5-^ v"-l— < $ 7-6-^ =f-)V)3 JV^^A 3-^1: Kg 
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1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s) , 1. 43 (3H, t, J=7Hz) , 1. 47 (9H, s) , 2. 85 (3H, d, J=5Hz) , 3. 98 (3H, s) , 4. 30 ( 
2H, q, J=7Hz), 4. 82 (2H, s) , 4. 87 (2H, s), 5. 51 (2H, s), 7. 44 (1H, d, J=2Hz) , 7. 56 (1H, s) 
, 7. 58 (1H, d, J=2Hz) , 8. 22 (1H, q, J=5Hz) , 8. 59 (1H, s) , 9. 25 (1H, brs) , 9. 88 (1H, brs) . 
mMffl 547 

2-{2-[3-ff 3 ^^/W4-(2H-7^ h v "/—JV-S-'ifr* h jrjdzZ ^— AA-2rOr*i-y 
-jr. ^-M -6- h g; j _ 2 3— Fp-xh-^ y -Y ^ ^-5-^/U-^>-^ 

1H-NMR (DMS0-d6) 5 : 

1. 32 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 85 
(2H, s), 5. 48 (2H, s), 5. 64 (2H, s), 7. 00 (1H, d, J=8. OHz), 7. 33-7. 45 (2H, m), 7. 53 (1H, 
s) , 7. 86 (1H, s) , 7. 94 (1H, d, J=8. OHz) , 8. 20 (1H, q, J=4. 8Hz) , 8. 56 (1H, s) , 9. 25 (1H, b 
rs) , 9. 85 (1H, brs) . 

MS : m/e (ESI) 506. 2 (MH+) ' 
548 

{2-Wi 3 ^9vW4-[2-5-^ V^Zs-l-si g /-6-p< f^^^^A^l, 3-S?fc Kp 
-A V^ls K— /i— 2-^/u)-Tir^/^3-6-(fc°P y IX- W /P) - :7 ;c y 

1H-NMR (DMS0-d6) 5 : 

1. 24(3H, t, J=6. 4Hz), 1. 31-1. 50(12H, m) , 1. 78-1. 99 (4H, m) , 2. 82 (3H, d, J=4. 4Hz), 3 
. 02-3. 17 (4H, m) , 4. 22-4. 40 (4H, m) , 4. 49 (2H, s) , 4. 84 (2H, s) , 5. 48 (2H, s) , 7. 42 (1H, 
s) , 7. 49 (1H, s) , 7. 53 (1H, s) , 8. 13-8. 28 (1H, m) , 8. 55 (1H, s) , 9. 14 (1H, brs) , 9. 83 (1H 
, brs) . 

MS: m/e (ESI) 579. 3(MH+) 
%W&\ 549 
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{2-m 3 ^vv-4-[2-(5, Y^s-l-y /vOrn-l-J $ y-i, F p--Y V 

1H-NMR (DMS0-d6) 8 : 

1. 23 (3H, t, J=7. 2Hz) , 1. 29 (3H, t, J=7. 2Hz) , 1. 33-1. 48 (12H, ra) , 1. 82-1. 94 (4H, ra) , 3 
. 04-3. 16 (4H, m) , 4. 11 (2H, q, J=7. 2Hz) , 4. 15-4. 30 (4H, m) , 4. 49 (2H, s) , 4. 78 (2H, s) , 
5. 48 (2H, s) , 7. 33 (1H, s) , 7. 42 (1H, s) , 7. 48 (1H, s) . 
MS: m/e (ESI) 584. 3 (MH+) 
550 

2-[2-(3, 5-^ 3 yx3*ri/-Z7 ^~;V)-2-$-3r y-^=3-?V~\-l-Z7 JVfrv 

lH-NMR(DMS0-d6) 5 : 

1. 44 (18H, s) , 2. 85 (3H, d, J=4. 4Hz) , 5. 05 (2H, s) , 5. 55 (2H, s) , 7. 79 (2H, s) , 8. 13 (1H, 
dd, J=l. 3, 9. 5Hz) , 8. 69 (1H, d, J=l. 3Hz) , 8. 77 (1H, m) . 
MMffl 551 

■< is K w -/^-2---r aA -7t ^vkl -6- ( fc° p U i^-W/u)-:?^ y =¥M-S1F^; U 

1H-NMR (DMS0-d6) 8 : 

1. 37 (9H, s) , 1. 70-2. 08 (4H, m) , 2. 88-3. 21 (4H, m) , 3. 86 (3H, s) , 3. 95 (3H, s) , 4. 39 (2H 
, s) , 4. 80 (2H, s) , 5. 48 (2H, s) , 7. 36 (1H, s) , 7. 39 (1H, s) , 7. 47 (1H, s) , 9. 07 (1H, brs), 
9. 29(lH,brs). 
MS:m/e(ESI)528. 1(MH+) 
%HSM 552 

!8-il 3 :/9vU-6-r2-(5. 6-^ hJ&llzZJk^E-l-d § y_zL 3-S?fc Ko-^f V 
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1H-NMR (DMS0-d6) 5 : 

1. 31 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 3. 50 (2H, t, J=4. 4Hz) , 4. 13 
(2H, q, J=7. 2Hz) , 4. 16 (2H, s) , 4. 22 (2H, q, J=7. 2Hz) , 4. 31 (2H, t, J=4. 4Hz) , 4. 79 (2H, 

s) , 5. 44 (2H, s) , 7. 06 (1H, d, J=2. 0Hz) , 7. 26 (1H, d, J=2. 0Hz) , 7. 33 (1H, s) , 9. 02 (1H, s 

),9. 35 (1H, s),12. 71 (1H, s). 

MMM 553 

3 ^^-/W6-r2-(3-^ h d^>-7--^ g y-2. 4-vM gvW5, 7-j?K K a - fc° g g 
[3.4-b]lf y i?>'-6-4/l')-T1z3 u /l'l-2,3-Z?t KP-^O-^ri^l^-^ri^v?^^- 

lH-NMR(DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 33 (3H, s) , 2. 60 (3H, s) , 3. 50 (2H, t, J=4. 4Hz) , 4 
. 01 (2H, q, J=7. 2Hz) , 4. 16 (2H, s) , 4. 31 (2H, t, J=4. 4Hz) , 4. 83 (2H, s) , 5. 49 (2H, s) , 7. 
07 (1H, d, J=l. 6Hz) , 7. 28 (1H, d, J=l. 6Hz), 9. 45 (1H, s) , 9. 84 (1H, s)., 12. 71 (1H, s) . 
giMffl 554 

2- [2- (8- j% 3 -f=f-)V-Z, 4- K P -2H-^< ^ZlLJl^±^£ ^-6-^ -2-;j- 3r 
y-rc^^]-6-j g y -2, 3-j?fc Kp-1H— f y-f^ K-/^-5-^/^iy 

lH-NMR(DMS0-d6) 6 : 

1. 36 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 84 (3H, d, J=4. 8Hz) , 3. 36 (2H, t, J=4. 4Hz) , 4. 23 
(2H, t, J=4. 4Hz)4. 29 (2H, q, J=7. 2Hz) , 4. 84 (2H, s), 5. 43 (2H, s), 7. 14 (1H, d, J=2. 0Hz 
) , 7. 18 (1H, d, J=2. 0Hz) , 7. 54 (1H, s) , 8. 22 (1H, q, J=4. 8Hz) , 8. 57 (1H, s) , 9. 28 (1H, s) 
, 9. 88 (1H, s) . 
H;6&#U 555 

f8-fg 3 y^^-6-f2-r7-7^^-P-l--Y g J -5, 6->M h 3r^-l. 3-S?fc Kp-^ y 
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1H-NMR (DMS0-d6) 8 : 

1. 35 (9H, s) , 3. 48 (2H, brs) , 3. 86 (2H, s) , 3. 95 (2H, s) , 4. 12 (2H, s) , 4. 28 (2H, brs) , 4. 
78 (2H, s) , 5. 42 (2H, s) , 7. 04 (1H, s) , 7. 24 (1H, s) , 7. 34 (1H, s) . 
MS:m/e(ESI)500. 1{MH+) 
MMM 556 

1- (3,5-'^-^ 3 r/^/P-4-t: Kp^v'-7x^;1/)-2-(7-7;^p-W g 7-6-p< 
lH-NMR(DMS0-d6) 6 : 

1. 00(3H, t, J=7. 1Hz), 1. 41 (18H, s), 1. 75-1. 86 (2H, u) , 3. 87 (3H, s),4. 12 (2H, t, J=6. 
4Hz) , 4. 78 (2H, s) , 5. 47 (2H, s) , 7. 34 (1H, s) , 7. 75 (2H, s) . 
%MM 557 

{2-^ 3 ^^/P-4-[2-(7-^/V^-p-i-^r $ 7-6-^t h^v--5-^°P^=¥->'-l t 3--v ? t: 
1H-NMR (DMS0-d6) 6 : 

0. 99 (3H, t, J=7. 5Hz) , 1. 38 (9H, s) , 1. 72-1. 86 (2H, m) , 3. 87 (3H, s) , 4. 1 1 (2H, t, J=6. 4 
Hz) , 4. 78 (2H, s) , 4. 87 (2H, s) , 5. 47 (2H, s) , 7. 07 (1H, d, J=8. 1Hz) , 7. 34 (1H, s) , 7. 78- 
7. 92 (2H, m) , 9. 06 (1H, brs) . 

HJS^J 558 

2- [2-(3,3-v ? ^9 : -/V-2-^-=ary-2,3-v>t: is K— ;W6->f^)-2-t»y- 

^^w3-6--^ hjL^zg-Zrf § 7-2, 3-^b KP-1H--Y y-f >■ K— A-5-;ft/i^v^ 

1H-NMR (DMS0-d6) 5 : 

1. 30 (6H, s) , 1. 40 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 85 
(2H, s) , 5. 44 (2H, s) , 7. 03 (1H, d, J=8. OHz) , 7. 52 (1H, s) , 7. 90 ( 1H, d, J=8. OHz) , 7. 97 ( 
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1H, s) , 8. 16-8. 24 (1H, m) , 8. 55 (1H, s) , 10. 90 (1H, s) . 

MS:m/e(ESI)435.0(MH+) 

Sttfcftl 559 

6-j: h *c*S-3-J ^ 7-2-[2-t^y-2-(l,3. 3- hV * f/^-2-t^y-2, 3-^ K 
5 P-1H-- < V K— frS-si M M-2. 3z2-£ Kp-IH-^T V-Y ^ K—^-5-;fr 

lH-NMR(DMSO-d6) 5 : 

1. 30-1. 43 (9H, m) , 2. 82 (3H, d, J=4. 8Hz) , 3. 19 (3H, s) , 4. 27 (2H, q, J=7. 2Hz) , 4. 85 (2H 
, s) , 5. 45 (2H, s) , 7. 20-7. 24 (1H, m) , 7. 52-7. 54 (1H, m) , 7. 98-8. 02 (2H, m) , 8. 17-8. 21 
10 (lH,m),8.56(lH, s). 

MS : ra/e (ESI) 449. 1 (MH+) 
HJS^J 560 

{5-C2-5-J- hjrjXzlzd! $ /-6-^f-/V^/W^^^-1.3-v ; fc Kp-Y V-l* V K~ 
^-2-^^)-T-&^^]-3, 3-v?^ f;l/-2-t»y-2, 3-^fc Kp~Y > V*-A^l->( 

15 /H-iEMfrlfeMfett 

1H-NMR (DMS0-d6) 5 : 

1. 34 (6H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 53 
(2H, s) , 4. 86 (2H, s) , 5. 46 (2H, s) , 7. 24 (1H, d, J=8. OHz) , 7. 58 (1H, s) , 7. 97 (1H, d, J=8 
. OHz) , 8. 03 ( 1H, s) , 8. 17-8. 25 ( 1H, ra) , 8. 56 (1H, s) , 9. 25 (1H, brs) , 9. 85 ( 1H, brs) . 
20 MS : m/e (ESI) 493. 1 (MH+) 

mmm 66 1 

2-{3-[2-5-Ji h *ris-l-4 ^ y-6-^ ^yV;fr/W^^/Wl, 3— Kp-^ V << is K 

— ;u-2-^T /v) zZ^tM. -2- p{ gvkz2! p d ^ i &i 

1H-NMR (DMSO-d6) 5 : 

25 1. 410 (3H, t, J=6. 8Hz) , 1. 514 (9H, s) , 2. 823 (3H, d, J=4. 8Hz) , 4. 279 (2H, q, J=6. 8Hz) , 

4. 869 (2H, s) , 5. 525 (2H, s) , 7. 539 (1H, s) , 7. 582 (1H, t, J=7. 6Hz) , 7. 716 (1H, d, J=8. 4 
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Hz) , 7. 913(1H, d, J=8. 4Hz), 7. 924(1H, s), 8. 205(1H, q, J=4. 8Hz) , 8. 563 (1H, s) . 
HjKSM 562 

4-{3-[2-5-^ h^j^-w g y-6-7< gvt^w^-£zkrL 3-i?t SiEzd! klH 

lH-NMR(DMS0-d6) 5 : 

1. 182 (3H, 7. 2Hz) , 1. 405 (3H, t, J=7. 2Hz) , 1. 482 (6H, s) , 2. 817 (3H, d, J=4. 8Hz) , 4. 09 
8 (2H, q, J=7. 2Hz) , 4. 274 (2H, q, J=7. 2Hz) , 4. 868 (2H, s) , 5. 529 (2H, s) , 5. 821 (1H, d, J 
=15. 6Hz) , 7. 026 (1H, d, J=15. 6Hz) , 7. 539) 1H, s) , 7. 592 (1H, t, J=7. 6Hz) , 7. 713 (1H, d 
10 , J=8. OHz) , 7. 900 (1H, s) , 7. 931 (1H, d, J=8. OHz) , 8. 206 (1H, q, J=4. 8Hz) , 8. 55 (1H, s) 

%H5ffl 563 

4-{3-[2-(5,6-v g ^ h^F-^-7-7yV^-P-W ^ 7-1.3— ^t: V ^ K—VW 

15 ^g|M 

1H-NMR (DMS0-d6) 5 : 

1. 184 (3H, t, J=7. 2Hz) , 1. 285 (3H, t, J=6. 8Hz) , 1. 390 (3H, t, J=6. 8Hz) , 1. 482 (6H, s) , 
4. 06-4. 14(4H, m), 4. 208 (2H, q, J=7. 2Hz), 4. 817(2H, s), 5. 511 (2H, s), 5. 821 (1H, d, J 
=15. 6Hz) , 7. 028 (1H, d, J=15. 6Hz) , 7. 335 (1H, s) , 7. 56-7. 61 (1H, m) , 7. 705 (1H, d, J=8 
20 . OHz) , 7. 87-7. 9 1 (2H, m) . 

MMffl 564 

2-{3-r2-(5,6-v>ai vua-g-w LZzLJz^fe ^zdJLLkL^zJk. 

-2-4 /W)-7tf;H-73: — M -2-* ^)V--f P j± ^fk * ^/l^* ^ / W jfeftSfaK 

25 1H-NMR (DMS0-d6) 5 : 

1. 284 (3H, t, J=7. 2Hz) , 1. 390 (3H, t, J=6. 8Hz) , 1. 548 (6H, s) , 3. 590 (3H, s) , 4. 1 10 (2H 
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, q, J=6. 8Hz) , 4. 208 (2H, t, J=7. 2Hz) , 4. 820 (2H, s) , 5. 517 (2H, s) , 7. 341 (1H, s) , 7. 55 
-7. 70 (2H, m) , 7. 85-7. 94 (2H, m) . 
mMffl 565 

2- 13- [2- (5, 6- h#-/-7-7;^P-W $ 7-1.3-^t: Ko->f y>f > K— 
lH-NMR(DMS0-d6) 5 : 

1. 282 (3H, t, J=6. 8Hz) , 1. 387 (3H, t, J=6. 8Hz) , 1. 514 (6H, s) , 4. 106 (2H, q, J=6. 8Hz) , 
4. 205 (2H, q, J=6. 8Hz) , 4. 818 (2H, s) , 5. 521 (2H, s) , 7. 23-7. 42 (2H, m) , 7. 579 (1H, t, J 
=8. 0Hz) , 7. 705 (1H, d, J=8. 0Hz) , 7. 86-7. 93 (2H, m) . 
10 566 

8-m 3 y^/U-6-f2- $ J -2-* f;W5. 7- 2 1 KP-^np[3, 4-b] U 

,y) -T^-^jyA -2, 3- fc Kc-^y/ Cl, 4] 2 >-4-W ^^Uy-V 

1H-NMR (DMSO-d6) 5 : 

15 1. 37 (9H, s) , 2. 70 (3H, s) , 4. 05 (2H, t, J=5Hz) , 4. 39 (2H, t, J=5Hz) , 5. 04 (2H, s) 6. 33 (2 

H, s) , 7. 49 (1H, d, J=8Hz) , 7. 86 (1H, d, J=8Hz) , 7. 87 (1H, d, J=8Hz) , 8. 43 (1H, d, J=8Hz) 
, 9. 70 (1H, s) . 

MS:m/e(ESI)431. 0(MH+) 
567 

20 2-C2-(8-m 3 ^f/H-^y^^^f/H,^!: Kg-2H-^<^y* [l. 4]*-*fr 

1H-NMR (DMSO-d6) 6 : 

I. 36 (9H, s) 1. 40 (3H, t, J=7Hz) , 2. 83 (3H, d, J=5Hz) , 4. 00 (2H, t, J=5Hz) , 4. 28 (2H, q, J 
25 =7Hz) , 4. 44 (2H, t, J=5Hz) , 4. 82 (2H, s) , 5. 40 (2Hs) , 

7. 51 (1H, s) , 7. 70 (1H, d, J=2Hz) , 8. 19 (1H, d, J=2Hz) , 8. 20 (1H, s) , 8. 52 (1H, s), 9. 44( 
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1H, s) . 

MS:m/e(ESI)517. 0(MH+) 
JUE0iJ 568 

8-H 3 ^/W6-r2-(S.6-j?3i h^r^-7-77V^-P-W ^/-1.3-S?fc Kn-/f y 
1H-NMR (DMS0-d6) 5 : 

1. 29 (3H, t, J=7Hz) , 1. 36 (9H, s) , 1 . 40 (3H, t, J=7Hz) , 4. 00 (2H, t, J=SHz) , 4. 12 (2H, q, 
J=7Hz) , 4. 21 (2H, q, J=7Hz) , 4. 43 (2H, t, J=5Hz) , 4. 80 (2H, s) , 5. 43 (2H, s) , 7. 32 (1H, s 
10 ) , 7. 70 (1H, d, J=2Hz) , 8. 17 ( 1H, d, J=2Hz) , 9. 43 (1H, s) . 

MS:m/e(ESI)522. 0(MH+) 
MMffi 569 

4-{3-[2-5-Ji h^fj/'-W $ y-e-^^/V^/W^^f /U-l,3-i^fc Kp-^ y-f > K 

15 1H-NMR (DMS0-d6) 5 : 

I. 401 (3H, t, J=6. 8Hz) , 1. 472 (6H, s), 2. 814 (3H, d, J=4. 8Hz), 4. 268 (2H, q, J=6. 8Hz), 
4. 862 (2H, s) , 5. 565 (2H, s) , 5. 745 (1H, d, J=16. 0Hz) , 6. 969 (1H, d, J=16. 0Hz) , 7. 528 ( 
1H, s) , 7. 586 (1H, t, J=8. 0Hz) , 7. 69-7. 73 (1H, ra) , 7. 89-7. 92 (1H, m) , 8. 209 (1H, q, J=4 
. 8Hz) , 8. 559 (1H, s) , 9. 388 ( 1H, s) . 

20 UliSM 570 

4- {3- [2- (5, 6-3*g- h ^•W-7;l/tP-l-l' $ 7-1.3-S?fc Fg—f y>f ^ K— 

-2-^T ; - Z g - Z = -4- fvwgz^ ^ £ ^Bfe ; 

1H-NMR (DMS0-d6) 6 : 

1.284(3H,t, J=6. 8Hz), 1. 389 (3H, t, J=6. 8Hz) , 1. 472 (6H, s),4. 109 (2H, q, J=6.8Hz), 
25 4. 207 (2H, q, J=6. 8Hz) , 4. 817 (2H, s) , 5. 545 (2H, s) , 5. 745 (lh, d, J=16. 0Hz) , 6. 970 (1 

h, d, J=16. 0Hz) , 7. 332 (1H, s) , 7. 582 (1H, t, J=8. 0Hz) , 7. 69-7. 73 (1H, ra) , 7. 8707. 92 ( 
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2H, ra) , 9. 081 (1H, s) , 9. 466 (1H, s) . 
mM&l 571 

^^/Vl-6-31 V^ris-Z-^ $ 7-2.3— KP-lH-^f V << > K~ )V-^-j3 J^l^m. 

^^yvTS: K;jftBft*ft 

1H-NMR (DMS0-d6) 5 : 

1. 37-1. 42 (12H, m) , 2. 578 (3H, d, J=2. 8Hz) , 2. 806 (3H, d, J=4. 4Hz) , 4. 258 (2H, q, J=6. 
8Hz) , 4. 277 (2H, s) , 4. 843 (2H, s) , 5. 567 (2H, s) , 7. 51 3 (1H, s) , 7. 861 (1H, d, J=2. 4Hz) 
, 8. 154 (1H, s) , 8. 207 (1H, q, J=4. 4Hz) , 8. 559 (1H, s) , 9. 248 (1H, s) , 9. 559 (1H, s) , 10. 
001 (1H, s), 10. 227 (1H, s). 
WfcM 572 

l-(3-^ 3 ^^/V-4-b KP^ri/-5-^f;l/7^ J ^sls--? x.~M-2-(5,6-i?=c 
lH-NMR(DMS0-d6) 6 : 

1. 298 (3H, t, J=6. 8Hz) , 1. 385 (3H, t, J=6. 8Hz) , 1. 396 (9H, s) , 2. 575 (3H, s) , 4. 101 (2H 
, q, J=6. 8Hz) , 4. 201 (2H, q, J=6. 8Hz) , 4. 269 (2H, s) , 4. 798 (2H, s) , 5. 519 (2H, s) , 7. 32 
1 (1H, s) , 7. 852 (1H, d, J=l. 6Hz) , 8. 092 (1H, s) , 9. 080 (1H, s) , 9. 494 (1H, s) , 10. 179 (1 

H, s) . 

llJS^ij 573 

N-{2-g§ 3 ^/U-4-[2-5-j: y/-6-^f;l/^;W^-i';l'-l, 3-j^Tr K 

p-^f y>f is M-T-te^/W]--? =.=.M-=*^?Ek xf^xxf;v;I 

lH-NMR(DMS0-d6) 5 : 

I. 16 (3H, t, J=6. 8Hz) , 1. 33 (9H, s) , 1. 40 (3H, t, J=6. 8Hz) , 2. 56 (2H, d, J=5. 6Hz) , 2. 58 
(3H, d, J=5. 6Hz), 2. 80 (3H, d, J=6. 4Hz), 4. 04 (2H, q, J=6. 8Hz), 4. 25 (2H, q, J=6. 8Hz), 
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4. 85 (2H, s) , 5. 56 (2H, s) , 7. 29 (1H, d, J=8. 4Hz) , 7. 53 (1H, s) , 7. 84 (1H, d, J=8. 4Hz) , 7 
. 98 (1H, s) , 8. 19 (1H, q, J=5. 2Hz) , 8. 56 ( (1H, s) , 9. 44 (1H, s) , 9. 98 (1H, brs) . 
MS:m/e(ESI)551.4(MH+) 

MMffl 574 

H-{2-M 3 ^/W-4-r2-5-^ fr 3ci/-l-J $ 7 -6-* ±A^A^<±dJkzh K 
1H-MMR (DMS0-d6) 5 : 

1. 13(3H, t, J=7. 2Hz) , 1. 35 (9H, s) , 1. 40 (3H, t, J=7. 2Hz) , 2. 13-2. 22(4H, m) , 2. 81 (3H 
, d, J=4. 4Hz) , 3. 08 (3H, s) , 3. 98 (2H, q, J=7. 2Hz) , 4. 26 (2H, q, J=7. 2Hz) , 4. 13 (2H, s) , 

5. 49 (3H, s) , 7. 23 (1H, d, J=8. 8Hz) , 7. 51 (1H, s) , 7. 94 (1H, d, J=8. 8Hz), 8. 17-8. 21 (2H 
,m),8. 52(lH,brs). 

H#f&0!I 575 

l-(3. 5-iP-m 3 ^/W-t KpJt:/-7x = ;V)-2-(3-x h=fr^-7-^ 5 7-2-* 
h^f^-5, 7-S?fc KP-t°PP[3, 4-b1b°y i?l/-6-s( M-a^? S ^-y^kfcmWtlM. 
1H-NMR (DUS0-d6) 5 : 

1. 40(3H, t, J=8. 0Hz) ,1.41 (18H, s) , 4. 03 (3H, s) 4. 18 (2H, q, J=8. 0Hz) , 4. 73 (2H, s) , 5 
. 45 (2H, s) , 7. 68 (1H, s) , 7. 73 (2H, s) . 
MMM 576 

l-(3-H 3 ~7*f-)V-±-{\fn V S?^-W /V)-:7g.=A')-2-(5. 6-v^ h 3rxS-7-7JU 

Tj-v-i-J * y-i.3-^fc KP-^y/fy K— /u-2-^ ;v) -j. 9 s ^^W^MWM. 

1H-NMR (DMS0-d6) 8 : 

1. 29 (3H, t, J=7. 2Hz) , 1. 38 (3H, t, J=7. 2Hz) , 1. 42 (9H, s) 1. 88-1. 95 (4H, m) , 2. 90-2. 9 
8 (4H, m) , 4. 11 (2H, q, J=7. 2Hz) , 4. 20 (2H, q, J=7. 2Hz) , 4. 79 (2H, s) 5. 45 (2H, s) , 7. 32 ( 
1H, s) , 7. 65 (1H, d, J=8. 4Hz) , 7. 88 (dd, J=8. 4, 2. 0Hz) , 7. 92 (1H, d, J=2. 0Hz) . 
MWi 577 
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{2-^3 7 > f;l/-4-[2-(5, 6-S?J. h^^-7-7/^n-l->f § /-1.3-i?fc KP-f V 
1H-NMR (DMS0-d6) 6 : 

1. 28 (3H, t, J=7. 2Hz) , 1. 39 (3H, t, J=7. 2Hz) , 1. 40 ( 18H, s) , 4. 05 (2H, d, J=6. OHz) , 4. 1 

1 (2H, q, J=7. 2Hz) 4. 20 (2H, q, J=7. 2Hz) , 4. 75 (2H, s) , 5. 36 (2H, s) , 5. 87 (1H, t, J=6. OH 
z) , 6. 53 (1H, d, J=8. 4Hz) , 7. 30 (1H, s) , 7. 71 (1H, dd, J=8. 4, 2. OHz) , 7. 77 (1H, d, J=2. 0 
Hz). 

^IJSM 578 

{2-H 3 ^^k-4-[2-(5. h^riX-7-^/^P-l-^ ^ ./-I. Kp— f y 

V K*— y V-2--Y A--) -T gvlj -7a ~JlsT $ 7 jftftjfe - 
lH-NMR(DMS0-d6) 5 : 

1. 28 (3H, t, J=7. 2Hz) , 1. 40 (3H, t, J=7. 2Hz) , 1. 40 (9H, s) , 4. 09 (2H, brs) , 4. 11 (2H, q, 
J=7. 2Hz) , 4. 20 (2H, q, J=7. 2Hz) , 4. 78 (2H, s) , 5. 38 (2H, s) , 6. 57 (1H, d, J=8. 8Hz) , 7. 3 

2 (1H, brs) 7. 72 (1H, dd, J=8. 8, 2. OHz) , 8. 48-9. 03 (1H, m) , 9. 30-9. 35 (1H, ra) . 
^Mffl 579 

1- (8-j| 3 -f7-/V-4r* ^/U-3.4-S?t: K P ~2H— < ^ V [1. 4] $T * ± i? ¥z§zd 
/W-)-2-(5-JC ^ 7-6-.* h 3-i^h KP-fV^y K 

-;>-2-{/u)-x^ y >*;4L{kfc&&ML 

1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 92 (3H, s) , 3. 89 (3H, s) , 4. 24 (2H, q, J=6. 8Hz) , 4 
. 36 (2H, t, J=4. 4Hz) , 4. 80 (2H, s) , 5. 46 (2H, s) , 7. 17 (1H, s) , 7. 28 (1H, s) , 7. 35 (1H, s) 
,9.08(1H, s),9. 26 (1H, s) . 

mmrn 580 

2- [2-(8-gg 3 :/^vV-4-7-5vV-3.4-v>t: KP-2H-^<>y fl. 4]^-^»v ? >--6-^ 
^)-2-t^y-xf ;V]-6-J h#v'-7-7A/tP-W $ 7-2, 3— Kp-IH— f y 
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1H-NMR (DMS0-d6) 5 : 

1. 34 (3H, t, J=6. 8Hz) ,1.37 (9H, s) , 2. 84 (3H, d, J=4. 8Hz) , 2. 93 (3H, s) , 4. 32 (2H, q, J= 
6, 8Hz) , 4. 36 (2H, t, 4. 4Hz) , 5. 01 (2H, s) , 5. 49 (2H, s) , 7. 19 (1H, d, J=2. OHz) , 7. 29 (1H 
, d, J=2. OHz) , 8. 30{1H, s) , 8. 41 (1H, q, J=4. 8Hz) , 9. 47 (1H, s) , 10. 02 (1H, s) . 
m&#i|581 

2-[2-(3-v ? ^f;l/7 § 7-4-fc: Kg =fr v^Z ai^/W)-2-^-# y-J.^-/i/]-6-ji f =fr 
1H-NMR (DMS0-d6) 8 : 

1. 43 (3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4. 4Hz) , 3. 10 (6H, s) , 4. 29 (2H, q, J=6. 8Hz) , 4. 87 
(2H, s) , 5. 54 (2H, s) , 7. 25 (1H, d, J=8. 4Hz) , 7. 55 (1H, s) , 7. 93 (1H, m), 8. 23 (2H, m) , 8. 
58 (1H, s) , 9. 46 (1H, s) , 9. 95 (1H, s) . 
MWBffl 582 

l-(3.5-e^-fl 3 ^f/M-b Kp»V-7xs/l/)-Z-(7-7^tP-W ^ 
1H-NMR (DMS0-d6) 5 : 

1. 34 (6H, d, J=6. OHz) , 1. 40 (18H, s) , 3. 85 (3H, s) , 4. 74-4. 85 (3H, m) , 5. 47 (2H, s) , 7. 3 
6(1H, s),7. 75 <2H, s). 
583 

{2-ai 3 7'5 L /U-4-[2-(7-7/U^-P-l-^ $ / V?xi |^v^-6-> h =fr y--l, 3- 

lH-MR(DMS0-d6) 5 : 

1. 34 (6H, d, J=6. OHz) ,1.39 (9H, s) , 3. 84 (3H, s) , 4. 72-4. 85 <3H, m) , 4. 88 (2H, s) , 5. 45 
(2H, s), 7. 07 (1H. d, J=7. 9Hz), 7. 82-7. 92 (2H, m). 
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MS:m/e(ESI)487. 2(MH+) 
mMM 584 

{8-13 ^/U-6-[2-(5-J- V % h 3^-1, 3—^b K 

1H-NMR (DMS0-d6) 5 : 

1. 34 (9H, s) , 1. 38 (3H, t, J=7. OHz) , 3. 48 (2H, brs) , 3. 86 (3H, s) , 4. 14(2H, s) , 4. 20 (2H 
, q, J=7. OHz) , 4. 28 (2H, brs) , 4. 76 (2H, s) , 5. 44 (2H, s) , 7. 03 (1H, s) , 7. 23 (1H, s) , 7. 3 
2(1H, s),9. 03(lH,brs). 
mMW 585 

{8-^ 3 ^/V-6-[2-(7-^/^^-P-l-^ $7-6-7 3-i^b 
1H-NMR (DMSO-d6) 5 : 

0. 98 (3H, t, J=7. 6Hz) , 1 . 34 (9H, s) , 1. 74-1. 85 (2H, in) , 3. 48 (2H, brt, J=4. 3Hz) , 3. 86 ( 
3H, s) , 4. 08-4. 18 (4H, m) , 4. 28 (2H, brt, J=4. 3Hz) , 4. 77 (2H, s) , 5. 44 (2H, s) , 7. 04 (1H 
, s) , 7. 23 (1H, s) , 7. 32 (1H, s) , 9. 03 (1H, brs) . 

W&ffl 586 

l-(8-jg 3 '7'7-j'U-4r^ s 7-A'-3,4r-i?K K p -2H— ^< 1/ V fl. 41 ^~ ^ i?l/-6-4 
}V) -2- (2-xf/W7->f § 7 -5. t: K p - b° P p [ 3, 4-b] b:° U ^-6--f -J- g 

1H-NMR (DMS0-d6) 6 : 

1. 09 (3H, t, J=7. OHz) 1. 30 (3H, t, J=7. 6Hz) , 1. 34 (9H, s) , 2. 94 (2H, q, J=7. 6Hz) , 3. 35 ( 
2H, t, J=4. 4Hz) , 3. 40 (2H, q, J=7. OHz) , 4. 27 (2H, t, J=4. 4Hz) , 4. 84 (2H, s) , 5. 52 (2H, s 
), 7. 19 (1H, s), 7. 21 (1H, s), 7. 72 (1H, d, J=8. OHz), 8. 17 (1H, d, J=8. OHz). 

MS : m/e (ESI) 421 . 2 (MH+) 
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mMm 587 

i-( 8 -%$ 3 /^; M -/p^;M.4-v ; t: kp-2h-^>^ ri^l^ -frv^-e-^ 



5 lH-NMR(DMS0-d6) 8 : 

0. 90 (3H, t, J=7. 2Hz) 1. 30 (3H, t, J=7. 6 Hz) , 1. 34 (9H, s) , 1. 52-1. 62 (2H, ra) , 2. 94 (2H, 
q, J=7. 6Hz) 3. 27 (2H, t, J=7. 4Hz) , 3. 38 (2H, t, J=4. 4Hz) , 4. 25 (2H, t, J=4. 4Hz) , 4. 84 ( 
2H, s) , 5. 54 (2H, s), 7. 15 (1H, d, J=2. 0Hz) , 7. 21 (1H, d, J=2. OHz) , 7. 72 (1H, d, J=8. 0Hz 
),8. 17 (1H, d, J=8. OHz). 

10 MS:m/e(ESI)435. 2(MH+) 

mt&ffl 588 

l-{ 3 -f|3 [2- (2- Ji^/V-7-^T $y-5.7-S?fc Kn-t:°P p [3, 4-b] b° y 

15 1H-NMR (DMS0-d6) 5 : 

1. 26 (3H, t, J=7. 2Hz) , 1. 34 (9H, s) , 1. 68 (4H, br) , 2. 32 (2H, br) , 2. 86 (2H, q, J=7. 2Hz) 
, 3. 25-3. 40 (2H, rar) , 4. 40 (2H, s) , 4. 53 (2H, s) , 5. 12 (2H, s) , 7. 48 (1H, d, J=8. OHz) , 7. 
77 ( 1H, br) , 7. 82 ( 1H, br) , 7. 96 ( 1H, d, J=8. OHz) . 

MS : m/e (ESI) 463. 2 (MH+) 
20 589 

N-{3-fl 3 ^^-5-r2-(2-^?vW7-Y § ^-5. 7-S?fc Kn-fp E T3. 4-b3 fc° V i? 
lH-NMR(DMS0-d6) 5 : 

25 1. 30 (3H, t, J=7. 6Hz) , 1. 37 (9H, s) , 2. 11 (3H, s) , 2. 94 (2H, q, J=7. 6Hz) , 3. 10 (3H, s) , 4 

. 48 (2H, s) , 4. 86 (2H, s) , 5. 51 (2H, s) , 7. 73 (1H, d, J=8. 2Hz) , 7. 81 (1H, d, J=2. OHz) , 7. 
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90 (1H, d, J=2. 0Hz), 8. 17 (1H, d, J=8. 2Hz), 9. 52 (1H, s), 9. 85 (1H, s), 11. 28 (1H, s) . 
MS:m/e (ESI) 437. 2(MH+) 
590 

> -5. 7- t: KP-bfpp [3, 4-b] g 3J ^ >-6--f ;v)-7t gyvj - 7 a y =fr -IE 
1H-NMR (DMS0-d6) 6 : 

1. 31 (3H, t, J=7. 6Hz) , 1. 40, 1. 41 (9H, each s) , 2. 02, 2. 10 (3H, each 

s) , 2. 80, 2. 94 (3H, each s) , 2. 92-2. 97 (2H, m) , 4. 49, 4. 52 (2H, each 

s) , 4. 62, 4. 70 (2H, each s) , 4. 86, 5. 55 (2H, each s) , 7. 49, 7. 53 (1H, each 

s) , 7. 74 (1H, d, J=8. OHz) , 7. 84, 7. 89 (1H, each 
s) , 8. 18 (1H, d, J=8. OHz) , 9. 52 ( 1H, brs) , 9. 89 (1H, brs) . 

mt&m 591 

{2-[ f^7 5 7 )-;* 7vH-6-« 3 •/fy>-4-[2- (3-J^ }> =fr ^-7-^ 

g; y -2, 4- ^ 7 gv^rii 7- v> fa fp-^pp [3, 4-bi b° y >--6- -i* MzZ^ f^kJ - 

lH-NMR(DMS0-d6) 5 : 

1. 39(3H, t, J=6. 8Hz), 1. 40(9H, s),2. 01,2. 09(3H,each s), 2. 31 (3H, s), 2.58, 

2. 79 (3H, each s), 2.93, 3. 14 (3H, each s), 3. 98 (2H, q, J=7. 2Hz) , 4.48, 
4. 52 (2H, each s), 4. 61, 4. 69 (2H, each s) , 4. 82 (2H, s), 5.52, 5. 54 (2H, each s) , 
7. 47, 7. 51 (1H, each d, J=2. OHz) , 7. 83, 7. 88 (1H, each d, J=2. OHz) , 9. 43 (1H, s) , 
9.88QH, s). 

MMM 592 

{8-m 3 :/^vW6-[2-(2-v-^ p^p bVW-^T ^ /-5, 7-v? fa K P-b?P p [3, 4-b] 

fa°y ^v-e-^^-r-^^/vl^, 3-^fa Kp-^^y[i,4]^-^^^>--4-^yv}-^ 
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lH-NMR(DMS0-d6) 5 : 

1. 00-1. 19 (4H, m) , 1. 35 (9H, s) , 2. 23-2. 36 (1H, m) , 4. 14 (2H, s) , 4. 20-4. 37 (2H, m) , 4. 
80 (2H, s) , 5. 49 (2H, s) . 7. 04 (1H, s) , 7. 25 (1H, s) , 7. 70 (1H, d, J=8. 4Hz) , 8. 07 (1H, d, J 
=8. 4Hz) , 9. 52 (1H, brs) , 9. 58-9. 63 (1H, m) . 
5 MS:m/e(ESI)463. 2(MH+) 
MMM 593 

6-j: h^>-3-^ 5 y-2-[2-a-=fry-2-(1.2, 3, 3-r h7^W,3-v ; >: Kp-1H- 

10 1H-NMR (DMS0-d6) 6 : 

1. 02 (3H, s) , 1. 15 (3H, d, J=6. 4Hz) , 1. 27 (3H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 80 (3H, s) , 2 
. 82 (3H, d, J=4. 8Hz) , 3. 19 (1H, q, J=3. 4Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 35 ( 
2H, s) , 6. 60 (1H, d, J=8. 4Hz) , 7. 52 (1H, s) , 7. 60 (1H, s) , 7. 77 (1H, d, J=8. 4Hz) , 8. 20 (1 
H, d, J=4. 8Hz) , 8. 55 (1H, brs) . 

15 MS : m/e (ESI) 449. 2 (MH+) 2 

m 

594 

2-r2-(5-H 3 ^fA^-79y-H^)-^^y-af b^^-H 
-2. 3-i?fc Kp-lH-^y-f ^K— /i-S-^^f^i^f^7^ hMUb^jRIfelft 

1H-NMR (DMS0-d6) 5 : 

20 1. 28 (9H, s) , 1. 43 (3H, t, J=7. 2Hz) , 2. 84 (3H, d, J=4. 4Hz) , 4. 29 (2H, q, J=7. 2Hz) , 4. 86 

(2H, s) , 5. 24 (2H, s) , 6. 48 (1H, d, J=0. 8Hz) , 7. 54 (1H, s) , 8. 22 (1H, m) , 8. 58 (1H, s) , 8. 
63 (1H, d, J=0. 8Hz). 
595 

{2. 6-S?jg 3 z/7-/U-4-{2-5-=- h ^ J -6-^ 1 ±A^Ji^^± JU-I, 3-v^t: 

lH-NMR(DMS0-d6) 5 : 
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1. 39-1. 42 (3H, m) , 1. 404 (18H, s) , 2. 818 (3H, d, J=4. 4Hz) , 4. 266 (2H, s) , 4. 272 (2H, q, 
J=6. 8Hz) , 4. 847 (2H, s) , 5. 572 (2H, s) , 7. 534 (1H, s) , 7. 891 (2H, s) , 8. 214 (1H, q, J=4. 
4Hz) , 8. 554 (1H, s) , 9. 309 (1H, s) , 9. 309 (1H, s) , 9. 913 (1H, s) . 
596 

5 {2. 6-i^5 3 ^^/V-4-[2-(5, 6-^ h $ / -1. 3-v^b K p- 

1H-NMR (DMS0-d6) 5 : 

1. 285 (3H, t, J=6. 8Hz) , 1. 34-1. 45 <21H, s) , 4. 110 (2H, q, J=6. 8Hz) , 4. 209 (2H, q, J=6. 
8Hz) , 4. 262 (2H, s) , 4. 796 (2H, s) , 5. 555 (2H, s) , 7. 333 (1H, s) , 7. 878 (2H, s) , 9. 085 (1 
10 H,s),9. 412 (1H, s). 

mmm 597 

1- {3- [2-5- J- h jP^W 5 7 -6-^ ^/V^/W/^-Y/W-l, 3-S?fc Kp-^T y^r > K 

■ — >v—2 — < M -T -fe gvv] - Z £ S £d ~ ^ £ a ^ ^ % ^ ; 
1H-NMR (DMS0-d6) 5 : 

15 1. 386 (3H, t, J=6. 8Hz) , 1. 50-1. 77 (6H, m) , 2. 37-2. 50 (2H, m) , 2. 806 (3H, d, J=4. 4Hz) , 

4. 256 (2H, q, J=6. 8Hz) , 4. 919 (2H, s) , 4. 97-5. 04 (1H, m), 7. 15-7. 42 (4H, m), 7. 478 (1H 
,s),8. 14-8. 21 (1H, m) , 8. 534 (1H, s) . 
598 

l-{3-[2-(5,6— ^ hdrxX-7-^/V^-P-l-^ %S-\.Z-V\i KP^f y>f > KWU 

20 -2— f -r-fc ZvlIzZ £ E^kl zSlg E ^ ^ # 

1H-NMR (DMS0-d6) 8 : 

1. 264 (3H, t, J=6. 8Hz) , 1. 379 (3H, t, J=6. 8Hz) , 1. 55-1. 77 (6H, m) , 2. 43-2. 50 (2H, m), 
4. 075 (2H, q, J=6. 8Hz) , 4. 188 (2H, q, J=6. 8Hz) , 4. 879 (2H, s) , 4. 95-5. 02 (1H, m) , 7. 23 
-7. 40 (5H, m) . 
26 g&fcffl 599 

l-{3-[2-5-3i h=3rv--W ^-6-^f/V^;W^xf;H,3-^b Kp- f V_rL>J£ 
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1H-NMR (DMSO-d6) 5 : 

1. 079 (3H, t, J=7. 2Hz) , 1. 408 (3H, t, J=6. 8Hz) , 1. 60-1. 74 (4H, m) , 1. 83-1 . 94 (2H, m) , 

2. 52-2. 60 (2H, m) , 2. 821 (3H, d, J=4. 4Hz) , 4. 016 (2H, q, J=7. 2Hz) , 4. 276 (2H, q, J=6. 8 
Hz) , 4. 871 (2H, s) , 5. 520 (2H, s) , 7. 52-7. 72 (2H, m) , 7. 884 (1H, s) , 7. 924 (1H, d, J=7. 6 
Hz) , 8. 215 (1H, q, J=4. 4Hz), 8. 554 (1H, s) . 

Hir£$l 600 

l-{3-[2-(5,6-S?J. h»S/-7-7^P-W 5 7-1.3-v^t: K_Ezd! Zd! ^ KriZk 
lH-NMR(DMS0-d6) 8 : 

1. 079 (3H, t, J=7. 2Hz) , 1. 287 (3H, t, J=6. 8Hz) , 1. 393 (3H, t, J=6. 8Hz) , I. 60-1. 74 (4H 
, m) , 1. 84-1. 94 (2H, m) , 2. 52-2. 60 (2H, m) , 4. 016 (2H, q, J=6. 8Hz) , 4. 113 (2H, q, J=7. 2 
Hz) , 4. 21 1 (2H, q, J=6. 8Hz) , 4. 822 (2H, s) , 5. 504 (2h, s) , 7. 339 (1H, s) , 7. 582 (1H, t, J 
=8. 0Hz) , 7. 691 (1H, d, J=8. 0Hz) , 7. 877 (1H, s) , 7. 91 1 (1H, d, J=7. 6 Hz) . 
Mti&ffl 601 

6-3^ F^r^-3-^ $ y-2-r2-^-^r y-2-(l, 3,3-hV * 5vV-2, Rp-1H-^ > 

K— /V-5-- -f /V) - -2, 3- vjfc F c -lH-^T /Mf ^ f- 

1H-NMR (DMSO-d6) 5 : 

1. 27 (6H, s) 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 2. 86 (3H, s) , 3. 28 (2H, s) , 4. 
28 (2H, q, J=7. 2Hz) , 4. 81 (2H, s) , 5. 32 (2H, s) , 6. 57 (1H, d, J=8. 0Hz) , 7. 51 (1H, s) , 7. 5 
9 (1H, s) , 7. 76 (1H, d, J=8. 0Hz) , 8. 17-8. 23 (1H, m) , 8. 54 (1H, s) , 9. 16 (1H, brs) , 9. 72 ( 
1H, brs) . 
MMffl 602 
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1- [3-% 3 :/5vW-4- (2H-r b 2 ^Z±zizdlik2! h ^rv^)-^ 7 ^— /H-2-(5. 6-v^ 

h^v^-^/M-P-w g y-i. kp— < y^r > f— ^-2-4 ; ^; 

lH-NMR(DMS0-d6) 5 : 

1. 26-1. 43 (15H, m), 4. 11 (2H, q, J=7. 2Hz), 4. 21 (2H, q, J=7. 2Hz), 4. 80 (2H, s), 5. 46(2 

H, s) , 5. 63 (2H, s), 6. 94-7. 06 (1H, m), 7. 31-7. 45 (3H, m) , 9. 04 (1H, brs), 9. 33 (1H, brs 
). 

MS:tn/e(ESI)511. 2(MH+) 
MM!® 603 

2- [2- (8-^ 3 ^f;W4-^;M^^ )V* f;i/-3, 4- fcjjg zgHh^V [l, 4] :fr3r 
» ^^-6-^/^-2-^-^ y-cn^/v]-6-Ji h ^rv--7-7^^-P-3-^ 5 J -2. 3-v^fc 

Fp-ih—T y F— /v^ ~y%fc^ ^7 $ F^teTkMl^i: 

lH-NMR(DMS0-d6) 6 : 

I. 34 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 2. 84 (3H, d, J=4. 4Hz) , 3. 51 (2H, t, J=4. 4Hz) , 3. 90 
(2H, s) , 4. 3 1 (2H, q, J=7. 2Hz) , 4. 34 (2H, t, J=4. 4Hz) , 5. 00 (2H, s) , 5. 46 (2H, s) , 7. 01 ( 
1H, s) , 7. 13 (1H, s), 7. 27 (1H, s) , 7. 52 (1H, s) , 8. 30 (1H, s) , 8. 41 (1H, q, J=4. 4Hz) , 9. 4 
7 (1H, s) , 10. 02 (1H, s) . 

mMffl 604 

2-{8-m 3 ^^-6-[2-(5,6-v ; J. fdr'>-7-^7^P-l-^r $ 7-l,3-i>t: Fp-^T 
lH-NMR(DMS0-d6) 5 : 

1. 31 (3H, t, J=6. 8Hz) , 1. 38 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 3. 51 (2H, t, J=4. 4Hz) , 3. 90 
(2H, s) , 4. 13 (2H. q. J=6. 8Hz) , 4. 22 (2H, q, J=6. 8Hz) , 4. 34 (2H, J=4. 4Hz) , 4. 79 (2H, s) 
, 5. 43 (2H, s), 7. 00 (1H, d, J=2. 0Hz), 7. 13 (1H, s), 7. 26 (1H, d, J=2. 0Hz), 7. 34 (1H, s), 
7. 51 (1H, s) , 9. 02 (1H, s) , 9. 35 (1H, s) . 
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MMM 605 

2-T2-(3, 5-i?-m 3 ^f/M-b Kn »->7 a=/I/)-xf^]-6-J h=¥"-X-3— T ^ 
1H-NMR (DMS0-d6) 5 : 

1. 29 (18H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 83 (3H, d, J=4. 4Hz) , 2. 90 (2H, t, J=7. 2Hz) , 3. 9 
3 (2H, t, J=7. 2Hz) , 4. 27 (2H, q, J=7. 2Hz) , 4. 75 (2H, s) , 6. 81 (1H, s) , 6. 92 (2H, s) , 7. 47 
(1H, s) , 8. 18 (1H, q, J=4. 4Hz) , 8. 56 (1H, s) , 9. 17 (1H, s) , 9. 71 (1H, s) . 

mw&m 606 

1- [8-g| 3 -ff-As-AriZ-K Kp j rv'-^Pb»-3,4-v i b KP-2H-^y/[l, 4]t 

yU]-2-(2-ai^-/W7->f $ 7-5, 7-v^ KP-tf P p f3, 4-bl \?3 

1H-NMR (DMS0-d6) 5 : 

1.31 (3H, t, J=7. 4Hz) , 1. 34 (9H, s) , 1. 71 (2H, m) , 2. 94 (2H, q, J=7. 4Hz) , 3. 26-3. 72 (6H 
, m) , 4. 26 (2H, t, J=4. 8Hz) , 4. 85 (2H, s) , 5. 53 (2H, s) , 7. 21 (2H, s) , 7. 73 (1H, d, J=8. OH 
z) , 8. 17 (1H, d, J=8. 0Hz) , 9. 55 (1H, s) , 9. 85 (1H, s) . 
MS:m/e(ESI)451 
MMffl 607 

2- {2-[8-^3^/^W4-(3-t: Kp aj-js-^u H'/U)-Z. 4-v^t: KP-2H-^<>yCl, 4] 
^•#»S^^-6->f /U]-2-^-dfy-J^^/M-6-J- h=fr->-3-^ ^ 7-2. 3—S?fc Kp-1H- 

1H-NMR (DMS0-d6) 5 : 

0. 90 (3H, t, J=7. 2Hz) 1. 30 (3H, t, J=7. 6Hz) , 1. 34 (9H, s), 1. 52-1. 62 (2H, m), 2. 94 (2H, 
q, J=7. 6Hz) 3. 27 (2H, t, J=7. 4Hz) , 3. 38 (2H, t, J=4. 4Hz) , 4. 25 (2H, t, J=4. 4Hz), 4. 84 ( 
2H, s) , 5. 54 (2H, s), 7. 15 (1H, d, J=2. 0Hz), 7. 21 (1H, d, J=2. 0Hz), 7. 72 (1H, d, J=8. 0Hz 
),8. 17(lH,d, J=8. 0Hz). 
MW&\ 608 
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6-j. h*jy-3-4 s: /-2-[2-^-^y-2-(i.4,4- h u >^w2-^-^y-i.2, 3,4-7" 

K 2 t: U ^-6-^/l^)-3i5vRl-2. 3-^b Kp-1H-^ y>< ^ K^±j 




lH-NMR(DMS0-d6) S : 

1. 27 (6H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 54 (2H, s) , 2. 82 (3H, d, J=4. 8Hz), 3. 29 (2H, s), 4 
. 28 (2H, q, J=7. 2Hz) , 4. 86 (2H, s) , 5. 49 (2H, s) , 7. 32 (1H, d, J=8. 0Hz) , 7. 54 (1H, s) , 7. 
89 (1H, s), 7. 95 (1H, d, J=8. 0Hz) , 8. 18-8. 24 (1H, ra) , 8. 56 (1H, s), 9. 24 (1H, brs) , 9. 86 
(1H, brs) . 

mi&m 609 

{2-[(7tf^-^f ;^-7$ /^-6-I 3 :7*5W-4-[2-(5, 6-S?J. h 

-7-7^^-p-l-^f ^ /-l,3-v ; t: Ka-^T y^f V K— JW2-"f /U)-Tir^/V]-7 a. 

lH-NMR(DMSO-d6) 5 : 

1. 29 (3H, t, J=6. 8Hz) , 1. 39 (12H, s) , 2. 01, 2. 10 (3H, each s) , 2. 80, 2, 94 (3H, each 
s) , 4. 11, 4. 22 (2H, each brd, J=6. 8Hz) , 4. 48, 4. 52 (2H, each s) , 4. 61, 4. 69 (2H, each 
s) , 4. 80 (2H, s) , 5. 47 (2H, s) , 7. 33 (1H, s) , 7. 48, 7. 51 (1H, each 
s) , 7. 83, 7. 87 (1H, each s) , 9. 06 (1H, s) , 9. 32 (1H, s) . 
MS:m/e(ESI)572. 3(MH+) 
mteffl 610 

{2-[(7-&^-^f ;WT g y)-^f ;H-6-^ 3 /f;M-[2-(5, 6-i?zc 3r-> 
-7-7/^^-p-l->f ^ /-1,3-i^t: Kn->f y>f >- K^V-2->f /U)-T-fe^vi/l-:7 a. 

1H-MR (DMSO-d6) 5 : 

1. 29 (3Ht, J=6. 8Hz) , 1. 39 (12H, s) , 2. 01, 2. 09 (3H, each s ) , 2. 80, 2. 94 (3H, each 
s) , 3. 75, 3. 77 (3H, each 

s), 4. 11 (2H, q, J=7. 2Hz) , 4. 21 (2H, q, J=7. 2Hz) , 4. 06 (2H, s) , 4. 64, 4. 68 (2H, each 
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s) , 4. 79 (2H, s) , 5. 47 (2H, s) , 7. 33 (1H, s) , 7. 47, 7. 52 ( 1H, each 
s),7. 83, 7.87 (1H, each d, J=2. 0Hz) , 9. 06 (1H, each s). 
MS : m/e (ESI) 586. 4 (MH+) 

611 

2-[2-(7-f| 3 -f?-Af-2-*ST J T % 7 -"O^^f-^— ^-S-zf^^^y-x 
^•/1,]-6-ji f. dr'>-3-^ $ 7-2, 3-i^t: Kp-IH-^T 7 4 V F-;^-5-^^^yj^ 

1H-NMR (DMS0-d6) 5 : 

1. 08 (3H, t, J=7Hz) , 1. 44 (9H, s) , 2. 84 (3H, d, J=5Hz) , 4. 28 (2H, q, J=7Hz) , 4. 84 (2H, s) 
, 5. 52 (2H, s), 5. 55 (1H, q, J=5Hz), 7. 54 (1H, s) , 7. 64 (1H, s) , 8. 21 (1H, s) , 8. 56 (1H, s) 

* 

ni&#g 612 

{8-m 3 ^^/U-6-C2-(3-J^ ^7-2-7 f^j&^^^/K. 7-y ? fc K 

o-tfpp [3.4-b]fc°y ^7-6-^ ;U)-7 tf-^]-2, 3-^ t: KP-^y/[l, 4]^^r 

lH-NMR(DMS0-d6) 5 : 

1. 28-1. 42 (12H, m) , 2. 78 (3H, d, J=4. 5Hz) , 3. 48 (2H, brt, J=4. 5Hz) , 4. 15 (2H, s) , 4. 24 
(2H, q, J=7. 0Hz) , 4. 30 (2H, brt, J=4. 5Hz) , 4. 85 (2H, s) , 5. 49 (2H, s) , 7. 03 (1H, s) , 7. 2 
5 (1H, s) , 7. 98 (1H, s) , 8. 54(qH, brq, J=4. 5Hz) , 9. 48 (1H, brd, J=7. 0Hz) , 9. 93 (1H, brd 
, J=7. 0Hz) . 
%W§\ 613 

^$7-5-7 h 3^-1,3-^1: KP-^y-Y7 K^-^-2-^ ;U) -zc $ J l/% ^fcifrM 
!H-NMR(DMS0-d6) 8 : 

1. 28 (3H, t, J=7. 0Hz) , 1. 41 (18H, s) , 3. 95 <3H, s) , 4. 10 (2H, q, J=7. 0Hz) , 4. 79 (2H, s) , 
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5. 48 (2H, s) , 7. 36 (lH, s) , 7. 77 (2H, s) , 8. 07 (1H, brs) , 9. 06 (1H, brs) , 9. 28 (1H, brs) . 



>T> P— A~2-^/U)- Tir^vH -2. 3— FP-^^[l,4]tW^-4-^f^)- 



lH-NMR(DMS0-d6) 5 : 

1. 35 (9H, s) , 3. 49 (2H, brs) , 3. 64 (3H, s) , 3. 86 (3H, s) , 3. 95 (3H, s), 4. 25-4. 34 (3H, m) 
, 4. 78 (2H, s), 5. 40(2H, s) , 7. 03 (1H, s) , 7. 24 (1H, s) , 7. 35 (1H, s) . 
MS:m/e(ESI)514. 3(MH+) 
MMffl 615 

2-{8-m 3 yf-;W6-[2-(3-x h 3r^-7-^ 5 7-2. 4- V s /- f/W5, J^h Rp-fc°P 
P [3.4-b] tf g i^^-e-^/M-T-fe^^l^, 3-^t: Kp-^V/ [1. 4] ^-^irv? V 

lH-NMR(DMS0-d6) 5 : 

1. 38 (9Hi s) , 1. 41 (3H, t, J=6. 4Hz) , 2. 33 (3H, s) , 2. 60 (3H, s) , 3. 5 1 (2H, s) , 3. 90 (2H, s 
) , 4. 00 (2H, q, J=6. 4Hz) , 4. 35 (2H, s) , 4. 83 (2H, s) , 5. 48 (2H, s) , 7. 01 (1H, s) , 7. 13 (1H 
, s) , 7. 27 (1H, s) , 7. 51 (1H, s) , 9. 40 (1H, s) , 9. 81 (1H, s) . 

mnm 6i6 • 

{3-m 3 ^^;W5-[2-(5, 6-^31 y**y-i--7 >vJrn-\-4 $;-1.3-^bKP-^f y 
lH-NMR(DMSO-d6) 5 : 

1. 29 (3H, t, J=7. 2Hz) , 1. 38 (3H, t, J=7. 2Hz) , 1. 41 (9H, s) , 3. 79 (2H, brs) , 4. 12 (2H, q, 
J=7. 2Hz) , 4. 23 (2H, q, J=7. 2Hz) , 4. 25 (2H, s) , 4. 80 (2H, s) , 5. 43 (2H, s) , 7. 33 (1H, s) , 
7. 84 (1H, s) , 7. 91 (1H, s) , 9. 07 (1H, s) , 9. 37 (1H, s) . 



i£0<J 614 




mm 6i7 
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1H-NMR (DMS0-d6) S : 

1. 32 (6H, s) , 1. 42 (3H, t, J=7. 2Hz) , 2. 57 (2H, s) , 2. 82 (3H, d, J=4. 8Hz) , 4. 28 (2H, q, J= 
7. 2Hz) , 4. 77 (2H, s) , 4. 87 (2H, s) , 5. 49 (2H, s) , 7. 25 ( 1H, d, J=8. OHz) , 7. 54 (1H, s) , 7. 
87-7. 94 (2H, ra) , 8. 1 7-8. 25 (1H, m) , 8. 57 (1H, s) , 9. 26 (1H, brs) , 9. 87 (1H, brs) . 
MS : m/e (ESI) 507. 3 (MH+) 
MMffl 618 

l-(5-m 3 ;l/-7 7y-3-^f;P)-2-(4-x Fdri/-7-7;VtP-H $ /-1,3-i? 
lH-NMR(DMSO-d6) 6 : 

1. 29 (9H, s) , 1. 35 (3H, t, J=7. 2Hz) , 4. 20 (2H, q, J=7. 2Hz) , 4. 83 (2H, s) , 5. 22 (2H, s) , 6 
. 48 (1H, d, J=0. 4Hz) , 7. 41-7. 54 (2H, m) 8. 61 (1H, d, J=0. 4Hz) . 
619 

1- (5-fg 3 /W77y-3-^^)-2-(5,6-^x b jrW7;^P-l-^ $ 7 
1H-NMR (DMS0-d6) 5 : 

1. 29 (9H, s) , 1. 31 (3H, t, J=7. 2Hz) , 1. 42 (3H, t, J=7. 2Hz) , 4. 13 (2H, q, J=7. 2Hz) , 4. 23 
(2H, q, J=7. 2Hz) , 4. 82 (2H, s) , 5. 22 (2H, s) , 6. 48 (1H, d, J=0. 8Hz) , 7. 34 (1H, s) , 8. 60 ( 
1H, d, J=0. 8Hz) , 9. 10 (1H, s) , 9. 41 (1H, s) . 
MMffl 620 

2- [2-(3-^3 T'f-zM-t: PP^->5->f y/P/K^r'>7x^)-2-^=iry-xf 
/l^]-6-ji h =3rv--3--f g / -2, 3-i/t: Kp-IH-W V-^ > K—zV-S-jfr/l^V^;* g; 

1H-NMR (DMSO-d6) 5 : 
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1. 33 (6H, d, J=6. 0Hz) , 1. 41 (9H, s) , 1. 44 (3H, t, J=7. 2Hz) , 2. 85 (3H, d, J=4. 4Hz) , 4. 30 
(2H, q, J=7. 2Hz) , 4. 67 (1H, m) , 4. 86 (2H, s) , 5. 48 (2H, s) 7. 49 (1H, s) , 7. 52 (1H, s) , 7. 5 
5 (1H, s) , 8. 22 (1H, m) , 8. 59 (1H, s) , 9. 24 (1H, s) , 9. 87 (1H, s) . 
Ill 621 

2-[2-(3-ff 3 ;l^-5-y/^ P^yf-;Vj-»i/-4-t: K p jfr^-:7ai =-M-2-^ 
y-j.^/v]-6-j: h^v--3-^ ^ y-2, S-v'b Kp-1H— Y y^f ^ K-;W5-j?;v^y 

1H-NMR (DMSO-d6) 5 : 

1. 41 (9H, s) , 1. 44 (3H, t, J=7. 2Hz) , 1. 58 (2H, m) , 1. 73-2. 00 (6H, m) , 2. 85 (3H, d, J=4. 4 
Hz) , 4. 30 (2H, q, J=7. 2Hz) , 4. 86 (2H, s) , 4. 87 (1H, ra) , 5. 49 (2H, s) , 7. 40 (1H, s) , 7. 52 ( 
1H, s) , 7. 55 (1H, s) , 8. 22 (1H, m) , 8. 60 (1H, s) , 9. 22 (1H, s) , 9. 86 (1H, s) . 
622 

13-11 3 ^^W5-C2-5-J^ =3rv--l-^r $ 7-6-;* ^/l^fr/W-^^ /W-l. 3-v>fc pn 
lH-NMR(DMS0-d6) 6 : 

1. 167 (3H, t, J=6. 8Hz) , 1. 373 (9H, s) , 1. 409 (3H, t, J=6. 8Hz) , 2. 822 (3H, d, J=4. 4Hz) , 
3. 757 (3H, s) , 3. 819 (2H, s) , 4. 102 (2H, q, J=6. 8Hz) , 4. 277 (2H, q, J=6. 8Hz) , 4. 856 (2H 
, s) , 5. 494 (2H, s) , 7. 536 (1H, s) , 7. 846 (1H, s) , 8. 2 15 (1H, s) , 8. 204 (1H, s) , 8. 551 (1H 
, s). 

nmm 623 

{3-H 3 7'f;U-5-[2-(5. 6-i^ h^v^-^M-P-W LZzL 3-i^b Kp-^V 
lH-NMR(DMSO-d6) 5 : 

1. 164 (3H, t, J=6. 8Hz) , 1. 285 (3h, t, J=6. 8Hz) , 1. 370 (9H, s) , 1. 391 (3H, t, J=7. 2Hz) , 
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3. 753 (3H, s) , 3. 817 (2H, s) , 4. 06-4. 14 (4H, m) , 4. 207 (2H, q, J=7. 2Hz) , 4. 803 (2H, s) , 
5. 469 (2H, s) , 7. 344 (1H, s) , 7. 832 (2H, s) . 
MMM 624 

6-[2-(8-g| 3 yf;lH-^f^3,4-^t: Ka-2H-^<^y [1. 4] ^-fr v^-6->f 

y-J.^v>]-3-Jc h $r*y-l-4 g 7-6, 7-3? t: Kn-5H-t:°n p [3. 4-b] b° 

1H-NMR (DMS0-d6) 5 : 

1. 36 (9H, s) , 1. 38 (3H, t, J=6. 8Hz) , 2. 79 (3H, d, J=4. OHz) , 2. 93 (3H, s) , 3. 33 (2H, s) , 4 
. 26 (2H, q, J=6. 8Hz) , 4. 36 (2H, s) , 4. 89 (2H, s) , 5. 57 (2H, s) , 7. 20 (1H, s) , 7. 29 ( 1H, s) 
, 8. 01 (1H, s) , 8.. 59 (1H, q, J=4. OHz) , 9. 55 (1H, s) , 9. 97 (1H, s) . 
MMM 625 

6-[2-(8-g| 3 ;V-4-^>/^^/V^ f ;t^-3, Kp-2H— OVd. 41 sfr-^r 
•frv^-6-^ M-2-^y-^;V]-Z-^- h*ci/-7-J $ /-6,7-v^ K p -5H- b° a 
P T3. 4-bl \£ V i?l/-2-%JU7glsm* ^/VT g }£lMMM 
1H-NMR (DMS0-d6) 6 : 

1. 38(12H, s), 2. 79 (3H, d, J=4. 8Hz), 3. 91 (2H, s), 4. 25 (2H, q, J=6. 8Hz), 4. 34 (2H, t, J 
=4. 4Hz) , 4. 89 (2H, s) , 5. 5 1 (2H, s) , 7. 02 (1H, s) , 7. 14 (1H, s) , 7. 27 (1H, s) , 7. 55 (1H, s 
) , 8. 00 (1H, s) , 8. 57 (1H, q, J=4. 8Hz) , 9. 52 (1H, s) , 9. 94 (1H, s) . 
MMffl 626 

{2-^3 -f^-/U-4-l2-iG-^/^<^e^/^-5-^. Y^rls-l-^ g; 7-1, 3-S?*: Kp-Y V 
^ >• /U-2-- T /W) -T i? ^-/u] -6- ( b° p jj v'V-l-^- fM-7a>/ fr^l-fflft; h U 

1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 1. 83-1. 93 (4H, m) , 3. 06-3. 16 (4H, m) , 4. 27 (2H, q, 
J=6. 8Hz) , 4. 40 (2H, s) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 41 (1H, s) , 7. 48 (1H, s) , 7. 54 (1H, 
s) , 7. 70 (1H, brs) , 7. 79 (1H, brs) , 8. 62 (1H, s) , 9. 16 (1H, brs) , 9. 84 (1H, brs) . 
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MS:m/e(ESI)537. 3(MH+) 
HJSM 627 

(2-m 3 !^5vW4-[2-(6-i^^/^;fr/W-^^A*-5-^ 5. ;-l.Z-i?K 

K y^T^ K— /w 2-^A0-T-E^vR]-6-(fc°p i; ^y-KM-7x;^i/)- 

lH-NMR(DMS0-d6) 8 : 

1. 34 (3H, t, J=6. 8Hz) , 1. 38 (9H, s) , 1. 84-1. 93 (4H, ra) , 2. 78 (3H, s) , 3. 00 (3H, s) , 3. 08 
-3. 15 (4H, m) , 4. 22 (2H, q, J=6. 8Hz) , 4. 40 (2H, s) , 4. 83 (2H, s) , 5. 49 (2H, s) , 7. 42 (1H, 
s) , 7. 48 (1H, s) , 7. 50 (1H, s) , 8. 03 (1H, s) , 9. 13 (1H, brs) , 9. 69 (1H, brs) . 
MS:m/e(ESI)565. 4(MH+) 
628 

(2-m 3 ^^V-4-r2-(6-^ b i^-7-7/U^-n- W ^ 7-5-^ h ^^-1. 3-S?fc K 
p-^ >L£ ^K—/V-2-^/^)-T-fe^-^]-^^7 ^M-g^@g;^^^ 
lH-NMR(DMS0-d6) 5 : 

1. 28 (3H, t, J=6. 7Hz) , 1. 40 (9H, s) , 3. 93 (3H, s) , 4. 10 (2H, q, J=6. 7Hz) , 4. 80 (2H, s) , 4 
. 88 (2H, s) , 5. 45 (2H, s) , 7. 06 (1H, d, J=8. OHz) , 7. 34 (1H, s) , 7. 80-7. 92 (2H, m) , 9. 06 ( 
lH,brs), 9. 37(lH,brs). 
mm&l 629 

{8~m 3 ^/V-6-f2-(3-Ji V*i/-7-4 § / -2-^f^j?^^;W5,7-^1: K 
P-t:'p P [3. 4-bl fc°y v ? ^-6--^/^)-T-fe^-/^]-2, S-v't: Ka-^yy[l,4]^ 

lH-NMR(DMS0-d6) 5 : 

1. 30-1. 41 (12H, m), 2. 77 (3H, d, J=4. 8Hz), 3. 48 (2H, brs), 3. 64 (3H, s), 4. 20-4. 33 (6H 
, m) , 4. 86 (2H, s) , 5. 44 (2K, s) , 7. 04(1H, s) , 7. 26 (1H, s) , 7. 98 (1H, s) , 8. 52 (1H, q, J=4 
. 8Hz) . 

630 
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8-m 3 zf^sU-6-[2-(7-7/U#v-l-s( $ /-5.6— ^ h V-l. 3-S?fc KP-^f ^ 
^f>-K— /W2-^ f /U)-Ti?^/R]-4-^ ?yU-3.4-S?t: KP-2H-Q-y [1, 4] ^-^ jj- 

lH-NMR(DMS0-d6) 6 : 

5 1. 38 (9H, s) , 2. 88 (3H, s) , 3. 23-3. 42 (2H, m) , 3. 87 (3H, s) , 3. 95 (3H, s) , 4. 79 (2H, s) , 5 

. 15 (1H, t, J=3. 9Hz) , 5. 45 (2H, s) , 7. 17 (lH, s) , 7. 32 (1H, s) , 7. 35 (1H, s) . 

miMM 63i 

(T J t'f-^-A2-m 3 7 > f-;^-4-[2-5-x h^v-W g; 7 -6-^ ^vl^ /W^-f ;V 
1H-NMR (DMS0-d6) 5 : 

1, 32 (9H, s) , 1. 42 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 1. 74 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) 3. 
68 (1H, d, J=16. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 49 (1H, d, J=16. 8Hz) , 4. 87 (2H, s) , 5. 53 
(2H, s) , 7. 54 (1H, s) , 7. 73 (1H, d, J=8. OHz) , 7. 98 (IH, dd, J=8. 0, 2. OHz) , 8. 15 (1H, d, J 
15 =2. OHz) , 8. 21 ( 1H, q, J=4. 4Hz) , 8. 57 (1H, s) . 

MMM 632 

(Tir^/V-te-m 3 ' /W-4- [2-5-31 Y^c^-l—i % / -6-p< ^ }\s U ?V 4 ;V 
-l. M Kn-^f is K— ;v-2->f ;u) -T -fc £>3d - Z s -7$/) ; ^ 

20 1H-NMR (DMS0-d6) 5 : 

1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 1. 73 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) , 3. 67 (1H, d, J= 
16. 8Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4. 56 (1H, d, J=16. 8Hz) , 4. 87 (2H, s) , 5, 58 (2H, s) , 7. 5 
4(1H, s) , 7. 75 (1H, d, J=8. OHz) , 7. 97 (1H, dd, J=8. 0, 2. OHz) , 8. 17 (1H, d, J=2. OHz) , 8. 
21 (1H, q, J=4. 4Hz) , 8. 57 (1H, s) , 9. 34-9. 40 (1H, m) , 9. 90-9. 98 (1H, m) . 

25 %W8b 633 

3 ^^/W4-r2-5-^ b tf-is-l-'f ^ /-6-^f;l/^;W^^;Wl, 3-S?fc K 
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1H-NMR (DMS0-d6) 5 : 

1. 41 (3H, t, J=5. 2Hz) , 1. 44 (18H, s) , 2. 59 (3H, s) , 2. 82 (3H, d, J=4. 8Hz) , 3. 49 (1H, brs 
5 ) , 4. 27 (2H, q, J=5. 2Hz) , 4. 84 (2H, s) , 5. 49 (2H, s) , 7. 54 (1H, s) , 7. 64 ( 1H, d, J=8. 4Hz) 

, 7. 90 (1H, dd, J=8. 4, 2. 4Hz) , 7. 94 (1H, d, J=2. 4Hz) , 8. 21 (1H, q, J=4. 8Hz) , 8. 56 (1H, s 

)- 

%MM 634 

{2-m 3 ^f^fr-i?af/i/7 g y-4-r2-5-j- h #2±i § Zzgzz! f2k^L£*3: 

1H-NMR (DMS0-d6) 8 : 

0. 95 (6H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. OHz) , 3. 1 1 
(4H, q, J=7. 2Hz) , 4. 28 (2H, q, J=7. 2 Hz) , 4. 73 (2H, s) , 4. 84 <2H, s) , 5. 48 (2H, s) , 7. 54 ( 

15 2H, s) , 7. 59 (1H, s) , 8. 20 (1H, brs) , 8. 55 (1H, s) , 9. 17 (1H, brs) , 9. 84 (IH, brs) . 

MS : ra/e (ESI) 553. 3 (MH+) 
MMM 635 

({2-m 3 ^f/M- [2-5- J: h $7-6-^ f /^/M^^/Wl, K 

>- K— /u-2->f /v)-T-fe^-A>1-7ai=yu}-^ f;wr $ y ) -ME ; 

20 1H-NMR (DMS0-d6) 5 : 

1. 41 (3H, t, J=6. 8Hz) , 1. 44 (9H, s) , 2. 62 (3H, s) , 2. 82 (3H, s) , 3. 83 (1H, d, J=8. 8Hz) , 4 
. 17 (1H, d, J=8. 8Hz) , 4. 27 (2H, q, J=6. 8Hz) , 4. 84 (2H, s) , 5. 54 (2H, s) 6. 34 (1H, s) , 7. 6 
6 (1H, d, J=8. OHz) , 7. 91 (1H, dd, J=8. 0, 1. 6Hz) , 7. 94 (1H, d, J=l. 6Hz) , 8. 56 (1H, s) , 9. 
29-9. 33 (1H, m) , 9. 48-9. 92 (1H, m) . 

25 MMffl 636 

{2-m 3 7'f;W4-(2-(5-v ; ^ =3vUT g 7~W ^7-6-^ fA/^^^f^-1. 3- 
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1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 85-1. 90 (4H, m) , 2. 77 (3H, d, J=4. 4Hz) , 2. 91 (6H, s) , 3. 07-3. 15 (4H, m) 
5 , 4. 39 (2H, s) , 4. 73 (2H, s) , 5. 44 (2H, s) , 7. 17 (1H, s) , 7. 40 (1H, s) , 7. 47 (1H, s) , 8. 06 ( 

1H, s) , 8. 36 (1H, brs) , 8. 90 (1H, brs) , 9. 53 (1H, brs) . 
MS : ra/e (ESI) 550. 4 (MH+) 
637 

2-f2-(3-m 3 ^f/M-t Kg drix-5-^ y ^j/-7x=;i/)-^y-af 

io /H-e-v^^v^TS: y-3-^f ;;-2.3-^b kp-ih— f y-f v En ^±^Jk^H 

1H-NMR (DMS0-d6) 8 : 

1. 33 (6H, d, J=6. 0Hz) , 1. 41 (9H, s) , 2. 80 (3H, d, J=4. 4Hz) , 2. 94 (6H, s) , 4. 68 (1H, m) , 4 
. 76 (2H, s) , 5. 45 (2H, s) , 7. 17 (1H, s) , 7. 48 (1H, s) , 7. 52 (1H, s) , 8. 10 (1H, s) , 8. 39 (1H 
15 , m) . 

^MM 638 

2-r2-(4-Ti?9VW8-m 3 :/5vW3. 4-S?E Kn-2H-^<^y [1. 4jJ^jL^ z 6 z ^ 
yu)-2-^-^ry-^^^]-6-Ji § y-2.3-3?fc: Ku-lH-*f y>f V K— ^ 

20 1H-NMR (DMS0-d6) 8 : 

1. 39 (9H, s) , 1. 43 (3H, t, J=6. 8Hz) , 2. 30 (3H, s) , 2. 84 (3H, d, J=4. 4Hz) , 3. 91 (2H, t, J= 
4. 8Hz) , 4. 29 (2H, q, J=6. 8Hz) , 4. 48 (2H, t, J=4. 8Hz) , 4. 86 (2H, s) , 5. 45 (2H, s) , 7. 55 ( 
1H, s) , 7. 67 (1H, s) , 8. 00 { 1H, brs) , 8. 22 (lH, q, J=4. 4Hz) , 8. 57 (1H, s) , 9. 22 (1H, s) , 9 
.84(1H, s). 

25 MM&l 639 

{2-ii 3 /f;W6-v ; xf;l,7 g y-4~[2-5-J^ b j^H ? ^ -6-,* gVj^/Wjg 



486 



WO 02/085855 



PCT/JP02/03961 



1H-NMR (DMS0-d6) 5 : 

0. 94 (6H, t, J=6. 8Hz) , 1. 23 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 83 
(3H, d, J=4. 8Hz) , 3. 05-3. 10 (4H, m) , 4. 17 (2H, q, J=6. 8Hz) , 4. 27 (2H, q, J=6, 8Hz) , 4. 8 
0 (2H, s) , 4. 84 (2H, s) , 5. 53 (2H, s) , 7. 54 (1H, s) , 7. 55 (1H, s) , 7. 61 (1H, s) , 8. 21 (1H, d 
, J=4. 8Hz) , 8. 56 (1H, s) , 9. 29 (1H, brs) , 9. 90 (1H, brs) . 

MS:m/e(ESl)581. 4(MH+) 
640 

{3-g| 3 :/?vW5-[2-(5,6-v^ h^riy-7-^^^-P-l— < S /- I. 3-S?fc KP->f V 
1H-NMR (DMS0-d6) 8 ■ 

1. 29 (3H, t, J=7. 2Hz), 1. 38 (3H, t, J=7. 2Hz) , 1. 41 (9H, s) , 3. 79 (2H, brs) , 4. 12 (2H, q, 
J=7. 2Hz) , 4. 23 (2H, q, J=7. 2Hz) , 4. 25 (2H, s) , 4. 80 (2H, s) , 5. 43 (2H, s) , 7. 33 (1H, s) , 
7. 84 (1H, s) , 7. 91 (1H, s) , 9. 07 (1H, s) , 9. 37 (1H, s) . 

mt&ffl 641 

1H-NMR (DMS0-d6) 5 : 

1. 05 (3H, t, J=6. 8Hz) , 1. 38 (9H, s) , 1. 41 (3H, t. J=6. 8Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 27 
(3H, s) , 4. 28 (2H, q, J=6. 8Hz) , 4. 69-4. 93 (6H, m) , 5. 52 (2H, s) , 7. 55 (1H, s) , 7. 86 (1H, 
s) , 7. 89 (1H, s) , 8. 21 (1H, d, J=4. 4Hz) , 8. 56 (1H, s) , 9. 24 (1H, brs) , 9, 88 (1H, brs) . 
MS : m/e (ESI) 603. 3 (MH+) 
642 
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lH-NMR(DMS0-d6) d : 

1. 05 (3H, t, J=6. 8Hz) , 1. 33-1. 43 (12H, m) , 1. 89 (3H, s) , 2. 82 (3H, d, J=4. 8) , 2. 96-3. 1 
2 (1H, m) , 4. 08-4. 19 (1H, m) , 4. 28 (2H, q, J=6. 8Hz) , 4. 48 (2H, dd, J=15. 2Hz, 15. 6Hz) , 4 
. 86 (2H, s) , 5. 50 (2H, s) , 7. 54 (1H, s), 7. 81 <1H, s), 7. 89 (1H, s) , 8. 21 (lH, d, J=4. 4Hz) 
, 8. 56 (1H, s) , 9. 26 (1H, brs) , 9. 88 (1H, brs) . 
MS:m/e(ESI)567.3(MH+) 
643 

1H-NMR (DMSO-d6) 8 ■ 

1. 36-1. 43 (12H, m) , 1. 83 (3H, s) , 2. 82 (3H, d, J=4. 4Hz) , 3. 15 (3H, s) , 4. 28 (2H, q, J=6. 
8Hz) , 4. 44 (2H, dd, J=15. 6Hz, 15. 6Hz) , 4. 85 (2H, s) , 5. 48 (2H, s) , 7. 54 (1H, s) , 7. 87 ( 1 
H, s) , 7. 95 (1H, s) , 8. 21 (1H, d, J=4. 4Hz) , 8. 55 (lH, s) , 9. 23 (1H, brs) , 9. 88 (1H, brs) . 
MS:m/e(ESI)553. 3(MH+) 
MMffl 644 

{2-m 3 -f^-;V-A-{2-{\-^ 5 Iz^zA f;l/j>^^>f^-5-7'P 3-S?fc 
KP-^y^^ K — /W2-- Y As) -7-fef"^1 -6- (b'P V ^y-H^)-7x;jr->l- 

1H-NMR (DMSO-d6) 6 : 

0. 98 (3H, t, J=7. 6Hz) ,1.23 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 85-1. 90 (2H, m) , 2. 82 (3H 
, d, J=4. 8Hz) , 3. 06-3. 12 (4H, m) , 4. 17 (2H, q, J=6. 4Hz) , 4. 20 (2H, q, J=7. 2) , 4. 49 (2H, 
s) , 4. 83 (2H, s) , 5. 49 (2H, s) , 7. 42 (1H, br) , 7. 49 (1H, br) , 7. 54 (1H, s) , 8. 52 (1H, s) , 9 
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10 



15 



20 



. 15 (1H, brs) , 9. 83 (1H, brs) . 
MMffl 645 

{2-m 3 [2-5-^ h^ri^-W S f ;V^;W^^/I/-1, Kp 

-^r y^r ^ K^2->f/v)-7tf-^]-6-^ y ^->-7x;#->}-si;M 

1H-NMR (DMS0-d6) 5 : 

1. 33 (6H, d, J=6. 0Hz) , 1. 39 (9H, s) , 1. 44 (3H, t, J=7. 2Hz) , 2. 85 (3H, d, J=4. 8Hz) , 4. 30 
(2H, q, J=7. 2Hz) , 4. 64 (2H, s) , 4. 75 (1H, m) , 4. 87 (2H, s) , 5. 53 (2H, s) , 7. 53 (1H, d, J=2 
. 0Hz) , 7. 54 (1H, d, J=2. 0Hz) , 8. 22 (1H, m) , 8. 59 (1H, s) , 9. 28 (1H, m) , 9. 89 (1H, s) . 
MMffl 646 

{2-$& 3 :/^VW-6-V^ n^-yzf-jVfr^'s-A- [2-5-J- h df-S'-W g /-6-^ 
1H-NMR (DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 44 (3H, t, J=6. 8Hz) , 1. 63 (2H, m) , 1. 69-1. 83 (4H, ra) , 1. 95 (2H, m) , 2. 85 
(3H, d, J=4. 8Hz) , 4. 30 (2H, q, J=6. 8Hz) , 4. 59 (2H, s) , 4. 87 (2H, s) , 4. 93 (1H, ra) , 5. 55 ( 
2H, s) , 7. 48 (1H, d, J=2. 0Hz) , 7. 54 (1H, d, J=2. 0Hz) , 8. 22 (1H, m) , 8. 59 (1H, s) , 9. 88 (1 
H, s) . 

■ 

£U£0iJ 647 

7-j| 3 ^^/W5-[2-(5,6-^ h=¥v^-7-^^^-p-W ^ y-1.3-i>fc KP-^y 



25 



1H-NMR (DMS0-d6) 5 : 

1. 39 (3H, t, J=7Hz) , 1. 48 (3H, t, J=7Hz) , 1. 51 (9H, s) , 4. 20 (2H, q, J=7Hz) , 4. 25 (2H, J= 
7 Hz) , 4. 85 (2H, s) , 5. 52 (2H, s) , 7. 22 (1H, s) , 7. 91 (2H, d, J=2Hz) , 8. 1 1 (2H, J=2Hz) . 
MS:m/e(ESI)512. 0(MH+) 
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M1&M 648 

{2-il 3 7 , ^/V-4-r2-(5-v ? ^ f-/VT % y-1-4 ^ JSr* )Vl) JX"^ 4 3- 

5 lH-NMR(DMS0-d6) 5 : 

I. 23 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 82-1. 91 <4H, m) , 2. 77 (3H, d, J=4. 4Hz) , 2. 91 (6H 
, s) , 3. 04-3. 14 (4H, m) , 4. 21 (2H, q, J=6. 8Hz) , 4. 49 (2H, s) , 4. 73 (2H, s) , 5. 44 (2H, s) , 
7. 15 (1H, s) , 7. 42 (1H, s) , 7. 48 (1H, s) , 8. 06 (1H, s) , 8. 33-8. 41 (1H, m) , 8. 93 (1H, brs) 
, 9. 54 (1H, brs) . 
10 MS : m/e (ESI) 578. 3 (MH+) 

%W&h 649 

(T-fe^Vt— {3-fi 3 ^/W-5-r2-(7-^^^-P-l-^ $ y-5.6-^7 b 3-S? 
b Kp-^T y ^ y K-^-2-^/v)-7tf ;v]-2-fc Kp»->7a=/W-7^ 7)- 

15 lH-NMR(DMS0-d6) 5 : 

1. 37 (9H, s) , 2. 06 (3H, s) , 3. 67 (3H, s) , 3. 87 (3H, s) , 3. 96 (3H, s) , 4. 40 (2H, s) , 4. 52 (2 

H, s), 4. 81 (2H, s) , 5. 41 (2H, s) , 7. 36 (1H, s) , 7. 79 (1H, s) , 7. 94 (1H, s) , 9. 06 (1H, s) , 9 
. 34(1H, s), 10. 90 (1H, s). 

%Wft 650 

20 {Z-W, 3 :/?vU-4-[2-5-3i h^r^-W $ ^^;W^^;W1, 3— ^t: Kb 

lH-NMR(DMS0-d6) 5 : 

I. 33 (3H, t, J=7. OHz) , 1. 38 (9H, s) , 2. 80 (3H, d, J=7. 2Hz) , 4. 26 (2H, s) , 4. 26 (2H, q, J= 
25 7. OHz) , 4. 82 (2H, s) , 5. 38 (2H, s) , 7. 49 (1H, d, J=6. OHz) 7. 52 (1H, s) , 7. 73 (1H, dd, J=6 

. 0, 2. OHz) , 7. 77 (1H, d, J=2. OHz) , 8. 15-8. 24 (1H, m) , 8. 55 (1H, s) , 9. 18-9. 23 (1H, m) , 
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9.78-9. 82(lH,m). 
651 

1H-NMR (DMS0-d6) 8 : 

1. 19 (3H, t, J=7. 2Hz) , 1. 40 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 2. 82 (3Hi d, J=4. 8Hz) , 4, 12 
(2H, q, J=7. 2Hz) , 4. 18 (2H, d, J=6. 4Hz) , 4. 27 (2H, q, J=6. 8Hz) , 4. 82 (2H, s) , 5. 36 (2H, 
s) , 5. 92 (1H, t, J=6. 8Hz) , 6. 57 (1H, d, J=8. 8Hz) , 7. 51 (1H, s) 7. 72 (1H, dd, J=8. 8, 2. OH 
z) , 8. 20 (1H, q, J=4. 8Hz) , 8. 54 (1H, s) . 
MMM 652 

2-f2-(8-M 3 ^^-3-t»y-3,4-^h Kp-2H-^<>"^[1. 4l^^^l^-6-^ 
/M-2-^-^y-3:^-/W]-6-J. h^'>-3— f ^ 7-2.3-^t: Kp-11W V d /V 

-5-# ^a? * ±2¥L $ K ; gj&£MMM 

1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s) , 1, 43 (3H, t, J=6. 8Hz) , 2. 84 (3H, d, J=4, 4Hz) , 4. 30 (2H, q, J=6. 8Hz) , 4. 72 
(2H, s), 4. 86 (2H, s) , 5. 47 (2H, s), 7. 44 (1H, d, J=2. 0Hz), 7. 56 (2H, s), 8. 22 (1H, q, J=4 
. 4Hz) , 8. 58 (1H, s) , 9. 20 (1H, s) , 9. 86 (1H, s) , 10. 95 (1H, s) . 
MMM 653 

2-f2- (8-ff 3 -fJ-JV-A-* ^/W3-^-dr y-3. 4-3? 1= Fo-2H-^y/[l, 4] £jHH£ 

^-e-^^^-^-^y-ai^/^-e-j: ^apjy-3-^ ^ y-2, 3-^ fp-ih-^ ^ 

1H-NMR (DMS0-d6) 6 : 

1. 40 (9H, s) , 1. 44 (3H, t, J=6. 8Hz) , 2. 85 (3H, d, J=4. 8Hz) , 3. 37 (3H, s) , 4. 30 (2H, q, J= 
6. 8Hz) , 4. 78 (2H, s) , 4. 88 (2H, s) , 5. 56 (2H, s) , 7. 56 (1H, s) , 7. 64 (1H, d, J=l. 6Hz) , 7. 
66 (1H, d, J=l. 6Hz) , 8. 23 (1H, q, J=4. 8Hz) , 8. 58 (1H, s) , 9. 24 (1H, s) , 9. 88 (1H, s) . 
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UMM 654 

2-[2-(8-fg 3 ^f;M-yf;W-3,4-^t: Kg-2H-^V^[1. 4l£±±j^zgzdl 
lH-NMR(DMS0-d6) 5 : 

1. 36 (9H, s) , 2. 79 (3H, d, J=4. 8Hz) , 2. 92 (3H, s) , 2. 93 (6H, s) , 4. 35 (2H, t, J=4. 4) , 4. 7 
5 (2H, s) , 5. 43 (2H, s) , 7. 16 (1H, s) , 7. 18 (1H, d, J=2. OHz) , 7. 29 (1H, d, J=2. OHz) , 8. 08 
(1H, s) , 8. 39 (1H, q, J=4. 8Hz) , 8. 99 (1H, s) , 9. 53 (1H, s) . 
HJfetfiJ 655 

A-{2-m 3 :/3vW4-[2-5-Ji fc =fr js-1-4 $ y -6-^ gvj^w5^L±iL b H 
P-^T y>f > K ;V)-7t gv^] -6- ( fc° p y ^y-W^)-7sy -IS 

h y 7;^p^t 

lH-NMR(DMS0-d6) 5 : 

1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 1. 85-1. 94 (4H, ra) , 1. 97-2. 06 (2H, m) , 2. 36-2. 44 ( 
2H, m) , 2. 82 (3H, d, J=4. 8Hz) , 3. 07-3. 16 (4H, m) , 3. 85 (2H, t, J=6. 8Hz) , 4. 27 (2H, q, J= 

7. 2Hz) , 4. 83 (2H, s) , 5. 41-5. 50 (2H, m) , 7. 36 (1H, s) , 7. 46 (1H, s) , 7. 53 (1H, s) , 8. 16- 

8. 24 (1H, ra), 8. 55(lH,ra). 
MS:m/e(ESI) 579. 4(MH+) 

656 

4-{2-^ 3 ^^/V-4-[2-(5.6-v ? ^ h^v--7-7/U^-P-l— f ^ y-1.3-S?fc Kgzd! 

y 2. ?k2L p i^^^ 

lH-NMR(DMS0-d6) 5 : 

1. 29 (3H, t, J=6. 8Hz) , 1. 35-1. 42(12H, m), 1. 82-1. 92 (4H, m) , 1. 94-2. 08 (2H, m) , 2. 41 
(2H, t, J-7. 2Hz) , 3. 06-3. 16 (4H, m) , 3. 60-3. 80 (2H, ra) , 4. 1 1 (2H, q, J=6. 8Hz) , 4. 20 (2 
H, q, J=6. 8Hz) , 4. 78 (2H, s) , 5. 46 <2H, s) , 7. 33 (1H, s) , 7. 35 (1H, d, J=2. 4Hz) , 7. 45 (1H 
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, d, J=2. 4Hz) . 
MS : m/e (ESI) 584. 4 (MH+) 
657 

1H-NMR (DMS0-d6) 6 : 

1. 38 (9H, s) , 1. 41 (3H, t, J=6. 8Hz) , 1. 60-1. 70 (2H, m) , 1. 75-1. 84 (2H, m) , 1. 86-1. 94 ( 
4H, m) , 2. 29 (2H, t, J=7. 2Hz) , 2. 82 (3H, d, J=4. 8Hz) , 3. 08-3. 17 (4H, m) , 3. 78-3. 92 (2H 
, m) , 4. 27 (2H, q, J=6. 8Hz) , 4. 83 (2H, s) , 5. 47 (2H, s) , 7. 36 (1H, s) , 7. 46 (1H, s) , 7. 53 ( 
1H, s) , 8. 03-8. 27 (1H, m) , 8. 55 (1H, s) , 9. 15 (1H, brs) , 9. 84 (1H, brs) . 
MS : m/e (ESI) 593. 4 (MH+) 
mMffl 658 

5-{2-^3 7'^;W4-[2-(5.6-^x h 3ci/-7-y ;V*xi- W g; 7-l,3-v?t Kp-^T 
y^f ^ K^-/t- / -2--i > }V) -7tf;v] -6- ( \f p !) i?y-W^)-7a;»'>My^ 

1H-NMR (DMS0-d6) 5 : 

1. 28 (3H, t, J=6. 8Hzj, 1. 33-1. 46(12H, m), 1. 60-1. 71 (2H, m), 1. 75-1. 84 (2H, m), 1. 85 
-1. 96 (4H, m) , 2. 29 (2H, t, J=7. 2Hz) , 3. 07-3. 18 (4H, m) , 3. 76-3. 93 (2H, m) , 4. 11 (2H, q 
, J=6. 8Hz), 4. 20 (2H, q, J=6. 8Hz), 4. 78 (2H, s), 5. 46 (2H, s), 7. 33 (1H, s), 7. 35 (1H, s) 
, 7. 45 (1H, s) , 9. 06 (1H, brs) , 9. 28 (1H, brs) . 
MS : m/e (ESI) 598. 4 (MH+) 
^M&l 659 

{2-H 3 ^f/M-[2-(3-x hdf->-7— f $ 7-2-^9vV;fr./W-^>f /W5, K 
p - P P [3, 4-b] bf V 2. M -7tf^] -6- ( b° p y W M --y^J 
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lH-NMR(DMS0-d6) 5 : 

1. 23 (3H, t, J=7. 0Hz), 1. 26-1. 44(12H, ra) , 1. 87 (4H, brs) , 2. 77 (3H, s) , 3. 11 (4H, brs) 
, 4. 14-4. 30 (4H, m) , 4. 49 (2H, s) , 4. 87 (2H, s) , 5. 55 (2H, s) , 7. 42 (1H, s) , 7. 49 (1H, s) , 
8. 53 (1H, brd) , 9. 46 (1H, brs) , 9. 97 (1H, brs) . 
MMW 660 

1H-NMR (DMS0-d6) 5 : 

1. 27-1. 46 (12H, m) , 2. 02-2. 16 (2H, m) , 2. 42 (2H, d, J=8. 1Hz) , 2. 82 (3H, d, J=4. 5Hz) , 3 
. 63 (2H, t, J=7. 0Hz) , 4. 27 (2H, q, J=6. 8Hz) , 4. 45 (2H, s) , 4. 85 (2H, s) , 5. 45 (2H, s) , 7. 
54 (1H, s) , 7. 84 (2H, s), 8. 17-8. 23 <1H, m) , 8. 55 (1H, s) . 
MMffl 661 

[2-m 3 ^/w-4-r2-(5, o-i^j^tkzlz2Jk^Ezizd. % ZzL s-j^fc Kn-^f y 
^^K-7W2-^/p)-T-fe^vi-6-(2-^-^y-t:°P y ^^-l-^r^-^^y ^'>3- 

1H-NMR (DMSO-d6) 6 : 

1. 26 (3H, t, J=7. 1Hz) , 1. 33-1. 45 (12H, m) , 2. 04-2. 17 (2H, m) , 2. 42(2H, t, J=8. 0Hz) , 3 
. 63 (2H, brt, J=6. 2Hz) , 4. 11 (2H, q, J=7. 1Hz), 4. 21 (2H, q, J=7. 1Hz) , 4. 43 (2H, s) , 4. 8 
0 (2H, s) , 5. 45 (2H, s) , 7. 34 (1H, s) , 7. 82 (1H, s) , 7. 83 (1H, s) . 
MM&l 662 

2-f2-(3. 5—^-m 3 7*f/>-4-t Kp jrj^zZ ^— As) -2-** y-^^/V]-6-^ f # 
$ 7-2, 3-i^t: Kp-DW y>f > K— ^-5-#/V;^~ b 'J /W;-ft^**ifeift 
1H-NMR (DMSO-d6) 8 : 

1. 27 (18H, s) , 1. 33 (3H, t, J=7Hz) , 4. 18 (2H, q, J=7Hz) , 4. 71 (2H, s), 5. 39 (2H, s) , 7. 06 
(1H, s) , 7. 65 (2H, s) , 8. 53 (1H, s) . 
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MS : m/e (ESI) 448. 0 (MH+) 
Mifcffl 663 

7-m 3 ^^W5-[2-(5,6-^ f^r->7-7/^P-W $ 7-1. 3-S?b KP-^f V 



1H-NMR (DMS0-d6) 5 : 

1. 38 (3H, t, J=7Hz) , 1. 45 (3H, t, J=7Hz) , 1. 54 (9H, s) , 4. 18 (2H, q, J=7Hz) , 4. 26 (2H, q, 
J=7Hz) , 4. 92 (2H, s) , 5. 59 (2H, s) , 7. 23 (2H, s) , 8. 06 (1H, s) , 8. 22 (1H, s) . 
MS: m/e (ESI) 511. 0(MH+) 
HSS#iJ 664 

2- f2-(8-fl 3 :/^Vt-4-^ f/^-2-t#y-3. 4-3? t: K p-2H-^>^/ [1. 4]^-»^ 

^-6-Y^)-2-^-^y-^^-/v-1-6-^ $ y-2. 3-s?b HEzMzd! ^ 

1H-NMR (DMSO-d6) 5 : 

1. 41 (9H, s) , 1. 44 (3H, t, J=6. 8Hz) , 2. 77 (3H, s) , 2. 85 (3H, d, J=4. 8Hz) , 3. 61 (2H, s) , 4 
. 30 (2H, q, J=6. 8Hz) , 4. 86 (2H, s) , 5. 47 (2H, s) , 7. 56 (1H, s) , 7. 67 (1H, d, J=2. OHz) , 7. 
86 (1H, d, J=2. OHz) , 8. 22 (1H, ra) , 8. 59 (1H, s) . 
665 

3- {2-j|3 :/?vP-4-r2-5-J hjj^H 5 7-6-^ f^^/W^/f;Wl, 3-i?fc K 
lH-NMR(DMS0-d6) 5 : 

1. 39 (9H, s) , 1. 42 (3H, t, J=6. 8Hz) , 2. 50 (2H, t, J=6. 8Hz) , 3. 42 (2H, t, J=6. 8Hz) , 4. 28 
(2H, t, J=6. 8Hz) , 4. 88 (2H, s) , 5. 51 (2H, s) , 7. 32 (1H, d, J=8. OHz) , 7. 54 (1H, s) , 7. 85 ( 
1H, t, J=7. 6Hz) , 8. 00 (1H, s) . 8. 21 (1H, d, J=4. 8Hz) , 8. 52 (1H, t, J=5. 2) , 8. 57 (1H, s) , 
9. 28(lH,brs), 9. 87 (1H, brs). 
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MS:m/e(ESI)523. 3(MH+) 
MMW 666 

2-{2-^ 3 :7^vU-4-[2-5- j. fc ^rls-l-A % / -6-y f^/U/^^A-l. K 
1H-NMR (DMS0-d6) 8 : 

1. 17-1. 44 (15H, m) , 2. 83 (3H, d, J=4. 4Hz) , 4. 28 (2H, q, J=6. 8Hz) , 4, 39-4. 42 (1H, m) , 4 

. 88 (2H, s) , 5. 51 (2H, s) , 7. 40(1H, d, J=7. 6Hz) , 7. 54 (1H, s) , 7. 88 (1H, d, J=9. 6Hz) , 8. 

01 (1H, s) , 8. 21 (1H, d, J=4. 4Hz) , 8. 57 (1H, s) , 8. 81 (1H, d, J=7. 6Hz) , 9. 28 (1H, brs) , 9 

.86(lH,brs). 

MS : m/e (ESI) 523. 3 (MH+) 

mMm 667 

Kp— f y>f v Krz ^-2— £ ^-rtf ;Pl-7ay h 9 y/io3-g@E^ 

lH-NMR(DMS0-d6) 5 : 

1. 41 (3H, t, J=7. 2Hz) , 1. 52-1. 69 (4H, m) , 1. 70-1. 80 (2H, m) , 1. 93-2. 05 (2H, m) , 2. 82 ( 
3H, d, J=4. 0Hz) , 4. 28 (2H, q, J=7. 2Hz) , 4. 85 (2H, s) , 4. 87 (2H, s) , 5. 44 (2H, s), 7. 05(1 
H, d, J=8. 8Hz) , 7. 53 (1H, s) , 7. 83 (1H, s) , 7. 85 (1H, s) , 8. 21 (1H, d, J=4. 0Hz) , 8. 55 (1H 
, s) , 9. 21 (1H, brs) , 9. 83 ( 1H, brs) . 
MS : ra/e (ESI) 494. 4 (MH+) 
668 

12-313 ^^/W4-[2-(5. 6-v^ h=frv--7-:7/V:3-g-W ^ y-1.3-3*fc Rp-^ V 
lH-NMR(DMS0-d6) 5 : 
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1. 28 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 40 (3H, t, J=7. 2Hz) , 2. 70 (6H, s) , 4. 12 (2H, q, J= 
7. 2Hz) , 4. 21 (2H, q, J=7. 2Hz) , 4. 66 (2H, s) , 4. 79 (2H, s) , 5. 49 (2H, s) , 7. 34 (1H, s) , 7. 
51 (1H, s) , 7. 57 (1H, s) , 9. 06 (1H, brs) , 9. 30 (1H, brs) . 
MS:m/e(ESI)530. 3(MH+) 

5 mmm 669 

{2-j| 3 ^/V-4-r2-(5.6-^J: Y^-jy-l-y $ 7-1, 3-S?fc Ko-"f V 

lH-NMR(DMS0-d6) 5 : 

10 0. 95 (6H, t, J=7. 2Hz) 1. 29 (3H, t, J=6. 8Hz) , 1. 37 (9H, s) , 1. 39 (3H, t, J=6. 8Hz) , 3. 10 ( 

4H, q, J=7. 2Hz) , 4. 13 (2H, q, J=6. 8Hz) , 4. 21 (2H, q, J=6. 8Hz) , 4. 72 (2H, s) , 4. 79 (2H, s 
), 5. 47 (2H, s) , 7. 34 (1H, s) , 7. 52 (1H, s) , 7. 59 (1H, s) , 9. 05 (1H, brs) , 9. 29 (1H, brs) . 
MS : m/e (ESI) 558. 4 (MH+) 
670 

15 2H2-f3-tl 3 /fyH-O-j/^/^^^-yP sK^rv-W-t: pp^>-7a = 
1H-NMR (DMS0-d6) 5 : 

1. 39 (9H, s) , 1. 42 (3H, t, J=7Hz) , 1. 95-2. 03 (2H, m) , 2. 25-2. 31 (2H, ra), 2. 83 (3H, d, 
20 J=5Hz) , 4. 03-4. 08 (2H, m) , 4. 28 (2H, q, J=7Hz) , 4. 83 (2H, s) , 5. 45 (2H, s) , 7. 43 ( 1H, s) 

, 7. 51 (1H, s) , 7. 52 (1H, s) , 8. 20 (1H, q, J=5Hz) , 8. 53 (1H, s) , 9. 17 (brs, 1H) , 9. 46 (s, 
1H). 

mt&&\ 671 

{2-m 3 ^/V-4-[2-(5. 6-v^ h **y-l--7 jiVHrxi-l-J $ /-l, 3-^fc Kp-W V 
25 ^ > K— /W2-^/^)-7-fr^/H-6-v^ ^ /-7a 7 3r->}-jE^ J^A^ 
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1H-NMR (DMS0-d6) 6 : 

1. 23(3H, t, J=6. 8Hz), 1. 29(3H, t, J=7. 2Hz), 1. 37-1. 41 (12H, m), 2. 67(6H, s), 4. 10(4 
H, q, J=6. 8Hz) , 4. 20 (4H, q, J=7. 2Hz) , 4. 73 (2H, s) , 4. 75 (2H, s) , 5. 45 (1H, s) , 7. 31 (1H 
, s) , 7. 54 (1H, s) , 7. 58 (1H, s) , 9. 07 (1H, brs) , 9. 39 (1H, brs) . 
MS:ra/e (ESI) 558. 4(MH+) 
HJStfll 672 

{2-m 3 y^VV-4-[2-(5,6--v ; -3i Y^r-y-l-y )VyHrxj-\-yj % /-1.3-S?l: Ko-^f V 



10 lH-NMR(DMS0-d6) 5 : 

0. 94 (6H, t, J=7. 2Hz) , 1. 23 (3H, t, J=7. 2Hz) , 1. 29 (3H, t, J=7. 2Hz) , 1. 37 (9H, s) , 1. 39 
(6H, t, J=7. 2Hz) , 3. 07 (4H, q, J=7. 2) , 4. 11 (2H, q, J=7. 2Hz) , 4. 20 (4H, q, J=7. 2Hz) , 4. 
80 (4H, s) , 5. 52 (2H, s) , 7. 34 (1H, s) , 7. 54 ( 1H, s) , 7. 60 (1H, s) , 9. 07 (1H, brs) , 9. 39 (1 
H, brs) . 

15 MS : m/e (ESI) 586. 3 (MH+) 

mt&M 673 

(2-^ 3 ^^W4-[2-(5-^ h^fX-6-^^^^/W^^/Wl-xf g; K 
Ezd ^K— /V-2-^/t-)-T^^/V]-6-(t:' > P y i?y-W^)-7a/»V)-ft 

20 lH-NMR(DMS0-d6) 5 : 

1. 13 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 42 (3H, t, J=7. 2Hz) , 1. 85-1. 93 (4H, m) , 3. 06-3. 
15 (4H, m) , 4. 25 (2H, q, J=7. 2Hz) , 4. 40 (2H, s) , 4. 84 (2H, s) , 5. 51 (2H, s) , 7. 41 (1H, s) , 
7. 48 (1H, s) , 7. 52 (1H, s) , 8. 23 (1H, t J=4. 8Hz) , 8. 51 (1H, s) , 9. 21 (1H, brs) , 9. 85 (1H, 
brs). 

25 MS : m/e (ESI) 565. 4 (MH+) 

■MM 674 
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KP--Y y-f K— /P) -T g ^/Vl -6- ( b° P !) W M - 7 ^ / 3r M - 
lH-NMR(DMS0-d6) d ■ 

0. 93 (3H, t, J=7. 2Hz), 1. 38 (9H, s), 1. 41 (3H, t, J=7. 2Hz) , 1. 49-1. 57 (2H, m), 1. 85-1. 
92 (4H, m) , 3. 06-3. 15 (4H, m) , 3. 21-3. 29 (2H, m) , 4. 25 (2H, q, J=7. 2Hz) , 4. 40 (2H, s) , 4 
. 83 (2H, s) , 5. 51 (2H, s) , 7. 41 (1H, s) , 7. 48 (1H, s) , 7. 52 (1H, s) , 8. 22 (1H, t, J=4. 8Hz) 
, 8. 50 (1H, s) , 9. 22 (1H, brs) , 9. 86 (1H, brs) . 

MS:m/e(ESI)579. 4(MH+) 
MM&\ 675 

lH-NMR(DMSO-d6) 5 : 

1. 13 (3H, t, J=7. 2Hz) , 1. 23 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 1. 84 
-1. 91 (4H, m) , 3. 06-3. 14 (4H, m) , 4. 17-4. 28 (4H, m) , 4. 49 (2H, s) , 4. 83 (2H, s) , 5. 52 (2 
H, s) , 7. 43 (1H, s) , 7. 49 (1H, s) , 7. 52 (1H, s) , 8. 23 ( 1H, t, J=4. 8Hz) , 8. 52 (1H, s) , 9. 24 
(1H, brs), 9. 86(lH,brs). 

MS:m/e(ESI)593.4(MH+) 
m^ffl 676 

{2-§l 3 ^^/V-4-[2-(5-^ h ^ '>-l— < $ y-6-7°P ±zL 3-S?b 

KP-/f y^-f v K—^-2-^/u)-T-fe ^7^1-6- t:°P P v ? y-W/W7xy ^rM-S 

1H-NMR (DMSO-d6) 6 : 

0. 92 (3H, t, J=7. 2Hz) , 1. 23 (3H, t, J=7. 2Hz) , 1. 38 (9H, s) , 1. 41 (3H, t, J=7. 2Hz) , 1. 50 
-1. 58 (2H, ra) , 1. 84-1. 92 (4H, ra) , 3. 07-3. 14 (4H, m) , 3. 21-3. 28 (2H, m) , 4. 17-4. 28 (4H 
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